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TTsA Of Heteror^velie Nit rnrTAn-Containinq 
r^t pounds tor bedueino M n^flture Loss rrom 
Plants and Incre afiing Crop Yield 

Brief Summary of the invention 

Technical Field 

This, invention relates to the use of 
heterocyclic nitrogen-containing compounds foe 
reducing transpirational moisture loss from plants 
and also for increasing crop yield. This invention 
further relates to novel heterocyclic nitrogen- 
containing compounds and processes for the 
preparation thereof^. 

BaclcQround of the invention 

Transpiration is a well Icnovm physiolpgical 
process involving the passage of water in the form 
of a vapor through living tissues. In plant 
transpiration, the water vapor passes through plant 
stomatal openings into the atmosphere, thus 
facilitating the absorption and translocation of 
aqueous nutrients by plant root systems. The 
stomatal openings also permit necessary gaseous 
interchange between plant tissues and the external 
air. It is believed that only about one percent of 
the total water absorbed by plant roots is used for 
plant growth, the remainder being released through 
plant stomatal openings into the atmosphere by 

transpiration. 

It has been determined that only a very low 
rate of transpiration in plants is required for 
necessary nutrient transport and normal plant 
growth. Although complete cessation of 
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transpiration would most probably be detrimental or 
even fatal to plants* it is believed that a decrease 
in plant transpiration rate up to about 40 to 50 
percent would not be detrimental to plants. See, 
for example, U.S. Patent No. 4^094.845, 

The reduction of transpiration water loss 
from plants is important for several reasons; in 
particular, for decreasing requirements for 
irrigation water especially in dry climate regions, 
for protecting plants from wilting or other damage 
during transplantation or shipment or during severe 
cold weather^ and for alleviating water stress in 
certain types of environment&. Water stress as* used 
herein occurs when the . transpiration rate exceeds- 
the rate of* water uptake by the plant. Water stress 
appears as a decrease in plant water potential and 
turgor and can result in wilting or other forms of 
damage or even plant death. 

Various methods have been developed for 
decreasing transpirational moisture loss from 
plants. . Such methods are described, for example, in 
U.S. Patent Nos, 4,094.845, 4,397,681, 3,890,158. 
3,847,641, 3,826.671, 3.676,102, 3,539,373, 

3,339,990, 3,199.944, and alfio EP 73.760-B* Various 
materials described in the patent literature which 
have been used to reduce water loss from plants by 
transpiration include, for example, carboxylated 
hydrophilic acrylic polymers, wax emulsions, animal 
tallow, alkenyl succinic acids, long chain esters of 
lower organic acids, polyi&ocyanates, liquid 
polyterpenes, benzyl alkyl ammonium salts, and the 
like. However, even though these materials may 
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decrease transpirattonal moisture loss from plants, 
many of these materials have a detrimental effect on 
other plant processes such as photosynthesis, 
respiration, cell division, and the like. 

The use of 2-chloro-4-ethylamlno-6- 
isopropylamino-s-triazine (atrazine) for reducing 
transpirational water loss from plants has also been 
reported in the literature. ^ See, for example, G. D. 
Wills' et al.. Weeds 11: 253-255 (1963) and also 
James C. Graham et al.. Weed Science 16: 389-392 
(1968). However, inhibition of plant photosynthetic 
light-requiring reactions, e.g., photosynthetic 
electron transport, and plant phytotoxicity are 
associated with the use of atrazine as an 
antitranspirant compound. 

Accordingly, it is an object of this 
invention to provide a method for the use of certain 
heterocyclic nitrogen-containing compounds to reduce 
transpirational moisture loss from plants, and 
thereby provide for more efficient soil moisture 
utilization. It is another object of this invention 
to provide a method for the use of certain 
heterocyclic nitrogen-containing comoounds to 
increase crop yields. It is yet another cbject of 
this invention to provide novel heterocyclic 
nitrogen-containing compounds and processes for the 
preparation thereof. These and other objects will 
readily become apparent to those skilled in the art 
in light of the teachings herein set forth. 
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Disclosure of the Inventioa 

This invention relates to a method foe 
reducing moisture loss from plants which comprises 
applying to the plant surface an effective amount, 
sufficient to reduce moisture loss from the plant 
surface without substantially inhibiting plant 
photosynthetic electron transport, of a compound 
having the formula: 

- X - 

Wherein R^, ^ ^® defined hereinafter* 

This invention also relates to a method of 
increasing crop yield which comprises applying to 
the crop an effective amount, sufficient to increase 
crop, yield without substantially inhibiting plant 
photosynthetic electron transport, of a compound 
having the formula: 

- X - 

Wherein R . R and X are as defined hereinafter. 

\ 2 

This invention further relates to novel 
heterocyclic nitrogen-containing compounds and also 
to processes for the preparation of said compounds. 

Detailed Description 
As indicated above, this invention relates 
to a method of reducing moisture loss from plants - 
and increasing crop yields by the use of certain 
heterocyclic nitrogen-containing compounds. More 
particularly, this invention involves a method for 
reducing transpitatiohal moisture loss from plants 
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and increasing crop yield which comprises applying 
to the plant surface or crop an effective amount, 
sufficient to reduce moisture loss from the plant 
surface or to increase crop yield without 
substantially inhibiting plant photosynthetic 
electron transport, of a compound having the formula: 

R - X - 1 

1 2 /- 

Wherein: 

R is a substituted or unsubstituted, 
carbocyclic or heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
system, a bicyclic aromatic or nonaromatic ring- 
system, a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents (Z) are the same or different and are 
one or more hydrogen, halogen, alkylcarbonyl , 
alltylcarbonylalkyl. alkoxycarbonylalkyl . 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy. aryldialkylsilyloxy. 
triarylsilyloxy, formamidino, alkylsulf amido, 
dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl, hydroxy,, amino, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl, aminothiocarbonyl, 
alkylaminothiocarbonyl. dialkylaminothiocarbcnyl. 
nitro, cyano, hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy, polyhaloalkyl. 
polyhaloalkoxy , alkoxycarbonyl, substituted amino in 
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which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyallcyl. 
aDcylthicalkyl, alkyl. alkenyl, haloallcenyl or 
polyhaloalkenyl: alkylthio. polyhaloalJcylthio. 
alkylBulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino . polyhaloalkylsulf onylamino . 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminooarbonyloxy. 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy , 
polyf luoroalkanol, cyanoalkylamino. . 
semicarbazonomethyi; alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyirainomethyl. hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy. arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 
arylsulfon/1. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkox/sulf onyl. aryloxysulf onyl. propargyloxy. 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulfonyl, alkylaminosulf onyl. 
aialkylaminosulf onyl. arylaminosulf onyl, 
carboxyalkoxy. carboxyalkylthio. 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy. 
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polyhaloacyloxy. aroyloxy, al)cylsulf onyloxy. 
alkenylsulfonyloxy. atylsulf onyloxy , 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy , 
aroylamino. haloacylamino. alkoxycarbonyloxy , 
arylsulf onylamino , aminocarbonyloxy . cyanato , 
isocyanato, isothiocyano. cycloallcylaminOi 
trialkylaramonium, arylamino. atyl(alkyl)amino, 
aralkylamino. alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl, alkylhydroxyphosphinyl , 
dialkoxyphosphino, hydroxyamino. alkoxyamino, 
aryloxyamino, aryloxyimino , oxo, thiono, 
alkylaminoalkoxy, dialkylamitioalkoxy, alkoxyalkoxy , 
alkoxyalkenyl. cyanoalkoxy, dialkylsulfonium, 
—X, S3 X, -X = , a X-R J » 

II n 



\ \ 



or 



-< 



V5 



0£ 



R^ is a substituted heteroatom or 
substituted carbon atom, or a substituted or 
unsubstituted. branched or straight chain containing 
two or more carbon atoms or heteroatoms in any _ 
combination in which the permissible substituents 
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CZJ are the same or different and are one or more 
hydrogen, halogen, allcylcarbonyl , 
alkylcarbonylalHyl. alkoxycarbonylalkyl. 
allcoxycarbonylalkylthio , polyhaloalkenylthid . 
thiocyano. propargylthio. hydroxyimino, allcoxyimino, 
triallcylsilyloxy. aryldialJcylsilyloxy. 
triarylsilyloxy, formamidino. alkylsulf amido , 
diallcylsulfamido. alJcoxysulf onyl. 
polyhaloallcoxysulfonyl. hydroxy, amino, 
aminocarbonyl, allcylaminocarbonyl. 
dialkylaminocarbonyl. aminothiocarbonyl. 
alkylaminothiocarbonyl. diallcylaminothiocarbonyl. 
nitro. cyano. hydroxycarbonyl and derivative salts, 
formamido, alkyl, alkoxy. polyhaloalkyl. 
polyhaloalkoxy, alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl. 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl, alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino , tr ialkyls ilyl . 
aryldialkylsilyl. tri arylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylamlnocarbonyloxy , 
dialkylaminocackonyloxy. alkenyl, polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl. 
alkoxyiminome.thyl. unsubstituted or substituted 
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aryloxyiminomethyl. hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a flono-. 'di- oc polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl. 
acyloxyi arallcoxy, acylthio, aralkylthio, 
alkylthioalkyl, arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulfonyl, 
alkoxysulfonyl, aryloxysulfonyl. propargyloxy, 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulf onyl . alkylaminosulf onyl . 
dialkylaminosulf onyl . arylaminosulf onyl . 
carboxyalkoxy, carboxyalkylthio. 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulfonyloxy. 
alkenylsulfonyloxy, arylsulfonyloxy. 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy, 
aroylaiaino, haloacylamino. alkoxycarbonyloxy, 
arylsulf onylamino, amino car bony loxy, cyanato, 
isocyanato, isothiocyano. cycloalkylamino, 
trialkylamraonium. arylamino, aryl(alkyl) amino, 
aralky lamino . alkoxyalkylphosphinyl . 
alkoxyalkylphosphinothioyl . alkylhydroxyphosphinyl . 
dialkoxyphosphino, hydcoxyamino, alkoxyamino. 
aryloxyamino. aryloxyimino, oxo, thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy , 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium, 
-X, - X, -X = R^. = X-R^. 
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U 



-X - H3 . - P - V,R, . -Y, - P - VjE 



\ \ 



2 4 



0£ 




X is a covaleat single bond or double bond,, 
a substituted or unsubstituted heteroatom or 
substituted carbon atom, or a substituted or 
unsubstituted. branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
(Z) are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl . 
alkylcarbonylalkyl, alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano. propargylthio. hydroxyimino, alkoxyimino. 

trialkylsilyloxyr aryldialkylsilyloxy. 

triarylsilyloxy. formamidino. alkylsulf amido. 

dialkylsulfamido. alkoxysuJ ronyl. 

polyhaloalkoxysulfonyl. hydroxy r amino. 

aminocarbonyl . alkylaminocarbonyl . 

dialkylaminocarbonyl, aminothiocarbonyl . 

alkylaminothiocarbonyl, dialkylaminothiocarbonyl. - 

nitro. cyano. hydroxycarbonyl and derivative salts. 
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fotmamido, alkyl. alkoxy, polyhaloallcyl, 
polyhaloailcoxy. allcoxycarbonyl. substituted amino in 
which the permissible substttuents are the same or 
different and are one or two propargyl, allcoxyallcyl, 
alkylthioalkyl, allcyl. alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino, 
alkylcarbonylaraino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. triallcylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy, 
dialJcylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy, 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonoraethyl . alkoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminoraethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy. arylthio. aralkylthio. 
alkylthioalkyl. arylthioalkyl, arylsulf inyl. 
arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy. haloalkynyloxy. haloalkynyl thio. 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkoxysulfonyl. aryloxysulf onyl. propargyloxy, 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl, alkylaminosulf onyl, 
dialkylaminosulf onyl. arylaminosulf onyl. 
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carboxyalkoxy. carboxyalJcylthio. 
alhoxycarbonylalKoxy. acyloxy. haloacyloxy. 
polyhaloacyloxy, aroyloxy. alkylsulfonyloxy . 
alkenylsulfonyloxy. arylsulf onyloxy. 
haloallcylsulfonyloxy. polyhaloallcylsulf onyloxy. 
aroylamino. haloacylamino, allcoxycarbonyloxy, 
arylsulf onylamino. aminocarbonyloxy, .cyanato. 
isocyanato. isothiecyano. cycloaDcylamino, 
•ttiallcylammoniun. arylaoino. aryl(al)cyl) amino. 
ataUtylamino, alkoxyalkylphosphinyl, 
allcoxyallcylptiosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino. hydroxy ami no. alkoxyamino. 
aryloxyamino. aryloxyimino. oxo. thiono. 
alkylaminoalkoxy. aialkylaminoaUoxy,. alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 

-X. = X. -X = Rj. = X-R^. 



-X - R3 




p 




or 




and 



R is a substituted or unsubstituted. 
heterocyclic ring system having at least one 
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nitrogen atom which is selected from a monocyclic 
aromatic or nonaromatic ring system, a bicyclic 
aromatic or nonaromatic ring system, a polycyclic 
aromatic or nonaromatic ring system, and a bridged 
ring system which may be saturated or unsaturated in 
which the permissible substituents (2) are the same 
or different and are one or more hydrogen, halogen, 
alkylcarbonyl, alkylcarbonylallcyl, 
alkoxycarbonylalkyl, alkoxycarbonylallcylthio. 
polyhaloalKenylthio. thiocyano. propargylthio, 
hydroxyimino, alKoxyimino, trialkylsilyloxy . 
aryldialkylsilyloxy. triarylsilyloxyi formamidino, 
alXylsulfamido, dialkylsulf amido, alJcoxysulf onyl. 
polyhaloalkoxysulf onyl, hydroxy, amino, • 
aminocar bonyl , alkylaminocarbonyl , 
dialkylaminocarbonyl, amino thiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothiocar bonyl. 
nitro, cyano. hydroxycarbonyl and derivative salts, 
formamido, alkyl. alkoxy, polyhaloalkyl , 
polyhaloalkoxy. alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl, 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkehyl; alkylthio, polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl , alkylsulf onylamino , 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino,- trialkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy , 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyli 
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alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy , 
po lyha loa 1 kyny 1 , po lyha 1 o a 1 kyny 1 oxy , 
polyf luoEoalkanol, cyanoalkylamino, 
semicarbazonamethyl . alkoxycaxbonylhydrazonoraethyl , 
alkoxyiminomethyl, unsubstltuted or substituted 
aryloxyiminomethyl. hydrazonomethyl, unsubstltuted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyX, haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy. arylthio, aralkylthio, 
alkylthioalkylr aryXthioalkyl, arylsulf inyl, 
arylsulf onyl , haloa Iky Isulf inyl , haloalkylsulf onyl , 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkeny Isulf onyl, 
alkoxysulf onyl, aryloxysulf onyl^ propargyloxy. 
aroyl. haloacyl, polyhaloacyl, aryloxycarbony.1, 
antinosulf onyl, alkylaminosulf onyl, 
dialkylaminosulf onyl, arylaminosulf onyl, 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alky Isulf onyloxy, 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy,' polyha loa Ikylsulf onyloxy. 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy. cyanato, 
isocyanatOrf isothiocyano, cycloalkylamino, 
trialkylammonium, arylaraino, aryl(alkyl)amino, 
aralkylamino, alkoxyalkylphosphinyi , 
alkoxyalkylphosphinothioyl , alkylhydroxyphosphinyl , 
dialkoxyphosphino, hydroxyamino, alkoxyamino, 
aryloxyamino, aryloxyiraino, oxo, thiono. 
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al)cylaralnoalkoxy. dialkylaminoalkoxy, aDcoxyalkoxy, 
alkoxyalJcenyl. cyanoalkoxy, dialkylsulf onlum, 

-X, = X, -X 
-X - R3 . 

oc 




Y2R4 
Y3R5 



wherein: 

Is a substituted or unsubstituted, 
carbocyclic or heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
system, a bicyclic aromatic or nonaromatic ring 
system, a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents (Z) are the same or different and are 
one or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbony.lallcyl, alkoxycarbonylalkyl. 
alJcoxyc^rbonylallcylthio, polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkyisilyloxy, aryldialkylsilyloxy, 
triarylsilyloxy, Cormamidino. alkylsulf amido, 
dialkylsulfaraido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl, aminothidcarbonyl , 
alkylarainothiocarbonyl, dialkylaminothiocarbonyl. 



p - Y2R4 



Y3RS 



-Y4 - p - Y2R4 
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nitro. cyano, hydroxycarbonyl and derivative salts, 
formaraido. alkyl, alkoxy. polyhaloalkyl, 
polyhaloaDcoxy, aLkoxycarboaylr substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalJcyl , 
alkylthioalKyl, alkyl^ alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio,* 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl , 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alkylcarbonylamino^ polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylsilyl. 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts , alkoxycarbonylaraino, alkylaminocarbonyloxy , 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy , 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol , cyanoalkylamino, 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio. aralkylthio, 
alkylthioalkyl, arylthioalkyl, arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl , 
alkoxysulf onyl, aryloxysulf onyl, propargyloxy, 
aroyl, haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl, alkylaminosulf onyl. 
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dialkylaminosulf onyl, arylaiuinosulf onyl, 
carboxyalkoxy, catboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy, 
polyhalpacyloxy, aroyloxy, alkylsulf onyloxy . 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloaikylsulf onyloxy. polyhaloalkylsulf onyloxy, 
aroylaiaino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato. 
isocyanato, isothiocyano, cycloalkylamino, 
trialkylamraonium, arylamino, aryl(alkyl}amino, 
aralkylamino . alkoxyalkylphosphinyl , 
alkoxyalkylphosphinothioyl , alkylhydroxyphosphinyl , 
dialkoxyphosphino, hydroxyamino , .alkoxyamino, 
aryloxyamino, aryloxyimino. oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkyLsulf onium, 

-X, = X, -x 
-X . R3 . 
or 



is a substituted heteroatom or 
substituted carbon atom, or a substituted or 
unsubstituted, branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents— 
(Z) are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl. 



a Rr: 



X-Ri 



P - Y2R4 



Y3R5 



-Y4 - P - Y2R4 



\ 



Y3R5 



or 
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alkylcarbonylalkyl. alkoxycatbonylalkyl. 

alltoxycarbonylalkylthio . polyhaloalkenylthio . 

thiocyano. propargylthio, hydroxyimino. alkoxyimino. 

trialkylsilyloxy. aryldialkylsilyloxy. 

triatylsilyloxy. f ormamidino. alkylsulf amido. 

dialkylsulfamido. alkoxysulf onyl. 

polyhaloalkoxysulfonyl. hydroxy, amino. 

aminocarbonyl, alkylaminocatbonyl, 

dialkylaminocarbonyl. amiaothiocarbonyl , 

alkylaminothiocatbonyl. dialkylaminothiocarbonyl. 

nitro. cyano. hydroxycarbonyl and derivative salts. 

formamido. alkyl. alkoxy. polyhaloalkyl. 

polyhaloalkoxy. alkoxycarbonyl . substituted amino in 

which the permissible substituents ate the same or 

different and are one or two propargyl. alkoxyalkyl. 

alkylthioalkyl. alkyl. alkenyl. haloalkenyl or 

polyhaloalkenyl: alkylthio. polyhaloalkyl thio, 
alkylsulflnyl. polyhaloalkyisulf Inyl. alkylsulf onyl. 
polyhaloalkylsulf onyl. alkylsulf onylamino , 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamlno, trlalkylsilyl . 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy . 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. aljcynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoEoalkanol , cyanoalkylamino . 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl. 
alkoxyiminomethyl. unsubstituted or substituted _ 
aryloxyiminomethyl. hydrazonomethyl. unsubstituted 
or substitut d arylhydrazonomethyl. a hydroxy group 
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condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalKyl , aryl thioalkyl , arylsulf Inyl , 
arylsxilf onyl . haloalkylsulfinyl , haloalkylsulf onyl , 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio, 
haloalKenylsulf onyl. polyhaloalkenylsulf onyl, 
alkoxysulf onyl , aryloxysulf onyl , propar gyloxy , 
aroyl. haloacyl, polyhaloacyl , aryloxycarbonyl, 
aminosulf onyl , alkylaminosulf onyl . 
dialkylaminosulf onyl. arylaminosulf onyl . 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy, haloacyl oxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy , 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato , isothiocyano , cycloalkylamino , 
tr ialkylammonium , arylamino , aryl ( alky 1 ) amino , 
aralkylamino. alkoxyalkylphosphinyl, 
alkoxyalky Iphosphinothioyl . alkylhydr oxyphosphinyl , 
dialkoxyphosphino. hydroxyamino, alkoxyamino. 
aryloxyamino . aryloxyiraino, oxo, ihiono, 
alkylaminoalkoxy, dialkylamiuoalkoxy, alkoxyalkoxy. 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium. 



tl II 

-X - R3 . - P - Y2R4 . -Y4 - P - Y2E4 



Y3R5 Y3R5 



0£ 



1 
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Y2R4 



sulfur; 



and are independently oxygen or 



Y, and Y. are independently oxygen. 



'2 *3 

sulfur, amino or a covalent bond; and 

and are independently hydrogen or 
substituted or unsubstituted alkyl, polyhaloalkyl. 

phenyl or benzyl in which the permissible 
substituents (Z) are the same or different and are 
one or more hydrogen, halogen, alJcylcarbonyl, 
alkylcarbonylalkyl. alkoxycarbonylalkyl, 
alicoxycarbonylalkylthio, poiyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino; alkoxyimino, 
triaikylsilyloxy. aryldialkylsilyloxy. 
triarylsilyloxy. formamidino, alkylsulfamido, 
dialkylsulfamido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl , hydroxy, amino . 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbpnyl , amino thiocarbonyl , 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitro,. cyano, hydroxycarbonyl and derivative salts, 
formainido, alkyl, alkoxy. polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or' 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulf onyl, alkylsulf onylamino . 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 



polyhaloalkylcarbonylamino, tr ialKylsilyl . 
aryldialkylsilyl. tciarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaialnocarbonyloxy , 
diaDcylaminocatbonyloxy. alkenyl. polyhaloaDcenyl, 
alkenyloxy, alkynyl. allcynyloxy. polyhaloalKenyloxy, 
polyhaloalkynyl . polyhaloalkynyloxy . 
polyf luoroalkanol. cyanoalkylamino, 
seniicarbazonoinethyl, alkoxycarbonylhydrazonoraethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy. aral-koxy, arylthio, aralkylthio, 
alkylthioalkyl. arylthioalkyl, arylsulf inyl. 
arylsulfonyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl, 

alkoxysulf onyl, aryloxysulf onyl. propargyloxy . 

aroyl. haloacyl. polyhaloacyl . aryloxycarbonyl , 

aminosulf onyl. a.lkylaminosul£onyl. 

dialkylaminosulfonyl. arylaminosulf onyl. 

carhoxyalkoxy. carboxyalkylthio. 

alkoxycarbonylalkoxy, acyloxy. haloacyioxy. 

polyhaloacyloxy. aroyloxy, alkylsulf onyloxy, 

alkenylsulf onyloxy. arylsulf onyloxy. 

haloalkylsulConyloxy, polyhaloalkylsulf onyloxy , 

aroylamino. haloacylamino, alkoxycarbonyloxy. 

arylsulfonylamino, aminocarbonyloxy, cyanato, 

isocyanato, isothiocyano. cycloalkylamino. 

trialkylammonium, arylamino, aryl (alkyl)amino. 
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a2:al)cylamino r alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothiayl, alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino, alkoxyamino. 
atyloxyainino . aryloxyimino , oxo, thiono, • 
alkylaininoalkoxy. dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy* dialkylsulf onium, 

-X. = X, -X 
-X - R3 . 
or 

The alkyl-contalning moieties above may 
contain from about 1 to about loo carbon atoms or 
greater, preferably from about 1 to about 30 carbon 
atoms, and more preferably from about 1 to about 20 
carbon atoms. The polysaccharide moiety may contain 
up to about 50 carbon atoms. It is appreciated that 
all compounds encompassed within formula 1 are 
compounds having no unfilled bonding positions* It 
is further appreciated that in order for a 
BUbsti'tuent to be permissible for the compounds 
encompassed within formula 1, the valence of the 
substituent must be appropriate with the bondihg 
capability of the particular carbon atom or 
heteroatom. 

Monocyclic ring systems encompassed by 
and R in formula \ may be represented by 



R3, w X-R3, 

^1 

p - Y2R4 . 



3*^5 



-Y4 - P - Y2E4 
Y3R5 
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generalized formula 2 as follows: 



2 



wherein B^^ represents a saturated or unsaturated 
carbon atom and represents a ring-forming chain 
of atoms which together with forms a cyclic 
system containing from 0 to 4 double bonds or from 0 
to 2 triple bonds. may contain entirely from 2 
to 12 carbon atoms, may contain a combination of 
from 1 to 11 carbon atoms and from 1 to 4 
heteroatoms which may be selected independently from 
Ni 0, S, P or other heteroatoms, or may contain 4 
ring-forming heteroatoms alone. 

Monocyclic ring systems encompassed by 
in formula 1, may include any monocyclic ring system 
of and R^ having at least one nitrogen atom. 

Ring-forming heteroatoms may in some cases 
bear oxygen atoms as in aromatic and aliphatic 
N-oxides and ring systems containing the sulfinyl, 
sulfonyl, selenoxide and phosphine oxide moieties. 

Selected carbon atoms contained in cycles 
formed by B^ and A^^ containing more than 3 
ring-forming atoms may bear carbonyl, thiocarbonyl, 
substituted or unsubstituted imino groups or 
substituted or unsubstituted methylidene groups. 

The group designated as Z represents one or 
more substituents selected independently from among 
the group of substituents defined for 2 herein. - 
.When the cycle formed by and A^ contains 
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fewer than 4 ring forming members, it should be a 
saturated carbocycle. i-e. cyclopropyl. When the 
cycle formed by and contains fewer than 5 
ring-forming, members* it should contain no more than 
1 hdteroatom. 

Illustrative monocyclic ring structures 
which are encompassed by and in formula i 
include the following: 
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wherein 2 is as defined herein. 

Bicyclic ring systems encompassed by R 
and in formula 1, may be represented by 
generalized formulae 3, and 4. as follows: 




wherein and B^ may be independently a 
saturated or unsaturated carbon atom or a saturated 
nitrogen atom, and independently represent 
the ring-forming chains of atoms described below and 
2 represents one or more substituents selected 
independently from among the group of substituents 
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defined for Z herein, combinations of and 

may contain in combination with B or B from 0 

2 3 

to 5 double bonds. A and A - independent of" 
B^ and B^. may contain entirely from l to 11 
carbon atoms, may contain a combination of 1 to 3 
heteroatoms which may be selected independently from 
among N, O. s, P or other heteroatoms together with 
from 1 to 10 carbon atoms or may contain from 1-3 
ring-forming heteroatoms alone. 

Ring-forming heteroatoms may in some cases 
bear oxygen atoms, as in aromatic and aliphatic 
N~oxides and ring systems containing the sulfinyl, 
stilfonyl, selenoxide and phosphine oxide groups. 
Selected carbon atoms contained in A^ and A^ may 
bear carbonyl, thiocarbonyl , substituted or 
unsubstituted imino groups or substituted or 
unsubstituted miethylidene groups. 

Bicyclic ring systems encompassed by 
in formula 1 may include any bicyclic ring system of 
R^ and R^ having at least one nitrogen atom. 

In regard to structures encompassed within 
formulae 3. and it is noted as follows: 

(a) When B^ and B^ are both nitrogen, 
the groups A^ and A^ should each contain no 
fewer than three ring atoms; 

(b) When B but not B is nitrogen, 

• 2 3 

either of A^ or A^ should contain at least three 
ring atoms and the other at least two ring atoms; 

(c) When either of groups A^ or A^ 
contains fewer than three ring atoms, the other 
should contain at least three ring atoms and the 
bridgehead atoms should be saturated; 
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(d) When the group or contains a 
carbon atom bearing a carbonyl, thiocarbonyl, imino 
or methylidene group, it should together with 

and form a cycle having at least four members; 

(e) When an annular double bond is 
exocyclic to either of the two rings represented in 
structures 1 and 4. it should be contained in a ring 
containing at least five members and be exocyclic to 
a ring containing at least five members; and 

(f ) When a group A^ or A^ is joined to 
the bridgehead atoms B2 and B3 by 2 double 
bonds, the group A^ or A^ is understood to 
contain one double bond and the bridgehead atoms are 
considered to be unsaturated. 

It is recognized that bicyclic ring systems 
defined for and may be spirocyclic ring 
systems and are not limited to the fused bicyclic 
structures of formulae 3. and 4. Spirocyclic ring 
systems may be saturated or unsaturated carbocyclic 
or- heterocyclic and may be independently substituted 
by one or more substituents Z as defined herein. 

Illustrative bicyclic ring structures which 
are encompassed by R^ and R^ in formula 1. 
included the following: 
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z. 



Polycyclic ting eystems, i«e,« greater than 

2 rings, encompassed by and in formula 1 

may be represented by generalized formulae 5.. 6,, 7 
and 8 as follows: 
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Wherein B^, B^, Bg and may be 

independently a saturated or unsaturated carbon atom 
or a saturated nitrogen atom, and A^, A^, A^ 
and A^ independently represent ring forming chains 
of atoms which may contain together with one or the 
other (but not both) of their two associated 
bridgehead atoms, from 0-2 double bonds. The groups 
2 represent one or more substituents selected 
independently from among- the group of substituents 
defined for Z herein. 

The ring-forming elements of A^, A^, 
A and A^ independent of B^. B^, B^ and 
B^ may contain from 1-11 carbon atoms, may contain 
a.^combination of from 1-10 carbon atoms and from 1-3 
heteroatoms which may be selected independently from 
among N. 0, S. P or other heteroatoms, or may 
contain from 1-3 heteroatoms alone. Ring-forming 
heteroatoms may in some cases bear oxygen atoms as 
in aromatic N-oxides and ring systems containing the 
sulfinyl. sulfonyl. selenoxide and phosphine oxide 
groups. The group A^ may at times be defined as a 
bond. Selected carbon atoms contained in A^, 
A , A and A^ may bear one or more carbonyl. 
thiocarbonyl or substituted or unsubstituted imino 
groups . 

On structure 8. the groups B^. B^ and 
B represent independently a saturated or 
unsa'turated carbon atom or a saturated nitrogen 
atom. The group B^^ may represent a saturated or 
unsaturated carbon atom or a nitrogen or phosphorous^ 
atom. The groups Ag. A^ and A^^ represent 
ring-forming chains of atoms which may contain 
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together with 1 of the groups Bg. B^, B^^ and 
B^^ from 0-2 double bonds. 

The ring-forming elements of groups A , 

8 

and A, ^ independent of groups B^. B^ , * 
9 10 8 9 

B.^ and B. may contain from 2-10 carbon atoms, 

may contain from 1-10 carbon atoms in combination 

with 1-3 heteroatoms which may be selected 

independently from among N, 0, S. P or other 

heteroatoms* or may contain from 2-3 hetecoatoms 

alone. Ring-forming heteroatoms may in some cases 

bear oxygen atoms as in aromatic N-oxides and in 

ring systems containing the sulf inyl, sulf onyl, 

selenoxide and phosphine oxide groups.' Selected 

carbon atoms contained in groups A^-, A^ and 

8 9 

^10 bear one or more carbonyl, thiocarbonyl or . 
substituted or unsubstituted imino groups. 

It is recognized that polycyclic ring 
systems defined for and R^ may be spirocyclic 
ring systems and are not limited to the fused 
polycyclic structures of formulae 5,. 6., 7 and 8,. 
Spirocyclic ring systems may be saturated or 
unsaturated* carbocyclic or heterocyclic and may be 
independently substituted by one or more 
substituents Z as defined herein. 

Polycyclic ring systems encompassed by R^ 
of formula 1 may include any polycyclic ring -system 
or R^ and R^ having at least one nitrogen atom. 

Illustrative polycyclic ring structures 
which are encompassed by R^ and R^ in formula 1 
include the following: 
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Bridged bicyclic structures encompassed by 
and in formula 1 may be represented by 
generalized formulae 9, lo, and 11, as follows: 




9 JO 1] 



wherein 3^2 ^^Y independently a 

saturated carbon atom optionally substituted by z or 
a nitrogen atom, and the groups A^^, A^^ 
^13 i^'^^P^^^s^tly represent ring-forming chains of 
atoms which may contain* independently of B^^ 
^13' ^^^^ ^"2 double bonds. The groups Z 
represent one or more substituents selected 
independently from among the groups of substituents 
defined for Z herein. 
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The cing-fatming elements of 
and A . independent of B^^ ^13' "^^ 
contain entirely fcom 1-11 carbon atoms, may contain 
a combination of from l-io carbon atoms and from 1-3 
heteroatoms whicH may be selected independently from 
among N. 0. s. P or other heteroatoms. or may 
contain from 1-3 heteroatoms alone with the proviso 
that when one of the groups A^^^^. A^^ *i3 
is a single hetetoatom. the other two groups should 
contain two or more ring-forming atoms. A second 
proviso is that when one or both of the g.roups B^j 
and B^^ is nitrogen, the groups A^^^. A^^ 

A should, contain at least two saturated 
13 

ring-forming atoms. 

Ring-forming heteroatoms may in some cases 
bear oxygen atoms as in the sulfinyl. sulfonyl. 
selenoxide and phosphine oxide moieties- Selected 
carbon atoms contained in A^^^. A^^^ \2 
bear one or more carbonyl. thiocarbonyl or 
substituted or unsubstituted imino groups. 

Bridged bicyclic structures encompassed by 
R of formula 1 may include any bicyclic bridged 
system of R, and R, having at least one nitrogen 
atom. 

Illustrative bridged bicyclic structures 
which are encompassed by R^^ and R3 in formula 1 
include the following: 
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1 z 



z z 



z 





z z 




The substituent X may be an unsubstituted 
heteroatom such as an oxygen or sulfur, as in 
carbonyl and thiocarbonyl systems, or may be a 
substituted heteroatom or carbon atom. X may also 
be a covalent single or double bond. X may further 
be a saturated or unsaturated, branched or straight 
chain of carbon atoms; a branched or straight, 
saturated or unsaturated chain of atoms consisting 
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of both carbon atoms and heteroatoms; or may be a 
branched or straight, saturated or unsaturated chain 
consisting entirely of heteroatoms. Selected 
heteroatomic components of X may bear oxygen atoms 
as in the case of groups containing the sulfonyl, 
sulfinyl. N-cxide and phosphine oxide moieties • 
S'elected heteroatomic components of X may bear one 



or more substituents 2 as defined herein. Selected 
carbon atoms participating in X may bear carbonyl, 
thiocarbonylt substituted or unsubstituted imino, 
substituted or unsubstituted allcylidene or one or 
more substituents Z as defined herein. 

Illustrative structures which are 
encompassed by substituent X include the following: 







0 

II 




- SOjNRg - 



» 
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wherein m is a value of from 0 to 8. n is a value of 
from 0 to 2, and Rg. R^, R^q and R^^ are 
independently hydrogen or substituted or 
unsubstituted alkyl. polyhaloallcyl. phenyl or benzyl 
in which the permissible substituents are as defined 

for 2 herein. 

It is readily apparent that formula 1 
encompasses a wide variety of heterocyclic 
nitrogen-containing compounds. Illustrative 
heterocyclic nitrogen-containing compounds within 
the scope of forlnula 1 which may be used for 
reducing transpirational moisture loss from plants 
and increasing crop yield are included in Tables 1 
through 43 below. 
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It is appreciated that the particular 
compounds listed in Tables 1 through 43 hereinabove 
are illustrative o£ heterocyclic nitrogen^containing 
compounds which may be used in reducing 
transpirational water loss £rom plants and 
increasing crop yields according to this invention. 
This invention is not to be construed as being 
limited only to the use of these compounds; but 
rather, this invention includes those heterocyclic 
nitrogen-containing compounds encompassed, within 
formula 1^ hereinabove. 

The novel heterocyclic nitrogen-containing 
compounds of this invention can be depicted by the 
following formulae: 




1 

Wherein: 

R^^ represents unsubstituted or 

substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

represents O, S, SO, SO^^ NH, 

-CH^O-, -CH^S-. -CHrCH^)0-, -CH(CN)0-. 

-CH-NO- , -C (CH^ ) -NO- , -CH^CH^O- , -CH^CH^- . 

-C5C-, -CH B0-, -CH SO -OCHXH 0-. 

2 2 2 2 2 

-CH(alkyl)-, cr -CONH-: 

j is a value of 6 or 1; 

a is a value of from 2 to 4 inclusive; and 
Y^^ is the same or different and 
represents hal gen, alkyl. cyano, polyhal alJcyl, 
alkoxy, p lyhal alkoxy, alkylthio. alkyl-sulf inyl. 
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al)cylsulfonyl. nitro. acyl or polyhaloalkylsulf onyl: 
pcovided tbat (1} at least two ring position pairs 
selected from 2 and 4, 2 and 6, 2 and 3, and 3 and 4 
are substituted with the same or different halogen; 

(ii) when ring positions 2,4 and 6 are substituted 
with chlorine and j is a value of 0 and X^^ is 

SO^, then R^, is not unsubstituted phenyl: and 
2 24 

(iii) When ring positions 2,3, and 5 are substituted 
with chlorine and j is a value of 1 and is s, 

then is not unsubstituted phenyl, 
24 



wherein: 



R2r-x, 



represents unsubstituted or 

25 



(ii) 



substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

x^^ represents o, S, so, so^, NH, 

CH^, a single covalent bond, -CH^O-, -CH^S-, 

-CH(CH^)0-, -CH{CN)0-, -CH-NO-, -C(CH^)«NO-, 

-OTOTO-. -CH^CH^-, -CSC-, -CH SO-, 
2 2 2 2 2 

-CH^SO^-r -OCHjCHjO-. -CH(alkyl)-, or -CONH-; 

b is a value of 2 to 3; and 

Y^^ is the same or different and 
20 

represents halogen. alKyl, cyano, polyhaloalkyl, 

polyhaloalkoxy, allcoxy, alkylthio, alkylsulfinyl, 

alkylsulfonyl, nitro, acyl or polyhaloalkylsulf onyl 

provided that at least two ring position pairs 

selected from 2 of Y^^ are halogen; 

20 
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(iii) 



whereia: 

represents unsubstituted or 

substituted phenyl. I- or 2-'naphthyl or heteroaryl; 

X represents o, S. SO, so^, NH« 
12 2 
CH^. a single covalent bond, -CH^O-, -CH^S-, 

-CH(CH )0^, -CH(CN)0., -CH-NO-, -C{CH }-N0-, 
3 3 

-CH^SO^-* -OCH^CH^O-. -CH(alkyl)-. or -CONH-; 

Y^, and Y^^ are independently the sane 
21 22 
or different halogen; and 

Y^2 represents hydrogen, halogen, alkyl, 

polyhaloalJcyl. alkoxy. polyhaloalkoxy. cyano. 

alkylthio. alkylsulf inyl. al)cylsul£onyl. nitro. acyl 

or polyhaloalkylsulf onyl; 




(iv) 



wherein: 

R^^ represents unsubstituted or 

27 

substituted phenyl, 1- or 2-^naphthyl or heteroaryl; 

X represents 0, S, 50. SO . NH. 

CH^t a single covalent bond. -CH^O-, -CH^S-, 

-CH(CHg)0-, -CHCCN)0-. -CH=NO-. -C(CHg)«NO-. 

-CH^CH,0-, -CH CH,-. -CSC-. -CH,SO-. 
2 2 2 2 2 

-CH^SOg-* -OCHgCHjO-. -CH(alkyl)-. OE -CONH-: 
Y represents halogen: and 
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Y^g and independently represent 

hydrogen, halogen, alkyl. polyhaloalkyl, alkoxy. 

polyhaloalkoxy, eyano. alkylthio. alkylsulfinyl, 

aikyisulfonyl. nitto. acyl or polyhaloalkylsulf onyl 

provided that at least one of Y__ and Y,, is 

halogen and further provided that when Y « Y 

24 25 

and Y^^ are chloro and X., is o, then R^^ ia 

26 13 27 

not unsubstituted phenyl; 



wherein: 

represents unsubstituted or 
substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

X^^ represents 0, S, SO, SO^, NH, 
CH^. a single eovalent bond. -CH^O-. -CH^S-, 

-CH(CH^)0-, -CH(CN)0-. -CH»NO-. -C(CH^)»NO-. 

-CH OTO-. -CTCH -CSC, -CH^SO-. 
2 2 2 2 2 



-CH^SO^-. -OCH^CH^O-, -CH(al)cyl)-. or -CONH-: 
and 



^27 ^28 independently halogen; 



Y^^ represents hydrogen, halogen, alkyl, 
polyhaloalkyl, alkoxy, polyhaloalkoxy. cyano. 
alkylthio. alkylsulfinyl. alkylsulfonyl. nltro, acyl 
or polyhaloalkylsulf onyl; 
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wherein: 



R^^ represents unsubstituted or 



substittited phenyl, 1- or 2-naphth7l or heteroaryl; 

represents O. S. SO, SO^r NH. 

CH^. a single covalent bond. -CH^O-, -CH^S-, 

-CHCCH^)©-. -CH(CN)0-. -CH»NO-. -C(CHj)«NO-. 

-CH^CH^O-, -CH^CH^-- -CH^SO-. 

-CH so^-. -ocH^m o-. -CHCalkyl)-. or 
2 2 2 2 

-CONH-: and 

Y^^' Y^* and y^^ independently 
30 31 32 

represent hydrogen, halogen, alkyl. cyano« 
polyhaloalkyl. alkoacy, polyhaloalkoxy, alkylthio, 
alkylstilfinyl, alkylstilf onyl« nitro, acyl or 
polyhaloalkylsulf onyl provided that at least 2 o£ 
^30' ^31 ^32 "® halogen; 



la.-X„-Ql (Vii) 



wherein: 

repzesents unsubstituted or 
substituted phenyl. 1- oc 2-naphthyl or heteroazyl; 
X represents O. S. SO, SO.. Ka, 

16 Z 

CH^. a single covalent bond, -CH^O-. -CH^S-. 

-CH(CHg)0-. -CH(CN)0-. -CMoNO-. -C(CHg)aNO-. 

-CH CH -CH CH.-, -CSC-. -CH SO- , 

2 2 2 2 2 

-CHjSOj-. -OCH^CHjO-. -CH(alkyl)-. or 
-CONH-i and 

^33- ^34 ^5 independently 

represent hydrogen* halogen* alkyl, cyano, 

p lyhaloalkyl, alkoxy. polyhal alkoxy. alkyl thio. 

alkylsulflnyl* alkylsulfpnyl, nitro, acyl or 
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polyhaloalkylsulf onyl provided tbat (i) at least 2 

of Y^g. and Y^^ are halogen, (ii) when 

Y^^ and Y^g are both chloro and X^^ ts O. then 

R^^ is not unsubstituted phenyl, and (ill) vhen 

Y,. and Y,^ are both chloro and X, ^ is O. the- 
33 34 16 

R is not unsubstitnted phenyl or 4-methoxyphenyl; 




(viii) 



wherein: 

.d is a value of from 0 to 4 inclusive; 

e is a value of l or 2 provided that d and 
e are not greater than 5; 

R^^ is the same or different and 
represents unsubstituted or substituted aryl 
provided that when R^^ is 2- or 4-aryl then d is 
not 0. aralkyl provided that when R^^ is R-aralkyl 
then d is not O, alkoxy, cycloalkoxy. aryloxy, 
aralkoxy provided that when R^^ is 4-aralkoxy then 
d is not O, arylaryloacy, aralkoxyaralkyl, 
arylaralkoxy.aryloxyaralkyl. aryloxyalkyl, 
aryloxyaryloxy. aralkoryaralkoxy. aryloxyalkoxy. 
alkylthio. alkenylthio. arylthio, aralkylthio, 
arylthioaralkyl, arylsulf onylarylsulf onyl, 
alkylamino, dialkylamino, acyloxy, aroyloxy, 
alkoxycarbonyloxy, phenylazo provided that X^^ is 
o or s. naphthyla2o. or -OCH^O- or -OCH^CH^O 
which join adjacent carbon atoms to form a five- oc 
six-membered ring; 

Y^g is the same or different and 
represents halogen, alkyl, alkenyl, alkynyl. 
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-CH«CHCHaCH- , Which join? adjacent carbon atoms to 
fiorm a six-membered ring* -(^H^)^* nitro, cyano, 
haloalkyl. or polyhaloalkyl; 

Xj^^ represents O. S, NH, CH^. -CH^O^, 
-CH2S- or -OCH^CH^O-: 

Y^^ represents halogen; and 

represents halogen, allcoxy, 
alJcylthio, alkylsulf onyl, polyhaloalkoxy, 
polyhaloalkyl, cyano. nitro or unsubstituted or 
STibstituted arylthio. aryloscy or arylsulf onyl; 



(ix) 



Yio 

wherein: 

£ is a value of from 0 to 5; 

same or different and 
represents halogen* alkyl, alkenyl, alkynyl, 
polyhaloalkyl, cyano r nitro, alkylamino, 
dialkylamino. alkoxy, polyhaloalkoxy, alkylthio, 
alkylsulfinyl, alkylsulf onyl. polyhaloalkylsulf onyl, 
acyl. CO^Calkyl), CONHtalkyl) . CONtalkyD^. 
SO^NCalkyl)^. alkylcarbonyloxy. 

alkoxycarbonyloxy, or unsubstituted or substituted 
aryloxy, arylthio, arylsulf onyl or aroyl; 

represents O. S, CH . a single 

18 Z 

covalent bond or -csc-; 

Yj^ represents halogen, polyhaloalkoxy, 
polyhaloalkyl. cyano. alkylsulf onyl. 
alkylsulf onyloxy. polyhaloalkylsulf onyl or 
polyhaloalkylsulf onyloxy; and 
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Y.n represents haloalkyl, polyhaloalkyl. 



alkoxy provided that X^^ Is not S or a single 
covalent bond; polyhaloalkoxy, cyano, alkylthio 
provided that X^^ is not O or a single covalent 
bond; alkylsulf onyl. nitro. dialkoxyphosphinyl or 
trialkylammonium; 



wherein: 

Y^, is the same or different and 

41 

represents halogen; 

y^^ is the same or different and 
42 

represents halogen, alkoxy, alkylthio or 
polyhaloalkoxy; and 



-P(=0)(0-alkyl)-. -P(alkyl)-, -P(O-alkyl)-. 
sulfinyl. sulfonyl. thiosulf inyl. a single covalent 
bond, carbonyl, aminocarbonylaminot aminooxalyl- 
amino, aminocarbonylalkylenecarbonylamlno. 
aminoalkyleneamino, unsubstituted or substituted 
oxyaryloxy provided that l,3-arylenebi8 (oxy) is 
substituted with at least one substituteat* oxyaryl- 
alkylaryloxy, oxyarylthioaryloxy, 
oxyarylsulf onylaryloxy and oxyarylaryloxy; 



40 




X represents O, dithio. 
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wherein: 

and Yg^ ate independent ly halogeq; 

g is a value of from 0 to 5 inclusive; 

S^, is the same or different and 
33 

represents halogen, alkyl. alkenyl. alkynyl, 
polyhaloallcyl. cyano. nitro. amino, alkylamino. 
dialkylamino. alkoxy, polyhaloalkory, alkylthio, 
alkylsulf inyl. alkylsulfonyl, polyhaloalkylsulf onyl, 
alkoxycarbonyl, alkylaroinocarbonyl, aminocarbonyl. 
dialkylaminocarbonyl, dialkylaminosulfionyl, 
alkylaminoBulfonyl. .aminosulf onyl, alkylcarbonyl, 
dialkoxyalkyl. alkylcarbonyloxy, 
alkylcazbonylalkylamino, -CH»CHCHbCH- which joins 
adjacent carbon atoms to form a six-member ed ring, 
or unsubstituted or substituted aryl. atalkyl. 
aryloxy. arylthio. arylsulfonyl or aralkoxy: and 

^20 '®P^ss®^^s -CH(alkyl)o-, 
-CCalkyDjO-. -OCH^-. -CH^O-. -CH^-. 
-C (halogen) 2. -OCH^O-. -OCH^CH^O- or -Csc- 
provided that g is a value of at least 1; 
-OCH(alkyl)-. -OCCalkyl)^. -OCH(alkyl)0-, 
-OCOlkyD^O-. -OCHCalkyiycH^O-. 
-OCH(alkyl)CH(alkyl)0-. -CH{alkyl)CH(alkyl)-. 
-CH(alkyl)-. -C( alkyl) -CH^CH^o-r 

-OCH^CH^-. -CHOlkyDCHjO-. -CH^CH^-. 

-CH(CN)0-, -C(alkyl)(CN)0-. -CH(polyhaloalkyl)o-. 
-CCCN)»NO-, -C(NH alkyl)«NO-, -CCN<alkyl>2l-N0-, 
-C(S-alkyl)-NO-. -C(0-alkyl)-NO«, -SC(»0)0-. 
-NHC(«O)0-, -NCalkyl)C(»0)0-. so. SO^. 
-CHjSCO)^-. -CH{alkyl)S(0)j^-. -S(0)j^CH2-. 
-OC{»B)S-. -C(-0)S-, -C(-S)-S-. -NH(alkyl)C(»0)S-. 
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-0(CaO)S-. -NCRg^)-. -SO^NH-. -so^NCalkyl)- . 
-CONH-. -CON(allcyl)-. -SC(-0)N(alKyl)-. -S-C(-0)NH-. 
-NHSOjNH-. -NCalJcyDSOjNCalkyl)-. 
-NCalkyDSOjNH-. -NHSO^NCallcyl)-. 
-C(0-al)cyl)-N-, -C(S-al)cyl)«N-. -CH(halogen)-. 
-C(alkyl) (halogen). -CH(CN)-. -C(alkyl) (CN)-. 
-NH(alkyl)NH-. -NH-N{allcyl)-; -NH-NH- oc -N-N- 
pcovidea that R^^ Is not nltro: -C(-O)-, 
-CC.O)C(-O)-. -CH(O-alkyl)-. -CH^CC-O)-, 
-CC-OCH^. -CH(alkyl)C{-0)-. -C(-0)CH(allcyl)-. 
-CHoCH-. -C(allcyl)»CH-. -CH.C(alkyl)-, ' 
-C<alkyl)»C(alkyl)-. -C{«0)CH»CH-. 
-PCY^gXY^^-alkyl)-. unsubstituted or 
substituted -PCif^j) (Y^^-aryl) or arylene, 
-SiChalogen)^-. -SiCalkyD^. -OC(-0)N(alkyl)-. 
-0CH2C(-O)N(alkyl)-. -N(alkyl)CON(alkyl)-; 
-OC(«0)IJH-. -NHCONH-, -SO^NHCC-O)!^-. or 
-NHC(«S)NH provided that g is a value of at least 1: 
-CH-CH-. -C{alkyl)-CH-, -CH-C(alkyl). or 
V 

-C(alkyl).-C(allcyl)- 

wherein h is a value of from 0 to 2 inclusive, R^^ 

represents acyl. alkylsulf onyl, polyhaloalkyl, 

polyhaloacyl, polyhaloalkylsulf onyl or unsubstituttd 

or substituted aroyl or arylsulfonyl and Y^^ and 

y,, are independently O or S: 
44 

N-< (xii) 



- 248 - 



vherein: 

^35 ^®P^^^®^^^ unsubstituted oc 
substituted heterocyclic ring system selected from 
isoxazole, isothiazole. pyrazole, imidazole. 
1.2.4-triazole, 1.2,4«oxadia20le. l,3,4-oxadia20le, 
1.2.4r-thiadiazole. 1.3.4-tliiadiazole. oxazole, 
thiazole , benzopyrazole. betizimidazole • beazoxazole , 
benzothizole. indole, pyrrole, furan. thiophene, 
benzofuran. beazothiopheae. pyridine, pyrimidine. 
pyridazine. pyrazine. l^3,S-triazine. 
1.2,4-triazine, quinoline. isoquinoline. 
quinazoline. phthalazine. benzopyridazlne, 
benzopyrazine. carbazole. dibenzofuran. 
dijsenzothiophene. benzoxazine. pbthalimide, 
benzopyran. dibenzopyridine, pyrido pyridine, 
pyrazolopyrimidine, tetrahydropyrimidiaedione, 
coumarin. piperidine, morpholine. tetrahydrofuran. 
tetrahydrothiophene. pyrrolidine, thiomorpholine, 
piper idiae-2-one, piperidine-2,6-dione, 
2 . 5-pyrr olidinedione . 3-morpholinone . 
2-oxohexamethyleneimine. 3-oxotetramethyleneimine. 

1- pyrazoline, 2-pyrazoline. pyrazolidine. 

2- imidazolidinone. 2-imidazolidinetb;ione. 
2,4-imidazolidinedione. 1,2-oxathiolatte. 
1.3-oxathiolane. 1. 3-oxathiane. l.4-oxathiane. 
2(lH)-pyrazinone. 2H-pyran-2-one. 4H-pyran-4-one. 
2H-pyran-2-thione, 4H-pyran- 1-thione. 
tetrahydropyran. tetrabydrothiopyran. 
7-oxabicyclo [2.2,1] heptane . 

7-a2abicycloC2.2.1]heptane. oxetane. coumarin. 
1.3-dioxane. l«4-dioxane or l.3-dioxolane; 
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represents 0. 5 or NH provided that 
when X^. is NH then R._ is not pyridine « and 
When X^^ is 8 then R^^ is not unsubstituted 
benzothiazole; and 

and Y^^ are independently halogen; 



R37 Ru 

Bt4 Y<7 



(3Ciii) 



or 



(xiv) 



wherein: 



R^^ and R^g independently represent 



halogen, nitro, cyano, polyhaloallcyl, 
polyhaloalkoxy, alkylsulfonyl. 
polyhaloalkylsulfonyl* acyl, allcoscycarbonyl. 
polyhaloalkylsulfonyl or ^39*^22* P^^^^^^^ that 
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only one of R^^ and R^g may be R^^''X22' at 
any one time; 

R^^ represents unsubstituted or 
substituted phenyl. 1- or 2-naphthyl or heteroaryl; 

single covalent bond, -CH^O-. -CH^S-, 

-CHCCH^)©-. -CH(CN)0-. -CH«NO-. ^CiCa^)tim^. 

-CH^CH^O-. -CH^CH^-' -CH^SO-. 

--OCH^CH^O-. -CH(alkyl)-, or -.CONH-; 

Y represents halogen; and 
47 

B^^ represents 0, S, NH or NR^^ wherein 

R ^ represents alkyl, aDcylsulf onyl. alkenyl. 
40 

alkynyl. alkoxycarbonyl; unsubstituted or 
substituted aryl. aralkyl* aryloxy, arylamino. aroyl 
or arylsulfonyl; provided that (i) when B^^^ is 

R^^-alkyl-N^ R3g-C(-0)-N<. 
R^g-SO^N^. R2g-0-N<or R^g-NH-N^, then both 
R^^ and R^g are other than ^39-^22"' 
when B^^ is other than R^^-N^* R^^-alkyl-N^, 
R39-C(.0)-NC- R39-S02N(. R3^^0-N(or 

R <-NH"-N^« then one of R and R is 
39 ^ 37 38 

R and (iii) when R and Y are 

39 22 ^ ^ 38 47 

both chlorine and X^^ is a single covalent bond in 

formula (xiii). then R,^ is not unsubstituted 

39 

phenyl ; 




(xvY 



(xvi) 
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Wherein: 



R^^ and R^^ independently represent 



halogen or R^^-X^,- provided that only one of 

43 23 . 

R._ and R^. may be R.-.-X^,- at any one time; 
41 42 43 23 

R^^ represents unsubstituted or 
substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

^23 ^©P^^sents 0. S, SO. SO2* CH^. a 
single covalent bond, ^CH^O-, CH^S-^, 
-CHCCHj)©-, -CH(CN)0-. -CHaNO-, -C(CH^)«NO-. 

-CH.rao-. -racH^-, -ra SO-. 

2 2 2 2 2 

-CH2SO2-, -OCH2CH2O-. -CH(allcyl)-. -COKH-: 

and 

B. . represents O. S. NH or NR,, wherein 

Xa 44 

^44 represents alkyl, alkylsulf onyl. 
polyhaloalkylsulfonyl. allcenyl. alkynyl. 
alkoxycarbonyl: unsubstituted or substituted aryl. 
aralkyl. aryloxy. arylamino. aroyl or arylsulfonyl: 
provided that when B^^ is 

R^3-alkyl.NC. R^3^C(-0)-Nj 
^43*®°2**^' ^43*^"^^ R^3-NH-NC. then both 
R^^ and R^2 other than ^43-^^23"' 
further provided that when B^^ is other than 
R43-N^R^3-alkyl-NC. R^3-C(«0).NC, 

R^,-S0^NC. R^^-O-NCor R,^-NH-NC, then one of 
43 2 43 43 

^1 ^2 ^3-^23-' 




(xvil) 



(xyiii) 
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vhezein: 



^5- ^6- ^7- ^^"^ ^8 



independently represent hydrogen, halogen, nitro, 

cyano. polyhaloalkyl, po'lyhaloalkoacy. alkylsulf onyl. 

polyhaloalkylsulfonyl. acyl, alkylthio. alkyl, 

alkoxy, alkylsulf inyl or provided that 

one of R^g. R^g* R^^* and R^g is 

R -X - and further provided that R . R . 

49 24 *3 *° 

R , and R ^ include no store than two of 

47 48 

hydrogen, allcyl or alkoxy at any one time; 

R^^ represents unsubstituted or 
substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

X^, represents 0, S. SO. SO , CH , a 

24 2.2 

single covalent bond, -CH^O-, -CH^S-, 
-CH{CH^)0-, -CH(CN)0-, ^CH«NO-, -C(CHg)aNO-, 
-CH^CH^O-, -CH^CH^-. -CSC-, -CH^SO-, 
-CH^SOj-. -OCH^CH^O-, -CHCalkyDr. -CONH-; 

represents halogen: and 

48 

B_ represents o, S or KH: 

16 




Wherein: 

Rg^ represents an unsubstituted or 
substituted • carbocyclic or h t'erocyclic ring system 
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selected from a monocyclic acomatic or nonaromatic 
ring system* a bicyclic aromatic or nonaromatic ring 
system, a polycyclic aromatic or nonaromatic ring 
system* and a bridged ring system which may be 
saturated or unsaturated: 

B^^ represents -CH-N-, -N-CH-. -CH-CH-. 

-co-. -SO^-. -CH^CO-, -COCH^-. -CONH-. -NHCO-. 
-SOjNH-. -NHSO^-. -SO^NCalkyl)-. 
-NCalkyDSO^-. -OSO^-. -CS-. -NC* -NH-, 
-N(allcyl).. -OCH^. -SCH^-. -NHCH^-. 
-N(allcyl)CH2-. -SCO-, -OCHj-. -OCO-. -CH2-. 
-CH^CH^- or -SCH^CO-: provided that when B^^ 
is -CO- and R^^ is phenyl, then the phenyl is 
substituted; and 

Y.^ and Y.- are independently halogen: 




<xx) 



wherein: 

R.. represents or unsubstS tuted or 
substituted, carbocyclic or heterocyclic ring system 
selected from a monocyclic aromatic or nonaromatic 
ring system, a bicyclic aromatic or nonaromatic ring 
system, a polycyclic aromatic or nonaromatic ring 
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system, and a bridged riag- system which may be 
saturated or unsaturated; , 

B^g represents -CH-N-« -N-CH-. -CHaCH-. 
-CO-, -SOj-. -CHjCO-, -COCHj-, -CONH-. -NHCO-, 
-SOjNH-, -NHSOj-, -so^NCalkyl)-. 
-NCalkyDSO^-r -OSO^-, -CSr. -N<,. 
-NH-.-N(allcyl)-, -OCHj. -SCa^-. -NHCHj-, 
-NOlkyDCH^, -S-CO-, -OCH^-, -0C0-. -CH^-. 
-CH^CHj- or -SCH^CO-; 

B represents -CH - or -CH(alkyl)-: 
and i is a value of 0 or 1; and 

^e-T "® independently halogen; 




(xxl) 



wherein: 

-CHjCH-CCCH^ jOCH^-, -CH^CH^SCH^CHCCH^ )- , 

2 2 2 2 2 2 

.COCH2C(CH3)^CH^CO-. 

-COCHjCHCCgHg)^^^- , 

-CONHCC^HgjCH^CH^O-. -COC(CH3)2lIHCO-, 
-CHgNCCgHgjCHjCHj-. 

-CHgCH^CHCCgHgjCHgCH^-. -€0(^2)300-. 

-CO(CH2)2CO-. -COCHgCHCCHg)^^^-, 

-COCHCCHgjCH^CO-, -COCCCHg)^^^^-. 

-COC(CH,),C(CH-)_CO-. -COCCH,) -CO-. 
3 2 3 2 2 4 
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-COCCH^)^^^-. -00(012)3^2-. 
-CO(CH2>2CH2-. -COCH2SCH2CO-. 

-C0CH2N(Rg2 >^2^°" ' -^^^^2^^^2^^' ' 
-COCH2SCS-, -COCH«CH-N-CH-. 

-CH2CH(CgHg)CH2-N»CH-. or -C02""^2^^2*' 

Rg2 represents hydrogen, alkenyl; 

unsubstituted or substituted aryl or alkaryl; and 
Ygg and Y^^ are independently halogen: 




(xxii) 



wherein: 

Rg^ represents unsubstituted or 
substituted cycloalkenyl. cycloalkadienyl, 
cycloalkatrienyl. bicycloalkyl. bicycloalkadienyl, 
tri-iycloalkyl. bicycloalkenyl. tricycloalkenyl or 
tricycloalkadienyl in which the permissible 
substituents are the same or different and are one or 
more alkyl« halogen, haloalkyl, polyhaloalkyl, 
alkoxy, alkylthio. alkylsulf onyl, polyhaloalkoxy, 
nitro. cyano, acyl, aroyi; aryl, alkoxycarbonyl, 
alkoxycarbonyloxy. acyloxy.- 0x0, or -CH-CHCH-CH- or 
-CH»CHCH2- which join adjacent carbon atoms to form 
a six-or five membered ring; 
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and are independently halogen; 

and 

X^g represents O. S. NH. CH^* -CH^O- 
or a single covalent bond; 




(xxiii) 

wherein: 

is the same or different and is one or 
more hydrogen, halogen, alkyl, aryl, aralkyl, 
alkenyl, alkynyl. polyhaloalkyl, NH^. NH(alkyl), 
NCalkyDjr alkoxy. polyhalbalkox:y, alkylthio, 
alkylsulf inyl, alkylsulf onyl, aralkoxy, CO^alkyl, 
CONH(alkyl), CONH^. CONCalkyl)^, 
SO^NCalkyl.)^. SOjNHCalkyl), SOgNH^. acyl. 
COCO-alkyl)^, acyloxy, acyl-CON(alkyl) or 
2 , 3- (-CH«CHCHaCH-) , 3 , 4-(-CHaCHCHaCH-) , 
2,3--(CH.)^- or 3,4-(CH^) - Which join the 

2 4 2 4 

adjacent carbon atoms to form and unsubstituted or 
substituted six-membered ring; 

^26 ^®P^®fi®'^'t8 S, SO, SO^, CH^. a 

single covalent bond. -CH^O-, -CH S-, 

2 2 

'CBica^)o. -ch«:n)o«, -ch»no-, -ccch^)-^-, 

-CH^CHjO-, -CH^CH^-. -C3C-, -CH^SO-, 
-CH^SOg-, -OCH^CHjO-, -OCH^CH^- or 

-OCH^-; and 

Yg^ and Yg^ are the same or different 
and are hal gen; 
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Z, Y„ 



Zi 1 



(xxiv) 



R^g lepresents unsubstltuted oc 
substituted phenyl or 1- or 2-aaphthyl; 

represents -CH(alkyl)0-. 
-COlJcyDjO-, -OCHj-. -C( halogen) 2. -OCHjO-. 
-OCH^CH^O-. -CH^O-. -CSC-. -OCH(allcyl)-. 
-OCOlkyl)^. -OCH(alIsyl)0-. -OCCalkyD^O-. 
-OCHCalkyDCH^O-. -OCH(alkyl)CH(alkyl)0-. 
-CH(alkyl)CH(alkyl)-» -CH(alkyl)-. -cCalkyl)^-.. 
-CH^CHjO-. -OCH^CH^-. -CH(alkyl XM^O- , 
-CHjCHg-. -CH(CN)0-. -C(alkyl)(CN)0-. 
-CH(polyhaloalkyl)0-. -C(CK)»NO-. -C(NH alkyl)»NO-. 
-CCNCalkyD^l-NO-. -C{S-alkyl).NO-, 
-c(o-aikyl)»NO-. -sc(-o)o-, -nhc(-o)o-. 
-N(alkyl)C{»0)0-. so, so^, -CHjSCO)^^-, 
-CH(alkyl)S(0)^-. -sco^^CH^-, -OC(-S)S-, 
-C(-o)s-. -c(-s)-s-, -NH(aikyi)C(-o)s-, -o(C=o)S-, 
-NCalkyl)-. -N(Rg^)-.-S02NH-. -SOjNCalkyl)-, 
-CONH-. -CON(alkyl)-, -SC(-0)N(alkyl)-. -s-C(-0)NH-. 
-NHSOjNH-. -NCalkyDSOjNCalkyl)-. 
-NCalkyDSOjNH-. -NHSO^NOlkyl)-, 
-C(0-alkyl)-N-, -C(S-alkyl)-N-, -CH(halogen)-. 
-C(alkyl) (halogen)-. -CH(CN)-, -C(alkyl) (CN)-. 
-NH(«lkyl)NH-. -NH-N(alkyl)-; -NH-NH-. -N.N-. 
-C(-O)-. -C(-0)C(-0)-, -CH(O-alkyl)-. -CHjCC-O)-. 
-C(»0)CH2. -CH(alkyl)C(-0)-. -C(-0)CH(alkyl)-. 
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-CHnCH-. -C(alkyl)=CH-, -CH-C(alkyl)-. 
-C(alkyl)»C(alkyl)-. -C(-0)CH-CH-, 
-P(Y.,)(Y..-alkyl)-. unsubstituted or 

43 44 

substituted -PCY^^) (Y^^-aryl) or atylene, 
-Si (halogen) 2" » -SKallcyl)^. -OCC-O)H(alkyl)-. 
-0CH2CC»0)N(allcyl)-. -ll(alkyl)CON(alkyl)-j 
-OC(-0)NH-. -NHCONH-. -SOjNHCC-ONH-, -IIHC(«S)NH. 
-CH-CH-, -C(alkyl)-CH-. -CH-C(alkyl)- or 

V ^0-^ V 

-C(alkyl)-C(allcyl)-. 
"^^^^^ o 

wherein h is a value of from 0 to 2 inclusive, R^^ 
represents acyl. alkylsulfonyl. polyhaloalkyl, 
polyhaloacyl. polyhaloalkylsulf onyl or unsubstituted 
or- substituted aroyl or arylsulf onyl and Y^^ and 
y,, are independently O or S; 

44 

and are independently O, S« 

C^-Cg alkylidene. substituted or unsubstituted 

benzylldene. NH or NR" ' wherein R' " is allcyl, 

aryl. aralkyl, alkenyl or alkynyl: and 

Y^, and Y^« are the same or different 
67 68 

and represent hydrogen, halogen, alkyl, cyano, 
polyhaloalkyl, alkoxy, polyhaloalkoxy, haloalkyl, 
alkylthio, alkylsulf inyl,. alkylsulf onyl, nitre, 
aryl, polyhaloalkylsulf onyl, alkylamino, 
dialkylamino, acylamino, acyloxy, alkylsulf onyloxy, 
arylsulfonyloxy, alkenylsulf onyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy. 
phosphono or phosphino: 

Za 
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represents unsubstituted or 
substituted phenyl or 1- or 2-naphthyl; 

is NH. CHj or a covalent bond; 
and are independently 0, S, 
C^-Cg alkylidene« substituted or unsubstituted 
benzylidene, NH or NR^ ■ ' wherein R* * ' is alkyl, 
aryl, aralkyl, alkenyl or alkynyl; and 

and are the same or different 
and represent hydrogen, halogen, alkyl, cyano, 
polyhaloalkyl, alkoxy, polyhaloalkoxy, haloalkyl, 
alkylthio, alkylsulf inyl. • alkylsulf onyl, nitro. 
aryl, polyhaloalkylsulf onyl, alkylamino, 
dialkylamino, acylamino, acyloxy. alkylsulf onyloxy, 
arylsulf onyloxy. alkenylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy. 
phosphono or phosphino, with the proviso that 



69 

tnt either 

same halogen or halogen and hydrogen; 



and Y^^ taken together do not represent either the 




(xxvi) 



R^^ represents an unsubstituted or 
substituted, unsaturated or saturated, aromatic or 
non-aromatic heterocyclxc ring system selected from 
isoxa2ole, isothiazole, pyrazole, imidazole, 
1,2,4-triazole, 1,2,4-oxadiazole, 1.3,4-oxadiazole, 
1,2,4,-thiadiazole, 1, 3,4-thiadiazole, oxazole, 
thiazole. benzopyrazole, benzimidazole. benzoxazole, 
benzothiz le, ind le. pyrr le, furan, thiophen , 
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benzo£uran« benzothiophene« pyridine, pyrimidine« 
pyridazine, pyrazine. 1.3.5-triazine, 
1«2< 4-triazine« guinoline, isoquinoline* 
quinazoline, phthalazine, benzopyzidazine. 
benzopyrazine, ca£bazole« dibenzofuran. 
dibenzothiophene, benzoxazine, phthalimide, 
benzopyranr dibenzopyridine, pyEidopyzidine, 
pyzazolopyzimidine, tetEahydropycimidinedione, 
pipecidine. morpholine. tetrabydrofuran, 
tetrabydzotniophene, pytzolidine* thiomozpholine, 
piperidine-2-one . piperidine-2 « 6-dione^ 
2«S-pyrrolidinedioner 3-mo£pbolinone, 
Z-oxohexametbylene inline, 2-*oxotet£amethylenei&ine, 

1- pyrazoline. 2-pyrazoline, pyrazolidine, 

2- iiaidazolidinone, 2-imidazolidinethione» 
2.4-imidazolidinediane, 1,2-oxathiolane, 
1.3-oxarliioIane, 1,3-oxathiane, l«4->oxathiane. 
2(lH)-pyrazinone, 2H-pyEan-2-one, 4H-pyran-4-one, 
2H-pyran-2-thiotte. 4H-pyran-4-tbione, 
tetrahydropyran, tetrahydrotbiopyran, 
7-oxabicycloC2 . 2 . l]lieptane, 

7-azabicycIol2.2.1]heptane, oxetane« coumarin, 
I«3*dioxane« l«4-dioxane or l.3-dioxolane; 

^29 teP^esents -CH(allcyl)0-, 
-ccalkyD^o-. -OCH^-. -CH^o-. -CH^-. a 

covalent bond, -C( halogen) -OCH^O-, ^ 

-OCH^JH^O-. -C3C-, -OCH(allcyl).. -OCCalkyl)^. 

-OCHCalkyDO-. -OCCalkyD^O-. -OCHCalkyDCH^O-. 

-OCH(alkyX)CH(alkyl)0-. *CH(allcyl)CH(alkyl)^. 

-CH(alkyl)-, -CCallcyl)^-. -CH^CH^O-. 

^OCH^CH^-. -CHCalkyDCHjO-, -CH^CH^-. 

-CH{CN)0-. -C(alkyl)(CN)0-. -CH(polyhaloalkyl)0-, 
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-C(CN)»NO-, -C(NH al)cyl).NO-, -CCNCallcyDjl-NO-, 
-C(S-alkyl).NO-. -C(0-alkyl)oNO-. -SC(»0)o-, 
-NHC{«0)0-, -N(allcyl)C(.0)0-, SO, SO^. 
-CH^SCO)^^-. -CH(alJtyl)S(0)^-. .S(0)^ca^-, 
-oc(oS)s-. -c{»o)s-, -c(»s)-s-, -NH(alicyl)C(-o)s-, 

-0(C-0)S-. -NH-, -N(alkyl)-, -NCE^^j-.-SO^NH-. 
-so^NOlkyl)-. -CONH-, -coN(aUcyl)-, 
-SC(»0)N(allcyl)-, -S-C(»0)NH-. -NHSO^NH-. 
-NOlkyDSOjNOlkyl)-, -NCalkyDSO^NH-. 
-NHSOjNCalkyl)-. -C(0-aikyl)oN-. -C(S-alkyl)-N-, 
-CH(halogen)-. -C(alkyl) (halogen)-, -CH(qi)-, 
-C(alkyl)(CN)-, -NH(alkyl)NH-, -NH-N(alkyl)-; 
-NH-NH-. -NoN-. -C(-O)-. -C(-0)C(-0)-,. 
-CH(O-alkyl)-. -CH^CC-O)-. -CC-OCH^. 
-CH(alkyl)C(-0)-. -C(-0)CH(alkyl)-. -CH-CH-. 
-C(alkyl)-CH-. -CH»C(alkyl)-. -C(alkyl)-C(alkyl)-. 
-C{«0)CH-CH-, -PCY^gXY^^-alkyl)-. unsubstituted 
or substituted -^•("'^43) (Y^^-a^yl) or arylene. 
-Sidialogen)^-. -sKalkyD^. -OC(.o)N(alkyl)-, 
-0CH2C(-0)N(alkyl)-. -N(alkyl)CON(aakyl)-; 
-OC(-0)NH-, -NHCONH-, -SO^NHCC-ONH-, -NHC(.S)NH-. 
-CH-CH-. -C{alkyl)-CH-, -CH-C(alkyl)- oc 

-C(alkyl)-C(alkyl)-. 
0 

wherein h is a value of from O to 2 inclusive, E^^ 
represents acyl, alkylsulf onyl, polyhaloalkyl, 
polyhaloacyl, polyhaloalkylsulf onyl or unsubscituted 
or substituted aroyl or arylsulfonyl and Y^^ and 
Y^^ are independently o or S; 

and are independently O, S. 
C^-Cg alkylidene, substituted or unsubstltuted 
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benzylldene, MH or NR' • ■ wherein R' ' ■ is alkyl. 
aryl. azalkyl. alkenyl oe alkynyl; and 

Y^j^ and ®^ different 

and represent nydrogen, halogen, alkyl. cyano, 
polyhaloalkyl. alkoxy, polyhaloalkoxy. haloalkyl. 
alkylthio. alkylsulf inyl. alkylsulf onyl, nitre, 
acyl, polyhaloalkylsulfonyl. amino, alkylamino, 
dialkylamino, acylanino, acyloxy, alkylsulf onyloxy, 
arylsulfonyloxy, alkenylstilf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
alkoxycarbonyl. alkylaminocarbonyl, aminocarbonyl, 
aialkylamihocarbonyl, dialkylaminosulf onyl, 
alkylaminosTilf onyl, .amino sulf onyl. dialkoxyalkyl, 
arylsulfonyl, phosphono oc phosphino; 



(xxvii) 



R„. represents unsubstituted or 
71 • 

substituted alkyl, alkenyl. alkynyl. eyeloalkyl. 
cycloalkenyl, cycloalkadienyl. eycloalkatrienyl, 
bicycloalkyl, bicycloalkenyl, bieyeloalkadienyl, 
tricycloalkyl. tricycloalkenyl or tricycloalkadienyl: 

represents -CH(alkyl)0-, 
-C(alkyl)^0-. -OCH^-, -CH^O-. -CH^"* a 
covalent bond, -CChalogen)^* -OCHjO-, 
-OCH2CH2O-, -CSC-. -OCH(alkyl)-, -OCCalkyl)^. 
-OCH( alkyl )0-. -OC (alkyl )20-. -OCHC alkyl XS^b-, 
-OCH(alkyl)CH(alkyl)0-, -CH(alkyl)CH(alkyl)-, 
-CH(alkyl)-, -CCalkyDj-. -CH^CH^O-, 
-OCH2CH2-. -CHCalkyDCHjO-. -CH^CH^-. 
-CH<CN)0-, -C(alkyl)(CN)0-, -CH(polyhaloalkyl)0-, 
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-C(CN)»NO-. -C(NH alkyl)-NO-, -cCNCalkyDjl-NO-. 
-C(S-alkyl).NO-, -C(0-alkyl)«NO-, -SC(»0)0-. 
-NHC(»0)0-. -N(alkyl)C(«0)0-. SO. SO^. 
-ca^SiO)^-. -CH(alkyl)S(0)j^-. -SCO^CH^-. 
-OC(=S)S-. -C(-0)S-. -C(-S)-S-. -NH(aIkyl)C{»0)S-. 

-o(c-o)s-. -NH-. -N(aikyl)-. '■m^^^)-.-so^m-. 
-SO^NOlkyl)-, -CONH-. -CON{alkyl)-, 
-SC(-0)N(alkyl)-. -S-C(-0)NH-, -NHSO^NH-. 

-N(alkyl)S02N{alkyl)-, -NCalkyDSO^NH-, . 
-NHSO^NCalkyl)-. -CCO-alkyl)-N-, -C(S-alkyl)-N-, 
-CHChalogen)-. -C(alkyl) (halogen)-, -CH(CN)-, 
-C(alkyl)(CN)-, -NH{alkyl)NH-, -NH-N(alkyl)-; 
-NH-NH-, -N-N-. -C(»0)-. -C(«0)C(-0)-. 
-CH(O-alkyl)-, -CH^CC-p)-. -CC-OCH^. 
-CH(alkyl)C(oO)-.. -C(-0)GH(alkyl)-. -CH-CH-. 
-C(alkyl)=CH-. -CH»C(alkyl)-. -C(alkyI)oC(alkyl)-, 
-C(.0)CH-CH-, -P(Y^g)(y^^-alkyl)-. unsubstltuted 
or substituted -PCY^g) (Y^^-aryl) oc atylene. 
-Sidialogen)^-. -SiCalkyl)^, -OC(«.0)N(alkyl)-, 
-OCHjCC-ONCalkyl)-. -N(alkyl)C0N(alkyl)-; 
-OC(-0)NH-, -NHCONH-, -SO^NHCC-ONH-. -NHC(-S)NH 
-CH-CH-. -C(alkyl)-CH-. -CH-c{alkyl)- or 



-C(alkyl)-C(alkyl)-. 

wherein h is a value of from O to 2 inclusive. R^^ 
represents acyl, alkylsulf onyl. polyhaloalkyl, 
polyhaloacyl, polyhaloalkylsulf onyl or unsubstituted 
or substituted aroyl or arylsulfonyl and Y,, and 

43 

y^^ are independently O or S; 

44 

and Zg are independently o, s, 
G^-Cg alkylidene, substituted or unsubstituted 
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benzyl idene. NH or NR" ' wherein R' " is alJcyl. 
aryl. aralkyl. alkenyl or alkynyl: and 

and Y^^ are the same or different 
and represent hydrogen. halogen, alkyl. cyano, 
polyhaloalkyl. alkoxy. polyfaaloalkoxy, haloalkyl, 
alkylthio. alkylsulf inyl, alkylsulf onyl, nitro, 
aryl. polyhaloalkylsulfonyl. alkylamino, 
dialkylamino. acylamino, acyloxy, alkylsulf onyloxy, 
arylsulfonyloxy, a Ikenylsulf onyloxy, 
haloalkylsulfonyloxy and polyhaloalkylsulf onyloxy: 




(xxviii) 



wherein: 

^21 ^®P^®sents -CH^CCCHjj^SCH^-, 
-CH^CH-C (CHg )0CH2- . 
-CH^CHjSCH^CHCCHj ) - , 
-CHjCH^SCH^CHj-. -CHjSCH^CO-. 
-COCHjCCCH^ ) gCHjCO- . 
-COCHgCHCCgHg )CH2C0- . 
-CONH ( CgHg ) CH^CHjO- , -COC ( CH ^ ) ^NHCO- . 
-CHjCHjN (CgHg ) CH^CHj- . 

-CH^CH^CH ( CgHg ) CH^CH^- . 
-00(^2)300-, -C0(CH^)2C0-. 
-C0CH2CH(CHj)CH2CO-. -COCHCCH^yCH^CO-. 
-COC(CH^)2CH2CO-. 

-COC { CH3 ) 2^ (CHg ) 2CO- , -CO ( CH^) ^CO- . 
-CO(CH2)5CO-; -CO(CH2)5CH2-. 
-COCCH^j^CH^-. -CO(CH2)3CH2-. 
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-C0(CH2)2CH2"' -COCH^SCHjCO-, 

-COCHIN (Rg2 ) CH^CO- . -COCH^OCH^CO- , 

-COCH^SCS-. -COCH«CH-N»CH-. 

-CH^CH(C^H^)CH^-N-CH- or -CO^-OTCH^- 

2 6 5 2 2 2 2 

wherein R^^ represents hydrogen, alkenyl; 

unsubstituted or substituted aryl or alkaryl: 

and Z^^ are independently O, S, 
C^-Cg alkylidene, substituted or unsubstituted 
benzylidene. NH or NR" • wherein R' " is alkyl. 
aryl, aralkyl, alkenyl or alkynyl; and 

and Yyg are the same or different 
and represent hydrogen* halogen, alkyl, cyano, 
polyhaloalkyl, alkoxy, polyhaloalkoxy, haloalkyl. 
alkylthio, alkylsulf inyl. alkylsulf onyl, nitro, 
acyl. polyhaloalkylsulfonyl, amino, alkylamino, 
dialkylamino. acylamino, acyloxy. alkylsulfonyloxy , 
arylsulf onyloxy, alkenylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
phosphono or phosphino; 

R^^'^P^^B^'^^B unsubstituted oc 
substituted- Phenyl or l- or 2-naphthyl: 

x^^ represents -OCH^-. -CH^-. a 
eovalent bond. -CChalogen)^* -CSC-. -OCH(allcyl)>, 
-OCCalkyl)^. -CH{alkyl)CH(allcyl)-. -CH(alkyl)-, 
-C( alkyl) -OCH^CH^-. -CH^CH^-. SO, -S-. 
SO^. -CH^SCOj^-. -CH (alkyl )S{0)j^-, 
-S(6)^CH2-. -CH(halogen)-. -C (alkyl) (halogen) . 
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-CH(CN)-. -C(al)cyl)CCN)-, or -C(»0)-. -CH(O-allcyl)-, 
-CHjCC-O)-, -CC-OCHj. -CH(allcyl)C(»0)-. 
-C(»0)CH(alkyl)-. -CHaCH-, -C(alkyl>«CH-. 
-CH»C(allcyl)-, -C(alkyl)»C(alkyl>-, -C(»0)CH»CH-, 
azylene, •-SKhalogen}^-* -SlCalkyl)^* 
-CH-CH-, -C(alkyl)-CH-, -CH-C(alkyl)- or 

^o, ^ o 

-C(alkyl)-C-(alkyl)-. 

Wherein h is a value o£ from O to 2 inclusive; 

Z^^ represents O, S. C^-^g 

alkylidene. substituted or unsubstituted 

benzylidene. NH or NR'' * wherein R' • ' is alkyl, 

aryl, aralkyl. alkenyl or alkynyl: and 

Y,^. and are the same or 
77 78 79 

different and represent hydrogen, halogen, alkyl« 

hydroxy, cyano, polyhaloalkyl, alkoxy, 

polyhaloalkoxy, haloalkyl, alkylthio, alkylsulf inyl, 

alkylsulfonyl, nitro, acyl, poiyhaloalkylsulfonyl, 

alkylamino, amino, dialkylamino, acylamino, acyloxy, 

alkylsulfonyloxy, arylsulf onyloxy, 

alkenylsulf onyloxy, haloalkylsulf onyloxy, 

polyhaloalkylstilf onyloxy, phosphono or phosphlno, 

with the proviso that when Y^^ is halogen and 

Y^^ is hydrogen then Y^^ cannot be amino, 

alkylamino, dialkylamino or acylamino and with the 

further proviso that when Y„„ and Y^^ are the 

77 7& 

same halogen then Y^^ cannot be hydrogen or 
hydroxy; 

(XXX) 



Z<2 Y|o 
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R^^ zepiesents an unsubstltuted or 
substituted, unsaturated or saturated, aromatic or 
non-aromatic heterocyclic ring system selected from 
isoxazole* isothiazole, pyrazole< imidazole. 
1,2,4-triazole, 1»2. 4-oxadiazole, I, 3 .4-oxadiazole, 
l«2«4t-thiadiazole, 1.3,4-thiadiazole, oxazole, 
thiazole, benzopyrazole, benzimidazole. benzoxazole. 
benzothizole, indole, pyrrole, furan, thiophene. 
benzofuran, benzothlophene, pyridine, pyrimidine, 
pyridazine. pyrazine. 1.3. 5-triazine. 
1.2.4-triazine. quinoline. isoquinoline. 
quinazoline* phthalazine. benzopyridazine, 
benzopyrazine. carbazole. dibenzof uran. 
dibenzothiophene. benzoxazine. phtbalimide. 
benzopyran, dibenzopyridine . pyr idopyr idine , 
pyrazolopyrimidine, tetrahydropyrimidinedione, 
plperidine. morpholine. tetrahydro£uran. 
tetrahydrothiophene. pyrrolidine, thiomorpholine. 
piper idine-2-one. piperldine--2« 6«-dione^ 
2. 5-pyrrolidinedione« 3-morpholinone. 
2-oxohexamethyleneimine. 2-oxotetramethyleneimine. 

1- pyrazoline. 2-pyrazoline. pyrazolidine. 

2- imidazolidinone« 2-imidazolidinetbione. 
2 . 4->imidazolidinedione . 1 . 2-oxathio lane , 
1.3-oxathiolane, I. 3-oxathiane. 1.4-oxatiiiane, 
2(lH)-pyrazinone. 2H-pyran-2-one, 4H-pyran-4-one. 
2H-pyran-2-thione. 4H-pyran-4-*thione. 
tetrahydropyran. tetrahydrothiopyran, 
7-oxabicyclo[2.2.1]heptane. 

7-azabicyclo[2.2.1]heptane. oxetane. coumarln. 
1.3-dioxane. 1.4-dioxane or 1. 3-dioxolanej 
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Xj2 cepreeents -OCH^-. '•CB2-. a 
covalent bond, -CChalogen)^* -esc-, -OCHCaikyl}-, 
-OGCalkyDj. -CH(allcyl)CH(allcyl)-. -CH(al)cyl)-. 
-CCalkyD^-. ^OCH^CH^-. -CH^CH^-. SO. -S-. 
SG^. -CH^SCOj^-. -CH{alkyI)S(0)j^-. 
-S(0) j^CHj-. -CH( halogen)-. -C(alkyl) (halogen)-. 
-CH(CN>-. -C(alkyl)(CN)-. -CC-0)-. -CH(O-alkyl)-. 
-CH2C(-0)-. -C(»0)CH2. -CH(aIkyl)C(»0)-. 
-CCaO)CH(alkyl)-. -CHoCH-, -C(alkyl)aCH-, 
-CHaC(alkyl)-. -C(alkyl)=C(alkyl)-, -C(«0)CH»CH-. 
arylene. -SKhalogen)^-. -sKalkyl)^. 
-CH-CH-. -C(alkyl)-CH-. -CH-C(alkyl)- or 

V \o/ ^(i 

-C{alkyl)-C(alkyl)-. 

vherein h is a value of from 0 to 2 ixxcluslve; 

represents 0, S. C^^-Cg 
alkylidene« substituted or unsubstituted 
benzylidene* NH or NR* * * vherein R' *' is alkyl« 
aryl. aralkyl, alkenyl or alkynyl; and 

YgQ, Ygj^ and Y^^ ^ce the same or 
different and represent hydrogen. halogen* alkyl, 
hydroxy, cyano, polyhaloalkyl, alkoxy. 
polyhaloalkoxy, haloalkyl, alkylthio, alkylsulf inyl, 
alkylsulf onyl. nitro, acyl« polyhaloalkylsulf onyl« 
alkylamino. amino, dialkylamino, acylamino, acyIoxy« 
alkylsulf onyloxy. arylsulf onyloxy. 
alkenylsulfonyloxy. haloalkylsulf onyloxy, 
polyhaloalkylsulf onyloxy. phosphono or phosphino; 
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R^^ represents unsubstituted or 
substituted alkyl, alkenyl. alkynyl, cy^loalkyl 
cycloalkenyl. cycloalkadienyI« cycloalkatrLenyl, 
bicycloalkyl, blcycloalkenyl, bLcycloalkadienyl, 

tricycloalkyl, tricycloalkenyl or trlcycloalkadienyl; 
X represents -OCH -CH a 

covalent bond, -Cdialogeii)^. -Csc-. -OCH(alJtyl)-, 
-OCOlkyl)^, -CH(alJcyl)CH(alkyl)-, -CH(allcyl)-. 
-coikyl)^-. -ocsi^CH^-. -CH^CH^-. so. -S-. 
so^. -CH^scOj^-, -CH{allcyl)S(0)^-. 
-S{0)^CH^-. -CH(halogen)-. -C(alkyl) (halogen)-. 
-CH(CN)-. -CCalkylXCN)-. or -C(-O)-. -CH(O-alkyl)-. 
-CHjCC-O)-. -C(-0)CH2. -CH{allcyl)C(«0)-. 
-C(-0)CH(allcyl)-. -CH-CH-. -C(alkyl)»CH-. 
-CH»C(al):yl)-. -C(alltyl)»C(alkyl)-, -C(»0)CH»CH-, 
arylene, -SiChalogen}^-. -SlCalkyl)^. 
-CH-CH-. -C(alkyl)-CH-, -CH-C(alkyl)- oc 

-C(alkyl)-C(alkyl)-: 

wherein h is a value o£ from O to 2 inclusive: 

represents o, s, c^-c^ 
alkylidene, substituted or unsubstituted 
benzylidene. NH or NR' • ' wherein R' ' ' is alkyl. 
aryl, aralkyl, alkenyl or alkynyl: and . 
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^83' ^84 ^85 same or 

different and represent hydrogen* halogen* alkyl, 
hydroxy, cyano, polyhaXoallcyl. alkoxy, 
polyhaloalkoxy. haloalkyl, alkylthio, alkylsulf inyl, 
alkylsulfonyl. nitro, acyl. polyhaloalkylsulf onyl, 
alkylamino. amino, dialkylamino. acylamino, acyloxy, 
alkylsulf onyLoxy, arylsulf onyloxy, 
alkenylsulf onyXoxy, ha^oalkylsulf onyloacy or 
poXyhaloalkylsulfonyloxy; 

in which the permissible sttbstituents for formulae 
(i) through (xxxi) above are the same or different 
and are one or more hydrogen, halogen, 
alkylcarbonyl, alkylcarbonylalkyX, 
alkoxycarbonylalkyl. alkoxycarbonylalkylthio, 
polyhaloalkenylthio, thiocyano, pcopargylthio. 
hydroxyimino. alkoxyimino. trialkylsilyloxy, 
aryldialkylsilyloxy. triarylsilyloxy, f ormamidino, 
alkylsulf aiaido. dialkylsulf amido. alkoxysulf onyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl. aminothiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitro, cyano, hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy, polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl* substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl« haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkyl thio, 
alkylBulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alky Icar bony lamino, polyhaloalkylsulf onylamino. 
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polyhaloa Iky Icar bony lamino, trialkylsilyl , 
aryldialkylsllyl. trlarylsllyl, sulfonic acid and 
derivative salts, phospbonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy, 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol. cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydra2onomethyl 
alkoxyiiainomethylt unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono*, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl, alkoxyalkyl, 
aryloxy. aralkoxy, arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulflnyl, haloalkylsulfonyl, 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl, 
alkoxysulfonyl, aryloxysulf onyl. propargyloxy. 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulf onyl. alkylamino8Ul£onyl. 
dialkylaminosulf onyl. arylaminosulfonyl. 
uarboxyalkoxy. carboxyalkylthio. 
alkoxycarbonylalkoxy. acyloxy, haloacyloxy. 
polyhaloacyloxy, aroyloxy. alkylsulf onyloxy. 
alkenylsulf onyloxy, arylsulfonyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulfonyloxy, 
aroylamino. haloacylamino. alkoxycarbonyloxy. 
arylsultonylamino. aminocarbonyloxy. cyanato. 
isocyanato. isothiocyano. cycloalkylamino. 
trialkylammonium. arylamino. aryl(alkyl)amino. 
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aral]cylamino« allcoxyaDcylphospblnyl, 
alKoxyalkylpnofiptiinotbioyl. allcylhydroxyphosphinyl, 
dia Ikoxyphosphino, hydroxyamlno , alkoxyamixio , 
aryloxyamino. aryloxyii&ino, oxo^ thiono, 
alkylaminoalkoxy. dialkylaiainoalkoxy, al)co3cyalkoxy, 
alkoxyalkenylr cyanoalkoxy, dialkylsulf onium« 

-Xf " X« -X " R3# o X-R3, ^ 

II II 
-X — R3 $ — P - Y2R^ « "^4 ~ P ^2^4 



or 



< 



^3^5 Y3R5 



Y2R4 



Rj^ - X - Rjg (xxxli) 



I •* (xxxlli) 
Ye, 



whezein: 



^62' ^63' ^64' ^65 ^66 

the same or different and are halogen; 

is a substituted or unsubstituted. 
carbocyclic or heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
system, a bicyclic aromatic r nonaromatic ring 
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system, a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen. alJcylcarbonyl , 
allcylcarbonylalkyl. alkoxycarbonylalJcyl. 
alJcoxycarbonylalJcylthio. polyhaloalkenylthio, 
thiocyano. propargylthio. hydroxyimino, alkoxyimino, 
trialkylsilyloxy. aryldialkylsilyloxy, 
triarylsilyloxy. formamidino. alkylsulfamido, 
dialkylsulfamido, alkoxysulf onyl , 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl . alkylaminocarbonyl, 
dialkylaminocarbonyl, aminothiocarbonyl, 
alkylaminothiacarbonyl, dialkylaminothiocarbonyl, 
nitro. cyano, hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy, polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are jone or two propargyl. alkoxyalkyl. 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkyl thio. polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulfonyl, alkylsulf onylamino, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy.. 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy. 
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polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl* alkoxycaiboaylhydrazonomethyl* 
alkoxyiminomethyl. unsubstxtuted or substituted 
atyloxyiminomethyl, hydrazonomethyl, unsubstltuted 
or sub&tituted arylhydrazononetliyl. or a hydroxy 
group condensed with a mono-, di- or polysaccharide^ 
haloalJcyl, haloalkenyl. haloalkynyl, alkoxyalkyl, 
aryloxy* aralkoxy. aryithio, aralkylthio. 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 
arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl.. 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl, 
alkoxysulf onyl. aryloxysulf onyl. propargyloxy, 
aroyl. haloacyl. polyhaloacyl, aryloxycarbonyl* 
aminosulf onyl , alkylaminosulf onyl . 
dialkylaminosulf onyl . arylaminosulf onyl , 
carboxyalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy, 
polyhaloacyloxy, aroylt)xy. alkylsulf onyloxy, 
alkenylsulfonyloxy. arylsultonyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarboayloxy, 
arylsulfonylamino. aminoca^bonyloxy, cyanato, 
isocyanato. isothiocyano, cycloalkylasiino, 
trialkylanuaonium. arylamino, aryl(alkyl)aiDino, 
aralkylamino , alkoxyalkylphosphinyl « 
alkoxyalkylphosphinothioyl. alkylhydrqxypbosphinyl, 
dialkoxyphosphino, hydroxy a mi no, alkoxyamino, 
aryloxyamino, aryloxyimino. oxo, thiono, 
alkylaninoalkoxy. dialkylamlnoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf ohium. 
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- X-R3. 



-X - 



- P - 



u 





p - 

\ 




oc 



-< 



Y2R4 



: or 



is a substituted hetetoatom or 
substituted earboii atom, or a substituted or 
unsubstituted, branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl , alkoacycarbonylaUcyl . 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino. allcoxyimino/ 
trialkylsilyloxy. aryldialkylsilyloxy, 
triarylsilyloxy. formamidino. alkylsulf amido, 
dialkylsulfamido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl. 
dialkylaminocarbonyl. aminothiocarbonyl. 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl . 
nitro, cyano. hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoacy. polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl r 
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polyhaloalkenyl; alkylthio. polyhaloallcylthio. 
alkylsulfinyl. polyhaloallcylsulf inyl. alkylsulfonyl, 
polyhaloalkylsTilfonyl. alkylsulf onylamino. 
allcylcaEbonylamlno. polyhaloalkylsulf onylamino. 
polyhaloalkylcatbonylamlno. trialkylsilyl, 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonlc acid and derivative 
salts, alkoxycarbonylamlno. alJcylamlnocarbonyloxy. 
alalkylamlnocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl . poiyhaloalkynyloxy . 
polyf luoroalkanol . cyanoalkylamlno . 
semlcarbazonomethyl. alkoxycarbonylhydrazonomethyl. 
alkoxylminomatnyl. unsubstltuted or substituted 
aryloxylmlnometbyl. hydrazonomethyl. unsubstUuted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, dl- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy', aralkoxy, arylthlo, aralkylthlo. 
alkylthloalkyl. arylthloalkyl. atylsulf Inyl, 
arylsulfonyl. haloalkylsulf Inyl. haloalkylsulf onyl. 
haloalkenyloxy. haloalkynyloxy. haloalkynylthlo, 
haloalkenylsulfonyl. polyhaloalkenylsulfonyl. 
alkoxysulfonyl. aryloxysulfonyl. propargyloxy. 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulfonyl. alkylamlnosulf onyl. 
dlalkyiaminosulf onyl . arylaminosulf onyl. 
carboxyalkoxy, carboxyalkylthlo. 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy. 
polyhaXoacyloxy. atoyloxy. alkylsulfonyloxy. 
alkenylBulfonyloxy. arylsulf onyloxy. 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy. 
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aroylamino* haloacylamino, alkoxycarbonyloxy, 
arylBulf onylamino. aminocarbonyloxy, ' cyanato, 
isocyanato • isothioqyano , cycloallcylamiao , 
trialkylammonium. arylamino, aryl(allcyl) amino, 
aral)cylamino , alkoxyalkylphosphinyl , 
alkoxyallcylptiosphinothioyl, allcylhydroxyphosphiayl* 
dialkoxyphosphino. hydroxyamino. alko3cyamino, 
aryloxyamino, acyloxyimino* oxo, thionot 
alkylaninoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy* dialkyl6Ul£oaium« 



-X. « X, -X « R^, « X-R^, 
3 3 



II II 
— X — R^ « — P — ^2^4 * ^"^4 *• P • ^2^4 



Y3R5 



or • 

Y2R4 



-< 



Y3R5 



X is a covalent single bond or double bond, 
a substituted or unsubstituted heteroatom or 
substituted carbon atom, or a substituted or 
unsubstituted t branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl , alkoxycarbonylalkyl , 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano. propargylthio. hydr xyimino, alkoxyimin . 
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trialkylsilyloxy^ aryldialkylsilyloxy, 
triarylsilyloxy. f ormamidino, alJcyLsulf amido. 
dialkylsulf amido. alkoxysulf onyl, 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl, alkylaminocatbonyl, 
dlaDcylaminocarbonyl • arainothiocarbonyl , 
al)cylamlnothlocarbonyl. dialkylaminottilocarbonyl, 
nitro, cyano, hydtoxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy, polyhaloalkyl . 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl. 
alkylthioalkyl, alkyl, aikenyl, haloalkenyl or 
polyhaloalkenyl: alkyXthio, polyhaloalkylthio. 
alkylsulf inylr polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts . alkoxycarbonylamino . alkylaminocarbonyloxy . 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl , polyhaloalkynyloxy , 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl. 
alkoxyimlnomethyl, unsubstituted or substituted 
arylcxyiminomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy. aralkoxy, arylthio. aralkylthio. 
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alltylthloalltyl. arylthioallcyl. arylsulf iny.l. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulfonyl. 
haloalkenyloxy. haloalkynyloxy, tialoalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylsulfonyl, 
allcoxyBulf onyl. aryloxysulf onyl. pcopargyloxy, 
aroyl, haloacyl, polyhaloacyl. atyloxycarbonyl. 
aminosulf oayl , alkylamlnosulf onyl , 
aiallcylaminosulf onyl , atylamlnosulf onyl , 
carboxyalKoxy, carboxyallcylth^o, 
alkoxycatbonylalJcoxy, acyloxy. haloacyloxy. 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy. 
alkenylsulf onyloxy. arylsulf onyloxy, 
haloallcylsulfonyloxy, polyhaloalkylsulf onyloxy. 
aroylamino, haloacyl ami no, allcoxycarbonyloxy, 
arylsulf onylanino, aminocatbonyloxy, cyanato, 
isocyanato. Isothiocyano, cycloalkylamino, 
ttialkylammoniun, arylamlno, atyl(alkyl) amino, 
aralkylamlno. alkoxyalkylphosphlnyl. 
alkoxyalkylphosphlnothloyl. alkylhydtoxyphosphinyl. 
dlalkoxyphosphlno, hydroxyamlno , alkoxyamlno, 
aryloxyamlno, aryloxylmlno, oxo, thlono, 
alkylamlnoalkoxy, dlalkylamlnoalkoxy, alkoxyalkoxy. 
alkoxyalkenyl, cyanoalkoxy. dlalkylsulfonlum. 

-X. - X, -X ■ R3, - X-R3. 



-X ^ R3 




Yl 

p 




wo 87/04321 



CT/US87/00240 



. 280 * 




Y3R5 



and 



is a substituted or unsubstituted, 
asymmetrical heterocyclic ring system having at 
least three nitrogen atoms which are selected from a 
monocyclic aromatic or npnaromatic ring system, a 
bicyclic aromatic or nonarcmatic ring system* a 
polycyclic aromatic or nonaromatic ring system, and 
a bridged ring system which may be saturated -or 
unsaturated in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen, alKylcarbonyl. 
alkylcarbonylalkyl, alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimina, 
trialkylsilyloxy. aryldialkylsiiyioxy, 
triarylsilyloxy, f ormamidino, alkylsulf amido, 
dialkylsulf amido,^ alkoxysulf onyl. 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocar bony 1 • a Ikylaminocarbonyl , 
dialkylaminocarbcnyl, aminothiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitror cyano, hydroxycarbonyl and derivative salts, 
formamido, alkyl, alfcoxy, polyhaloalkyl , 
polyhaloalkoxy» alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same oc 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyli polyhaloalkylsulf inyl, alkylsulf nyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino. 
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alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamlno , cr ialkyls Llyl , 
aryldiallcylsilyl. triarylsllyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, al)coxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
allcenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy, 
po ly ha 1 0 a 1 ky ny 1 . p o ly ha 1 o a 1 ky ny 1 oxy , 
polyfluoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxypacbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalJcyl, 
aryloxy, aralkoxy, arylthio. aralkylthio, 
alkylthioalkyl, arylthioalkyl, arylsulf inyl, 
arylsulfonyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio, 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkoxysulfonyl. aryloxysulf onyl, propargyloxy, 
aroyl, haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl, alkylaminosulfonyl, 
dialkylaminosulf onyl , arylaminosulf onyl , 
carboxyalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloapyloxy, 
polyhaloacylrxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulConylamino , aminocar bonyloxy , cyanato , 
isocyanato , isothiocyano , cycloalkylamino , 
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t £ ialky lammonium« ary lamino , aryl ( alky 1 ) amino « 
aralkylaiaino, allcoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl , alkylhydrosyphosptiinyl , 
dialkoxyphosphino , hydr oxyamino , alkoxyamino . 
aryloxyaiaino« aryloxyimizio, oxo. thiono, 
alkylaminoalkoxy* dialkylaminoalkoxy« alkoxyalkoxy^ 
alkoxyalkenyl , cyanoalkoxy . dlalkylsulf oaium, 

r 

— Xf a X« —X = R3 • * ^"^3*» 

U tl 

-X - R3 . •'P^Y2R4 . -Y4-P^Y2R4 



Y3R5 YjRg 



or 



Y2R4 
Y3R5 



wherein: 



is a substituted or unsubstituted. 



carbocyclic or heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
sy5tem« a bicyclic aromatic or nonaromatic ring 
system, a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl, alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio, polyhaloalkenylthiOr 
thiocyano, prppargylthio. faydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldialkylsilyloxy, 
trlarylsilyloxy, formamidino, alkylsulfamido. 
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dialkylsulfamido. alkoxysulf onyl, 
polyhaloalkoxysulf onyl • hydroxy . amino , 
aminocarbonyl. alkylaminocarbonyl, 
dialkylaminocaEbonyl, aminothiocarbonyl.. 
aDcylaminottilocarboayl* dialkylaminothiocarbonyl, 
nitro« cyano, hydroxycarbonyl and derivative ealte* 
fotmamido* alkyl, alkoxy, polyhaloal)cyl« 
polyhaloalkoxy, aDcoxycarbonyl, substituted amino in 
which the permissible substitnents are the same or 
different and are one or two propafgyl, alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 

alkylsulf inyl. • polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alkyIcarbonylamino« polyhaloalkylsulf onyIamino» 
polyhaloalkylcarbonylamino , trialkylsilyl , 
aryldialkylsilyl, triarylsilyl« sulfonic acid and 
derivative salts « phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkyl amino, 
semicar bazonomethy 1 , alkoxycar bonylhydr azonome thyl , 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono*, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl, arylthioalkyl, arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl. 
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haloalkenyloxy. haloalkynyloxy, haloalkynylthio, 
halaalkenyIsulfoayl« polyhaloalkeaylsiil£onyl, 
alkoxysulf onyl, aryloxysulf onyl, propargyloxy, 
arayl, haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl , alkylaminostilf onyl , 
dialkylaminosulf onyl r arylaminosoilf onyl « 
carboxyalkoxy, carboxyalkylthiOr 
alkoxycarbonylalkoxyi acylo3cy, haloacylox^, 
polyhaloacyloacy, aroyloxy^ alkylsulf onyloxy, 
alkenylsulf oayloxy. arylsulfonyloxy, 
naloalkylsulf onyloxy. polyhaloalkylsulf onyloxy, 
aroylaminor haloacylamino, alkoxycarbonyloxy, 
acylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato » isothiocyano . cycloaXkylamlno « 

trialkyl ammonium, arylamino, aryKalkyDamiao,. 

aralkylamino • alkoxyalkylphosphlnyl , 
alkoxyalkylphosphinothioyl, alkylhydroxyphosphinyl, 
dlalkoxyphosphino , hydroxyamino r alkoxyamino , 
aryloxyamlno, aryloxylmino* oxo, thlono, 
alkylamiaoalkoxy* dialkylamlnoalkoxy, alkoxyalkoxy« 
alkoxyalkenyl. cyanoalkoxy, dlalkylsul£onlum« 



u 



- P 





P - 



Y R 
2 4 



\ 



Y R 
3 5 



oc 
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or 



R is a substituted heteroatom or 
3 

substituted carboa atom, or a substituted or 
unsubstitutedt branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl. alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio, polyhaloallcenylthio, 
thiocyano. p.ropargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy. aryldialkylsilyloxy, 
triarylsilyloxy, formamidino, alkylsulf amido, 
dialkylsulfamido, alkoxysulf onyl. 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl. 
dialkylaminocarbonyl , aminothiocarbonyl , 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl. 
nitro. cyano, hydroxycarbonyl and derivative salts, 
formamido, alkyl, alkoxy. polyhaloalkyl , 
polyhaloalkoxy, alkoxycar.bonyl. substituted amino in 
which the permissible substituents are the same or ^ 
different and are? one or two propargyl. alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulfinyl, polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamin . 
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polyhaloallcylcarbonylai&lnc, trlalkylsllyl. 
aryldialteylBilyl. triaryLsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dial)tylaminocarbonyloxy. alkenyl, polytialoalkenyl. 
alkenyloxy. allcynyl, alkynyloxy, polyhaloalJcenyloxy, 
polyhaloalkynyl* polyhaloalJcynyloxyr 
polyf luoroalkanol, . cyanoalkylamino, 
seraicarbazonomethyl t alkoxycar bonyliiydrazonomethyl , 
alkoxyiminometliyl, unsubstituted or siibstituted 
aryloxyiminometbyl. hydrazonomethyl, uns.ubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with, a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy. aryithio. ara.lkylthiOr 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy . haloalkynyithio, 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl . 
alkoxysulfonyl. aryloxysulf onyl. propargyloxy. 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulf onyl. alkylaminosulfonyl. 
dialkylaminosulfonyl, arylaminosulf onyl. 
carboxyalkoxy, carboxyallrylthio. 
alkoiycarbonylalkoxy . acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulfonyloxy. . 
alkenylsulfonyloxy. arylsulf onyloxy, 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy. 
aroylamino. haloacylamino, alkoxycarbonyloxy. 
arylsulf onylataino. aminocarbonyloxy. cyanato, 
isocyanato, isothiocyano. cycloalkylamino, 
tr ialkylammonium. arylamino , aryl ( alky 1 ) amino-. 
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aralkylamino , al)coxyallcy Iphosphinyl , 
al)coxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialKoxyphosphino « hydroxyamlno , alkoxyamino « 
aryloxyamino« aryloxyimino. oxo, thiono, 
al)cylaminoallcoxy. dialkylaminoaDcoxy. aikoxyalkoxy* 
alkoxyalkenyl* cyanoalkoxy, dialkylsail£oaium« 

-X, » Xs -X « R3 , « X-R3, 

Yi Yi 

II II 

—X — R3 « — P — Y2R4 $ — — P — ^2^4 
^ Y3R5 "^YjEs 



OC 



-< 



Y2R4 
Y3R5 



sulfur; 



Y, and Y, are independently oxygen or 

1 4 



Y^ and Y^ are independently oxygen. 



sulfur, amino or a covalent bond: and 

and Rg are independently hydrogen or 
substituted or unsubstituted alkyl, polyhaloalkyl. 
phenyl or benzyl in which the permissible 
substituents are the same or different and are one 
or mori3 hydrogen, halogen, alkylcarbonyl. 
alkylcarbonylalkylr alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldialkylailyloxy, 
triarylsilyloxy, formamidino, alkylsulfamido, 
dialkylsulf amido, alkoxysulf onyl* 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl , alky laminocarbonyl , 
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dialkylaminocatbonyl, amlaotJiiocarbonyl, 
alkylamiaothiocarbonyl . dialkylaminothiocarbonyl , 
nitro* cyano. Hydroxycarbonyl and derivative salts, 
formaiQido. alkyl, alkoxy. palyhaloalkyl, 
poly&aloalkoxyr alkoxycarboayl, substituted atoino in 
whicli the permissible substituents are the same or 
different and are one or two propargyl, alKoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio. 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcp^rbonylamino. trialkylsilyl, 
aryldialkylsilyl. triarylsilyl, sulfonic acid and 
derivative- salts, phosphonic aoid and derivative 
salts, alkoxycarbonylamino* alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy. alkenyl, polyhaloalkenyl, 
alkenyioxy, alkynyl, alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol, cyanoalkylamino, 
semi car bazonomethyl . alkoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy. aralkoxy, arylthio, aralkylthio. 
alkylthioalkyl, arylthioalkyl, arylsulf inyl, 
arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl, 
alkoxysulf onyl. aryloxysulf onyl. propargyloxy. 
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aroyl. haloacyl, polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl « alkylaminosulfonyl , 
diallcylamiiiosulfonyl , arylaminosoilf onyl, 
catboxyalkoxy, ca'rboxyalkylthio, 
alkoscycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulfonyloxy, polyhaloalJcylsulf onyloxy, 
aroylaminoi haloacylamino, alkoacycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato, IsothiocyanOt cycloallcylamiao, 
triallcylammonium. arylamino. aryl(alkyl) amino, 
aralkylamino. .alJcoxyalkylphosphinyl. 
alJcoxyalkylphosphinothioyl. alkyihydroxyphosphinyl, 
dialkoxyphosphino. hydroxyamino, alkoxyamino. 
aryloxyamino, aryloxyimino, oxo, thiono. 
alkylaminoalkoxy. dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium. 

-X, « X, -X o R3, » X-H3 , 

II II 
-X - R3 . - P - Y2R4 . -Y4 - P - Y2R4 

\Y3R5 ^YjRs 



or 



Y2R4 



The heterocyclic nitrogen-containing 
compounds encompassed within formula 1 can be 
prepared by conventional- methods known in the art. 
and many may be available from various suppliers. 
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The aovel heterocyclic nitrogen-containing compounds 
of formulae (I) through (xxxill). above which may be 
used in the method of this invention can be prepared 
by reacting appropriate starting ingredients in 
accardance with conventional procedures described in 
the art as illustrated below. 

The novel heterocyclic nitrogen-containing 
compounds of formula CD can be prepared by the 
fallowing general reaction scheme: 




Scheme I 



wherein R^^, X^^. a, j and Y^^ are as defined 
hereinabove. Reactions of this general type for 
preparing substituted pyridines including process 
conditions are described for example by Mertel, 
H^E.. The Chemistry of Heterocyclic Compounds, 
Pyridine and Derivatives-Part Two. Halopyridines. p. 
351. Intersoience. Wiley. New York (1961) • 
Intermediates such as 2.4.6~trichlotopyridin<i are 
described in U.S. Patent 3,830,820. other 
preparation methods for the novel compounds of 
formula (i) are described in Puson. R.C., Advanced 
Organic Chemistry, p. 124. Wiley. New York (1950). 
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and Ochiai« E., Aromatic Amine Oxides, p. .21, 
Elsevier. New York (1967). 

The novel heterocyclic nitrogen-containing 
compounds of formula (ii) can be prepared hy the 
following general reaction scheme: 




Scheme II 

wherein R^^* X,,, b and Y are as defined 

25 11 20 
hereinabove. Reactions of this general type for 

preparing substituted pyrazines including process 

conditions are described for example in U.S. Patent 

4.254,125. 

The novel heterocyclic nitrogen-containing 
compounds of formula (iii) can be prepared by the 
following general reaction scheme: 
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Wherein R^g. X^^' ^21- ^22 ^""^ ^23 ^« 
defined hereinabove and Y^^ is halogen. Heactiona 
of this general type for preparing 2-sub8titutea 
pyrimidines including process conditions are 
described for example by Hurst, D.T. , An 
Introduction to the Chemistry and Biochemistry of 
Pyrimidines. Purines and Pteridines, pp^ 49-53, 
Wiley, New York (1980). Intermediates in which 
^21 ^23 alkylthio are described by 
Eilingsfeld, H. and Schevermann. H. , Chem. Ber., 
ifia. pp. 1874-1891 (1967). Other preparation 
methods for the novel compounds of formula (iii) 
such as the Rembry-Hull pyrimidine synthesis are 
described in Brown. D.J.. The Pyrimidines; The 
Chemistry o't Heterocyclic Compounds, pp. 98. 
169-170. 166. Interscience. Wiley, New York (i960). 

The novel heterocyclic nitrogen-containing 
compounds of formula (iv) can be prepared by the 
following general reaction scheme: 




Schema iv 
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Wherein R^,, V^,. aad Y^^ 

are as defined hereinabove. Reactions of this 
general type for preparing 4*sub8tituted pyrimidines 
including process conditions are described for 
example by Josima. T. « et. al. Sankyo Kenkyusho 

Newpo. 32. pp. 114-120 (1980). 

The novel heterocyclic nitrogen-containing 
compounds of formula (v) can be prepared by the 
following general reaction scheme: 




Scheme V 

Wherein R^g. X^^. Y^^. Y^g and Y^^ are as 
defined hereinabove. Reactions of this general type 
for preparing 5-substituted pyrimidines including 
process conditions and intermediate preparations are 
described for example by Fieser , , L.F. and Fleser. 
M. , Organic Chemistry, p. 310. Heath, Boston (1972) 
also Brown. D.J., The Pyrimidines; The Chemistry of 
Heterocyclic Compounds* pp. 50, 166, interscience,- 
Wiley, New York (1962). 
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The novel heterocyclic ^nitrogen-containing 
compounds of formula (vi) can be prepared by the 
following general reaction scheme: 



Scheme VI 

Wherein X.^. Y^^, "^^^'.X^z ^49 

are as defined hereinabove.,.. -Reactions of this 
general -type*f or: preparing 3-substituted pyridazines 
including process conditions and intermediate 
preparations are described for "example by Jojima, T. 
et al.* Agric, Biol- Chem. , 32. (11), 1376-1381 
(196B) and Eilingsfeld, H. and Schevermann, H. . 
Chem. Ber., 100 > 1874-1891 (1967). 

The novel heterocyclic nitrogen-containing 
compounds of formula (vii) can be prepared by the 
following general reaction scheme: 




Scheme VII 
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wherein R3^. X^^^, Y^^. Y^^. and Y^^ 

are as defined hereinabove. Reactions of this 
general type for preparing 4-.sub8tituted pyridazines 
including process conditions and intermediate 
preparations are described for example by Jojime, T. 
et al., Agric. Biol. Chem. . 32. (11). 1376-1381 

(1968). 

The novel heterocyclic nitrogen-containing 
compounds of formula (viii) can be prepared bV the 
following general reaction scheme: 




X are as defined hereinabove. Reactions of this 
17 

general type for preparing substituted ' 



1,3,5-triazines including process conditions and 
intermediate preparations are described for example 
in German Patent 952.478.. U.S. Patent 2.824,823. 
Koopman. H. et al., Rec. Trav. Chim. , 21. 967-980 
(1959). Drabelc. J. and Skrobal. M. . Chem. Zvesti. 
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17, C7). 482-4a7 (1963), Hirt. R. et al., HelV. 
Chini* Acta. H. 1365 (1950), and German Patent 
1,076,696. Other preparation methods for the novel 
compounds of formula (viil) are described in U.S. 
Patent 4.220,765, U.S. Patent 2,691,019 and 
ChaJctabarti, J.K. et al., J. Chem. Soc. 861 (1974). 

The novel heterocyclic nitrogen-containing 
compounds of formula (ix) can be prepare4 by the . 
following general reaction scheme: 




Y40 Y40 



Scheme IX » 

wherein R^^. X^g' ^39' ^40 ^49 "® 

as defined hereinabove. Reactions of this general 

type fox preparing substituted l«3.5-triazine8 

including process conditions and intermediate 

preparations are described for example in U.S. 
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Patent 3.316.264. intermeaiates such as 
2.4-<licliloro-6-(diethoxypho8phinyl)-l,3.5-ttiazine 

are described in Japan Patent 74 46635. Other 
preparation methods for the novel compounds of 
formula (ix) are described in Mendoza, C.E. et al.. 
J. Ag. Food Chem.. 19. (1). 41-45 (1972). 

The novel heterocyclic nitrogen-containing 
compounds of formula (x> can be prepared by the 
following general reaction scheme: 




Scheme X 

wherein Y^^. Y^^' "^49 ^9 "® defined 
hereinabove, Roactions of this general type for 
preparing bis-l. 3 . S-triazines including process 
conditions and intermediate preparations are similar 
to the procedures emplxjyed for preparing compounds 
of formula (viii) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xi) can be prepared by the 
following general reaction scheme: 
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Scheme XI 

wnerein R33. g. X^^, Y^^' ^53 ^""^ ^49 - 
as defined hereinabove. Reactions of this general 
type for preparing substituted 1. 3 , S^triazines • 
including process conditions and intermediate 
preparations are similar to the procedures employed 
for preparing compounds of formula (viii) above> 
Other preparation methods for the novel compounds of 
formula (xi) are described in Allen. C.F.H. and 
Converse, s.. Org. Syn. Coll.. Vol. I, 226-227, U.S. 
Patent 1.911.689. Bessiere-Chretien. Y. arvd Secne. 
H., Bull. soc. Chim. France, (6). Part 2, 2039-2046 
(1973). Japan Patent 28.101. Japan Patent 28.100. 
Japan Patent 28,098, Japan Patent 9155. Lcew. P. and 
Weis. CD.. J. Heterocyclic Chem. . i3. 829-833 
.(1976) and Richter. G.H. . Textbook of Organic 
Chemistry, p. 486. Wiley. New York (1967). ' 

The novel heterocyclic nitrogen-containing 
compounds of formula (xii) can be prepared by the 
following general reaction scheme: 
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49 




Y45 



Scheme XII 



wherein R 



35* 



^21' ^45' ^46 



and Y 



are as 



49 



defined hereinabove. Reactions of this general type 
for preparing heterocyclic substituted 
l«3,5-tria2ines including process conditions and 
intermediate preparations are similar to the 
procedures employed for preparing compounds of 
formula (viii) above. Other preparation methods for 
the novel compounds of formula (xii) are described 
in Koopman. H. and Daams. J., Rec. Trav. Chim. . 77, 
235-240 (1958) and United Kingdom Patent 908,352. 



compounds of formula (xiii) can be prepared by the 
following general reaction scheme: 



The novel heterocyclic nitrogen-containing 




Scheme XIII 
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Wherein R.-, R-o* B.^ and Y._ are as defined 

37 38 14 47 

hereinabove. Reactions of this general type for 
preparing substituted azoles including process 
conditions and intermediate preparations are 
described for example by Hautzsch, A., Chem. Ber.« 
24. 49S (1891), Adembri. G. and Tedeschi, P.. Bull* 
Sci. Facul. Chim. Ind. Bologna, Zl» 203 (1965} and 
Carr, J.B. et al,. J. Med. Chem., 20., (7). 934-939 
(1977), 

The novel heterocyclic nitrogen-containing 
compounds of formula (xiv) can be prepared by the 
following general reaction scheme: 



'17 ^37 ^ 

y-jf NaNO, Yl( 
nI^Bu HCI ^ NVj^'Bw 




Scheme XIV 

wherein R,.. R,„, B-^ and Y.^ are as defined 

37 38 14 47 

hereinabove. Reactions of this general type for 
preparing substituted a^oles including process 
conditions and. interiaediate preparations are 
described in Pahanayalc, B»K., J. Ind. Chem. Soc, 
55 . (3), 264-267 (1978) and Young, T.E. and Amstutz* 
E.D,, J. Amer. Chem. Soc, Zl* 4773-4775, (1951). 
Other preparation methods for the novel compounds of 
formula- (xiv) are described by Tripathi, H. et.al.. 
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Agric. Biol. Chem,. 37, 137S (1973) and Young, T.E. 
and Amstutz, E.D,, J. Amer, Chem. Soc. 73,, 4773-4775 
(1951). 

The novel heterocyclic nitrogen-containing 
compounds of formula (zv) can be prepared by the 
following general reaction scheme: 




Scheme XV 

wherein R^,, R^^, and B,^ are as defined 

41 42 15 

hereinabove. Reactions of this general type for 
preparing substituted 1,2,4-azoles including process 
conditions and intermediate preparations are 
described by Selim, H. and Sellm, M. « Bull. Soc. 
Chim. France. 1219-1220 (1967). 

The novel heterocyclic nitrogen-containing 
compounds of formula (xvi) can be prepared by the 
following general reaction scheme: 
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wherein R^, , R- ^, B,^ and Y^^ are defined 
41 42 15 49 

hereinabove. - .Reactions of this general type for 
preparing substituted l»3,4*-a2oles including process 
conditions and intermediate preparations are 
described by Koopman, H. et al.-. Rec Trav. Chim« 
Tg., 967-980 (1959}. A Useful intermediate is 
described in United Kingdom Patent 913,910. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xvii) can be prepared by the 
following general reaction scheme: 




Scheme XVII 
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general type for preparing substituted benzazoles 
including process conditions and intermediate 
preparations are described by Hugershof f .. a. . chen. 
Ber. 36. 3121-3134 (1903) and Young. T.E. and 

AmstUtZ. E.D.. J. Amer. Clxem. SOC. 73. 4773-4775 
(1951). 

The novel heterocyclic nitrogen-containing 
compounds of fornula (xviii) can be prepared by the 
following general reaction scheme; 



general type for preparing substituted 
benzisoxazoles including process conditions and 
intermediate preparations are described in 
Comprehensive Heterocyclic Chemistry, Vol. 16. i 
58. Pergamon Press. New York (1984). 




Scheme xvitt 
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The novel heterocyclic aitrogen-containing 
compounds of formula (xlx) can be prepared by the 
following general reaction scheme: 




Scheme XIX 

Wherein R^^, B^^, Y^^, Y^^ and Y^g are as 
defined hereinabove^^-- Eeactions of this general type 
for preparing substituted l«3«5«triazine8 including 
process conditions and intermediate preparations are 
similar to the procedures employed for preparing 
compounds of formula (viii) above. Other 
preparation methods for the novel compounds of 
formula (xix) are described by Beech, H.F., J. Chem. 
SOC. (C). 466-472 (1967). 

The novel heterocyclic nitrogen-containing 
compounds of formula (xx) can be prepared by the 
following general reaction scheme: 
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Y57 Y57 



Scheme XX 



Wherein R^^. B^^. B^^, Y^^. Y^^ and Y^^ 

are as defined hereinabove. Reactions of this 
general type for preparing substituted 
1.3.5-tria'zines including process conditions and 
intermediate preparations are similar to the 
procedures employed for preparing compounds of 
formula (viii) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxi) can be prepared by the 
folloving general reaction scheme: 



Scheme XXI 
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wherein Y^g, Ygg and Y^g are as defined 
hereinabove. Reactions of this general type for 
preparing substituted 1,3, 5-triazines including 
process conditions and intermediate preparations are 
similar to the procedures employed for preparing 
compounds of formula (viii) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxii) can be prepared by'^the 
following general reaction scheme: 




Y«Q 



Scheme XXII 

wherein R^,, X^^, Y^^. Y^, and Y^^ are as 
53 25 60 61 49 

defined hereinabove. Reactions of this general type 
for preparing substituted 1«3« S-triazines including 
process conditions and intermediate preparations are 
similar to the procedures employed for preparing 
compounds of formula (viii]j above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxiii) can be prepared by the 
following general reaction scheme: 
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Scheme XXIII 

vherein R^^, ^26- ''^so ^51 defined 
hereinabove. Reactions of this general type for 
preparing hexahydro-l.a.S-triazlnes including 
process conditions are described for example by 
Meyers, A.I. et al., J. Amer. Chem. Soc. 21# 763 
(1969). The preparation of appropriate 
intermediates is similar to procedures employed for 
preparing compounds of formula (viii) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxiv) can be prepared by the 
following general reaction scheme: 




Z, Z, Yo 

R«-Xn-NH, + ^ R«-X„-l^ 

Zi Ya Z, Y« 

Scheme XXIV 

Wherein R^g. X^^, Z^. Z^. Y^^ and Y^^ 
are as defined hereinabove. Reactions of this 
general type Cor preparing substituted maleimides 
including process conditions and intermediate 
preparations are described for example in Japan 
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Patent 75,117,929. Other preparation aethods for 
the novel cooipounds o£ foranila (xxiv) are described 
in U.S.. Patent 3,129»22S and-Japan Patent 75,132,129. 

The novel heterocyclic nitrogen-containing 
compounds of foraula (xxv) can be prepared by the 
following general reaction 'scheme: 



^4 Yto 24 Yto 



Scheme XXV 

wherein R^_, X-.. Z^, 2^, Y^^ and Y^^ 
69 28 3 4 69 70 
are as defined hereinabove. Reactions of this 

general type for preparing substituted. maleAmideS' * 

including process conditions and intermediate 

preparations are similar to the procedures employed 

for preparing compounds of formula (xxiv) above. 

The novel heterocyclic nitrogen-containing 

compounds of formula (xxvi) can be prepared by the 

following general reaction scheme: 




AcOH 



pcft^ffe 



2s 



^71 



Wherein R^^. X^^, Z^. Z^. Y^^ and Y^^ 
are as defined hereinabove. Reactions of this 
general type for preparing substituted maleimides 
including process conditions and intermediate 
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preparations are similar to the procedures employed 
for preparing compounds of formula (xxiv) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxvii) can be prepared by the 
following general reaction scheme: 



Z, 



AcOH 



A 




scheme XXVII 

Wherein R^^. X^^. z^. 2^. Y^^ and Y^^ 
are as defined' hereinabove « Reactions of this 
general type .for preparing substituted maleimides 
including process conditions and intermediate 
preparations are similar to the procedures employed 
for preparing compounds of formula (xxiv) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxviii) can be prepared by the 
following general reaction scheme: 



AcOH 



A 



0-tf 



•10 



Wherein ^2^.2:^. 
defined hereinabove. 



scheme XXVIII 

2,0' and Y,^ 
10 75 76 



are as 

Reactions of this general type 
for preparing substituted maleimides including 
process conditions and intermediate preparations are 
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similar to the procedures employed foe preparing 
compounds of formula (xxiv) above* 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxix) can be prepared by the 
following general reaction scheme: 




Y^i Scheme XXI^C 



Whereia.R^2' ^31' ^11* ^77* ^78 ^""^ ^79 

are as defined hereinabove. Suitable halogenating 

agenrs include, for example. PClg, ^^^^3« ^^^5 
and POBr^ and mixtures thereof. Keactions of this 
general type for preparing substituted pyridazinones 
including process conditions and intermediate 
preparations are described for example in Yuki Gosei 
Kagaku Kyotai Shi 28, (4), 462-463 (1970). Other 
preparation methods for the novel compounds of 
formula (xxix) are described in Yakugaku Zasshi 86, 
(12). 1168-1172 (1966), Acta Dol. Pharm. 36. (3), . 
301-306 (1979), U.S. Patent 2.963,477, Japan Patent 
6,822,309, Org. Pr^p. Proced. Int, 17. (2), 107-114 
(198S), Arm. Khim. Zh. 21, (6), 515-520 {1968} and 
German Patent 1.948.550. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxx) can be prepared by the 
following g n ral reaction sch me: 
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R,-Xa-NHNHi + 




HCI 



0 A -^-'--t^ 

OH 



scheme xxt 

Wherein B73. Xgj, Z^j. YgQ. Ygi and Yg, 
are as defined hereinabove. Reactions of this 
general type for preparing substituted pyridazinones 
xnciuding process conditions and intermediate 
preparations are similar to the procedures employed 
for preparing compounds of formula (xxlx) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula C«cxi) can be prepared by the 
following general reaction scheme: 



R«- Xa- NHNH, 




HCI 



"74" Xi 



OH 



scheme 10011 
wherein R,^, X . z . v v ^^.4 v 
are as defined hereinabove. Reactions of this 
general type for preparing substituted pyridatinones 
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including process conditions and intermediate 
preparations are similar to the procedures employed 
for preparing compounds of formula (xxix) above. 

The novel heterocyclic nitrogen-containing 
compounds of formula (xxxii) can be prepared by the 
following general reaction scheme: 



Ri X-H ♦ V,|-R3g — ► Ri-X-Rjj 



Scheme XXXII 

wherein R^. X. R^^ and Y^^ are as defined 
hereinabove. Reactions of this general type for 
preparing substituted asymmetrical compotinds 
including process conditions and intermediate 
preparations are similar to the procedures employed 
for preparing compounds of formula (viii) above 
using appropriate starring ingredients. 

The novel heterocyclic nitrogen-containing 
compounds of f ormula* (xxxiii) can be prepared by the 
following general reaction scheme: 
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^6 N=P-Y.. y\i=/-v. 



'65 



^ Scheme XXXITI 

Wherein R^. y^^' ^63' ^4' ^65* "^66 "'^ 
X ate .as defined hereinabove. Reactions of this 
general type for preparing substituted 
cyclottiphosphazenes including process conditions 
and intermediate preparations are similar to the 
procedures employed for preparing compounds of 
formula (viii) above using appropriate starting 
ingredients. 

In addition to the above, other 
illustrative procedures which may be employed in 
preparing heterocyclic nitrogen-containing compounds 
encompassed within formula 1 are described, for 
example, in the following: Italy Patent 589,543. 
Italy Patent 588.280. United Kingdom Patent 872.313. 
Canada Patent 659.610, PCT Application AU81/00046. 
U.S. Patent 3.203.550. U.S. Patent, 3.931,165, U.S. 
Patent. 2,720.480. U.S. Patent 4.038.197, U.S. 
Patent 3.682.903. U.S. Patent 3,775.406, U.S.- Patent 
3.932.167, U.S. Patent 4.390.538, U.S. Patent 
3.361.746, U.S. Patent 4.414.221, U.S. Patent 
4,237.127, U.S. Patent 3,951.971 and U.S. Patent 
3,973.947. 



WO8T/04321 

PCTA''S87/00240 



- 314 - 



The antitranspltant compounds of formula 1 
have beeu found to significantly reduce plant and 
crop usage of water, i.e.. reduce transpiration 
rate, and increase the resistance of p-lant leaf 
surfaces to the loss of moisture vapor, i.e., 
increase diffusive resistance. In addition, the 
antitranspirant compounds used in this invention are 
substantially non-inhibiting of photosynthetic 
light-requiring reactions, substantially 
non-phytotoxic to growing plants and serve to 
increase crop yields in comparison with untreated 
crops at similar conditions, especially in regions 
where plants are subject to moisture stress 
conditions. The antitranspirant compounds used.tn 
this invention provide for the conservation of «oil 
moisture by reducing plant and crop usage of ..water 
during certain development periods, e.g., vegetative 
period, thereby making the unused water available at 
other periods of plant or crop development, e.g.i 
reproductive growth period. 

As indicated above, stomata are minute 
openings in the epidermis of plant leaf surfaces 
through which occurs gaseous interchange between the 
atmosphere and the intercellular spaces within the 
leaf. It is believed that the antitranspirant 
compounds of formula i effectively reduce the 
transpiration rate in plants by closing plant 
stomata or constricting plant stomatal openings to 
such a degree that moisture loss is reduced and, in 
addition, the compounds exhibit substantially no 
detrimental effect on photosynthetic electron flow. 
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The photosynthetic process in plants 
consists of ligHt-requirlng reactions, i.e., light 
reactions, and non- light-requiring reactions, i.e., 
dark reactions. The dark reactions in general 
involve a complex af enzyme-mediated reactions which 
provide for the conversion of carbon dioxide to 
sugar. In addition to carbon dioxide, the dark 
reactions require reducing power and chemical energy 
which are produced and provided by the light 
reactions. In general, two light-requiring 
reactions are Involved In plant photosynthesis and 
are conventionally termed Photosystem I and 
Photosystem II. See, for example. Salisbury, F.B. 
and Ross. C.W^ . Plant' Physiology, pp. 131-135 
C1978). These photosystems are interconnected by an 
electron transport chain, and provide reducing power 
and chemical energy to the dark reactions. 
Inhibition of either or both of these photosystems 
can detrimentally affect photosynthesis, thereby 
causing plant injury or even plant death. 

The antitranspirant compounds used in this 
Invention have been found to cause no or 
substantially no Inhibition of Photosystem I or 
Photosystem II. in contrast, the herbicide atrazine 
Is known to substantially inhibit the light 
reactions of photosynthesis, particularly the 
electron transport chain. See, for example, 
Jachetta. J.J. and Radosevich. S.R.. Weed Science 
29: 37-43 (1981). Such herblcldal inhibition leads 
to a buildup of carbon dioxide within the leaf which 
causes closure of the stomates. See, for example. 
Smith. D. and Buchholtz, K.P.. Plant Physiology 39: 



I 
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S72-S78 (1964). Thus, unlike the antitraaspirant 
activity of the compounds used in this invention, 
the antitranspirant activity of atrazine is 
associated with its hecbicidal properties. As used 
herein, substantially no inhibition of 
photosynthetic electron transport refers to no or 
little Inhibition of photosynthetic electron 
transport. 

As^ttsed herein, an effective amount of a 
heterocyclic nitrogen-containing compound for 
reducing moisture loss from plants refers to an 
antitransplratlonally effective amount of the 
compound sufficient to reduce transpirational 
moisture loss from plants without substantially 
Inhibiting plant photosynthetic electron transport. 
Likewise, an effective amount of a heterocyclic 
nitrogen-containing compound for Increasing crop 
yield refers to a yield enhancing effective amount 
of the compound sufficient to increase crop yield 
without sustantlally Inhibiting plant photosynthetic 
electron.. transport, in both Instances, the 
effective amount of compound can vary over a wide 
range depending on the particular compound employed, 
the particular crop to be treated, environmental and 
climatic conditions, and the like, provided that the 
amount of compound used does not cause substantial 
inhibition of plant photosynthetic electron 
transport or substantial phytotoxlclty. e.g.. foliar 
burn, chlorosis or necrosis, to the plant, in 
general, the compound can preferably be applied to 
plants and crops at a concentration of from about 
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J 0.25 to 15 pounds of compound per acre as more fully 

described belov« 

The heterocyclic nitrogen-containing 
compounds contemplated by formula 1, may be employed 
according to a variety of conventional methods Icnown 
to those skilled in the art. Compositions 
containing the compounds as the active ingredient 
will usually comprise a carrier and/or diluent, 
either liquid or solid. 

Suitable liquid diluents or carriers 
include water, petroleum distillates* or other 
liquid carriers with or without surface active 
agents. Liquid concentrates may be prepared by 
dissolving one of these compounds with a 
nonphytotoxic solvent such as acetone, xylene." 
nitrobenzene, cyclohexanone or dimethylf ormamide and 
dispersing the active ingredients in water with the 
aid of suitable surface active emulsifying and 
dispersing agents. 

The choice of dispersing and emulsifying 
agents and the amount employed are dictated by the 
nature of the composition and the ability of the 
agent to facilitate the dispersion of the active 
ingredient. Generally, it is desirable to use as 
little of the agent as is possible, consistent with 
the desired dispersion of the active ingredient in 

^ the spray so that rain does not re-emulsify the 

active ingredient after it is applied to the plant 

^ and wash it off the plant. Nonlonic, anionic, or 

cationic dispersing and emulsifying agents may be 
employed, for example, the condensation products of 
al)cylene oxides with phenol and organic acids, alkyl 
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aryl culfonates. complex ether alcohols, quaternary 
ammonium compounds » and the like. 

In the preparation of vettable powder or 
dust compositions, the active ingredient is 
dispersed in and on an appropriately divided solid 
carrier such as clay, talc, bentonite, diatomaceous 
earth. Culler *s earth, and the like. In the 
formulation of the wettable powders, the 
aforementioned dispersing agents as well as 
lignosulfonates can be included. 

The required amount of the active 
ingredient contemplated herein may be applied per 
acre treated in from 1 to 200 gallons or more of 
liquid carrier and/or diluent or in from about 5 to 
500 pounds of inert solid carrier and/or diluent. 
The concentration in the liquid concentrate will 
usually vary from about S to 95 percent by weight 
and in the solid formulations from about 0.5 to 
about 90 percent by weight, satisfactory sprays or 
dusts for general use contain from about 0.1 to 
about 100 pounds of active ingredient per acre, 
preferably from about 0.25 to about 15 pounds of 
active ingredient per acre, and more preferably from 
about 0,5 to about 5 pounds of active ingredient per 
acre. 

Formulations useful in the conduct of this 
invention can also contain other optional 
ingredients such as stabilizers or other 
biologically active compounds, insofar as they do 
not impair or reduce the activity of the active 
ingredient and do not harm the plant being treated. 
Other bi logically active compounds include, for 
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example* one or more insecticidal, herbicidal« 
fungicidal, nematicidalr miticidal, plant growth 
regulators or other known compounds. Such 
combinations may be used for the known or other 
purpose of each ingredient and may provide a 
synergistic effect. 

The antitranspirant compounds of formula 
are preferably applied to plants and crops under 
substantially little or no water stress conditions, 
or what can be considered as average or normal 
growing conditions. A preferred condition for 
compound application is prior to substantial soil 
moisture loss. While not wishing to be bound to any 
particular theory, it is believed that application 
of the antitranspirant compounds does not result in 
a reduction of the minimum total water requirements 
of a treated plant or crop, but rather the 
application of such compounds serves to promote more 
efficient water utilization by treated plants and 
.crops. It is believed that the antitranspirant 
effect does not reduce the total amount of water 
needed to grow a given plant or crop except for 
water savings which may be realized for some crops 
under irrigation, but rather such antitranspirant 
effect is manifested by an increase in yield of 
treated crops having no or limited irrigation and 
rainfall in comparison with untreated crops at 
isimilar conditions. Additionally, the 
antitranspirant compounds of formula 1 are 
preferably applied to plants and crops under 
conditions which favor large gradients in water 
vapor pressure between the saturated atmosphere 



wo 87/04321 



I 



PCT/US87/00240 



- 320 - 



within the leaf and the atmosphere around the leaf. 
Such conditions include low atmospheric humidity, 
high, light/heat loads on the leaf, and high rates of 
air movement. 

In particular, it is believed that the 
application of the antitranspirant compounds of 
formula 1 to plants, for example, during the 
vegetative growth phase reduces the amount of waiter 
utilized by the plant for on the order of about a I 
to 6 week period and therefore provides for a 
greater amount of reserve water available in the 
soil during other developmental periods such as the 
critical reproductive growth phase. This soil 
moisture conservation can minimize any water deficit 
within plant tissues during critical developmental 
periods such as the reproductive growth phase 
resulting in increased crop yield. The 
antitranspirant compounds used in this invention may 
likewise be applied during the plant reproductive 
growth phase to obtain similar results. 

In general, the antitranspirant compounds 
of formula i are useful for decreasing irrigation 
water requirements especially in dry climate 
regions, for protecting plants from wilting ol other 
damage during transplantation or shipment or during 
severe cold, weather , and for alleviating water 
stress in certain types of environments as indicated 
above . 

Such compounds are useful in agriculture, 
horticulture and related fields and can be applied 
to vegetation such as non-deciduous ornamental 
shrubs, evergr ens, tre s, and the lik , to pr tect 
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tbem against winter kill* A chief cause o£ vintec 
kill is an excessive loss of moisture from leaf 
surfaces on sunny or windy days when the ground is 
frozen and the root systems cannot replace the water 
loss. The antitransplrant compounds can also be 
applied to other ornamentals such as roses and other 
flowers, Christmas trees, and the like, to preserve 
freshness and retard needle drop. The 
antitransplrant compounds can further be used in 
avoiding or minimizing the effects of stuamer scald 
and transplant shock. 

In addition to the above, it is recognized 
that the antitransplrant compounds of formula 1 may 
also be used to control foliar diseases on crops 
such as wheat and oats. See, for example, Avant 
Gardener, Vol. 18, No. 1, November, 1985, in which 
antitranspirants are used to control fungtis diseases. 

As used herein, plants refer in general to 
any agronomic or horticultural crops, ornamentals 
and turf grasses. Illustrative of plants which may 
be treated by the antitransplrant compounds of 
formula 1 according to the method of this invention 
include, for example, corn, cotton, sweet potatoes, 
white potatoes, alfalfa, wheat, rye, upland rice, 
barley, oats, sorghum, dry beans, isoybeans. sugar 
beets, sunflowers, tobacco, tomatoes, canola, 
deciduous fruit, citrus fruit, tea, coffee, olives, 
pineapple, cocoa, banana, sugar cane, oil palm, 
herbaceous bedding plants, woody shrubs, 
turf grasses, ornamental plants, evergreens, trees, 
flowers, and the like. As used herein, crops refer 
in general to any of the illustrative agronomic or 
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horticultural crops above. Transplanted stock as »^ 

used herein refers in general to tobacco* tooatoes, 

eggplant, cucumbecs* lettuce* strawberries, ^ 

herbaceous bedding planrs, voody shrubs, tree 

seedlings and the like. 

The antitranspirant compounds contemplated 
herein reduce transpirational moisture loss from 
plants and increase crop yields « Such compounds 
have a high margin of safety in that when used in 
sufficient amount to provide an antitranspirant 
effect or yield enhancing effect, they do not 
inhibit plant photosynthetic electron transport or 
burn or injure, the plant, and they resist veathering 
which includes wash-off caused by rain, 
decomposition by ultraviolet: light, oxidationr or 
hydrolysis in the presence of moisture or, at least, 
such decomposition, oxidation, and hydrolysis as 
would materially decrease the desirable 
antitranspirant characteristic of the active 
ingredient or impart undesirable characteristics, 
for instance, phytotoxicity, to the active 
ingredients. Mixtures of the active compounds may 
be employed if desired as well as combinations of 
the active compounds with other biologically active 
compounds or ingredients as indicated above. 

This invention is illustrated by the 
following examples; 
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Example I 

Preparation of 2.4-dichloro*>6->(4-methylphenylthio)- 

1,3. S^triazine 

Into a solution containing 18.4 grams (0.1 
mole) of cyanuric chloride in 200 milliliters of 
acetone was added, with cooling at a temperature of 
0-5^'C'^and magnetic stirring, a solution containing 
12.4 grams (0.1 mole) of 4-methylthiophenol and 10.7 
grams (O.i mole) of 2«6-lutidine in 50 milliliters 
of acetone. The solution was added at such a rate 
to maintain the reaction temperature at 0-5^C. The 
resulting mixture was magnetically stirred for a 
period of 2 hours, allowed to warm to room 
temperature. .and precipitated 2.6-lutidine 
hydrochloride was filtered off and washed with 
acetone. The combined filtrates were then poured 
onto ice and the resulting precipitated solid was 
collected by filtration. The solid was washed with 
100 milliliters of 10% aqueous MaOH and then 100 
milliliters of water. After drying, the solid was 
recrystallized twice from hexane to give a crude 
yield of 5 grams. This material was further 
purified by. vacuum sublimation to give 1.16 grams 
(0.004 mole) of pure 2«4->dichloro-6- 
(4l-methylphenylthio)-1.3.5- triazine having a 
melting point of il2*'C<-114''C. Elemental analysis of 
the product indicated the following: 



wo 87/04321 



PCT/US87/00240 



324 - 



Analysis: 
Calculated: 



C« 44.13; Hi 2.59: N« 15.44 
C. 44.24; H« 2.61; N« 15.34 




Found: 



Tliis compound Is leferied to hereinafter as Compound 
1. 



Example I. other compounds were prepared. The 
structures and analytical data for Compounds 2 
through 36, which compounds are used in the examples 
hereinafter for reducing moisture loss from pla-nts.- - 
are set forth in Table A below. Compound 18 was 
obtained from Haybridge Chemical Company, Limited * 
Trevillet. Tintagel, Cornwall. United Kingdom, and 
was recrystallized three times from hexane. 



Example II 



In a manner similar to that employed in 
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Example lit 

Preparation of 2 ,4-dichloro^6*(2 ' . 3 * -dlchloro- 
phenoxW-l , 3 . S^triazine 

Into a solutioa containing 18.4 grams (0.1 
mole) of cyanucic chloride in 150 milliliters of 
acetone was added r with cooling at a temperature of 
O^S'^C and magnetic stirring, a solution containing 
16.3 grams (0.1 mole) of 2, S^dichloro- 
phenol and 14.3 grams (0.1 mole) of guinaldine in 50 
milliliters o£ acetone. The solution was added at 
-such a rare to maintain the. reaction temperature at 
0-5*'C, The resulting mixture was magnetically., 
stirred for a period of one hour, allowed to warm to 
room tempera tute, and precipitated guinaldine 
hydrochloride was filtered off and washed with 
acetone. The combined filtrates were then poured 
onto ice and the resulting precipitated solid was 
collected by filtration. The solid was washed with 
100 milliliters of 10% aqueous NaOH and then lOO 
milliliters of water. After drying, the solid was 
crystallized from hexane to give a crude yield of 
14.5 grams. This material wa;*) further purified by 
vacuum sublimation to give 1.7 grams (0.005 mole) of 
2 , 4-dichloro-6- ( 2 * , 3 ' -dichloro-phenoxy) -1.3.5- 
triazine having a meltin/ point of 154.5«C-156*»c, 
Elemental analysis of the product indicated the 
following: 
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Analysis : C^H^Cl N^o 
9 3 4 3 

Calculated: C, 34.76; H. 0.97; N> 13.51 
Found: C, 34.30-; H. 0.B9; N. 13.80. 

This compound is referred to hereinafter as Compound 
37. 

Example iv 

In a manner similar to that employed in 
Example III, other compounds were prepared. The 
structures and analytical data for Compounds 3 8 
through 45, which compounds are used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table B below. 
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Example V 

Preparation of 2->chlQro-4.6-big(2 ' > A'-dicfaloro-> 
phenoxv)^! . 3 , s-tciazine 

Into a solution containing 9.2 grams (COS 
mole) of cyanuric chloride in 100 milliliters of 
acetone was added, with cooling at a temperature of 
0-5**C and magnetic stirring, 8,15 grams (0.05 mole) 
of 2.4-dichlorophenol and 7.25 grams (0.05 mole) of 
potassium carbonate. The ingredients were added at 
such a rate to maintain the reaction temperature at 
0-5**C. The mixture was poured onto ice and the 
resulting solid precipitate was collected by 
filtration* washed with 100 milliliters of lOX 
aqueous sodium hydroxide and then with water. After 
drying, the solid was recrystallized from hexane. 
The first crop of crystals was recrystallized twice 
from hexane to give 2.0 grams (0.005 mole) of 
2-chloro-4. 6-biB(2 • , 4 • -dichlorophenoxy)-!, 3 , 5-triazine 
having a melting point of 165*C-.168«C. Elemental 
analysis of the product indicated the following: 

Analysis : ^i5^6^^5^3^2 

calculated: c, 41.18: H. 1.38: N, 9.60 

Found: C, 41.41: H. 0.96; N. 9.86 

This compound is referred to hereinafter as Compound 
46. 
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Example VI 

Preparation of 2,4^dichlog o^6,(3' ,5'-dichlorQ- 
pheiioxv^-l,3.5^tgla2ine 

lata a stirred solution containing of 5,24 
grams (0,032 mole) of 3,5-dichlorophenol in 15 
milliliters of acetone, which vas cooled to a 
temperature of O-S^C. vas added 3.45 grams (0.032 
mole) of 2,6-lutidine followed by a solution of S.93 
grams (0.032 mole) of cyanuric chloride in 1B5 
milliliters of acetone. The cyanuric 
chloride/acetone solution was added dropvise« while 
maintaining the temperaturA.at 0-5«C. After 
completing the feed;- stirring was continued at. a 
temperature of about 0**C for a period of one hour 
and the mixture was then warmed to ambient 
temperature* Lutidine hydrochloride was removed by 
filtration and the filtrate was treated with 
charcoal and filtered through Celite. The acetone 
solution was freed of solvent under reduced pressure 
and the residue dissolved in toluene. This solution 
was washed with 0.5 N NaOH (twice), then with water, 
dried over MgSO^ and evaporated in vacuo to give 
9.1 grams of a crude solid product. Recrystal- 
lization from hexane and vacuum sublimation gave l.o 
gram (O.ooa mole) of pure 2,4-dichloro-6-(3' ,5•- 
dichlorophenoxy)•l,3; B^triazine having a melting 
point of 109*C-111'»C. Elemental analysis of the 
product indicated the following: 
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Analysis: 
Calculated: 




C, 34.76; H. 0.97; N, 13.51 
C. 34.41; H. 0.90; 13.33 



Found : 



This compound is referred to hereinafter as Compound 
47 . 



Preparation of 4 . 6-dichlorQ-2->(3 '-dimethvlamino^ 
phenoxv)^1.3,5-tria2ine and 6-chloro-.2 . 4-bis^ 
( 3 '-dimiBthvlaminophenoxv)-!. 3 , S-triazine 

Into a suspension containing 4.2 grans 
(0.09 mole) of NaH (50% in oil) in 100 milliliters 
of dry tetrahydrofuran was added dropwise* a solution 
containing 10.0 grams (0.07 mole) of 3-(N.N-dimethyl- 
amino)phenol in 200 milliliters of dry 
tetrahydrofuran at a .temperature of 4«C. The 
mixture was warmed to room temperature, transferred 
into an addition funnel and added dropwise into a 
solution containing 13.4 grams (0.07 mole) of 
cyanuric chloride in 100 milliliters of dry 
tetrahydrofuran at 0*C. This mixture was stirred at 
O^'C for a period of 3 hours* evaporated, and the 
residue extracted with hot CH^Cl^. The 
CH^Cl^ solution was evaporated and the residue 
purified by flash column chromatography on 
Florisil® using 5% EtOAc in hexane to give 1.70 
grams (0.004 mole), after recrystallization from 
EtOAc-hexane. of 6-chloro-2.4-bis- 
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(3 '-dimei:hylaiainophenoxy)-l*3,5-trlazine having a 
melting point of 134*'C-136.S«C and 0.65 gram (0-002 
mole) of 4t6*-dicIilO£o-2-(3'-*dimethylaminophenoxy) 
-1*3. S-triazine as an oil. Elemental analysis of 
these two products indicated the following: 

4. 6-dichlO£o->2-(3 '-dimethylaminQPheno3cy)>1.3 .5- 
triazine 

Analysis: ^iiSio^^2^4^ 

Calculated: C, 46.34; H. 3.53; 19.65; 

CI, 24.87 

Found: C. 4S. 69; H, 3.74; 17.17; 

CI. 20.88 

This compound is referred to hereinafter as Compound 
48. * . 

6-chloro*2 , 4-bis- (3 ' -dimethvlaminophenoxv)^! > 3 . S» 
triazine 

Analysis: 
Calculated: 

Found: 



This compound is referred ta hereinafter as Compound 
49. 



C. 59.14; H. 5.22: N. 18.15; O, 
8.28; CI, 9.19 

C. 58. S2: S. 5.04; N. 17.85; O. 
8.90: CI. 9.46 
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Example VIII 

Preparation of 4 . 6>dichloro-2*(4 ' ^bromo-3 ' . 5 ' ^ 
dimetfavlphenoxv)-!. 3 . S-trlazine 

Into a solution containing 9.2 grams (0.05 
mole) o£ cyanuric chloriae in 80 milliliters of 
ad^etone was added 5.8 milliliters of 2,6-lutidine 
dissolved in 10 milliliters of acetone at a 
temperature of -60*C. A solution of 10.0 grams 
(0.05 mole) of 4-bromo-3^5-dimethyl phenol in 30 
milliliters of acetone was then added while 
maintaining the temperature at -60*C. The mixture 
was stirred for 1 hour at -60«C. 30 minutes at room 
temperature, and then filtered and the precipitate 
washed with acetone. The filtrate was poured onto 
ice and the resulting precipitate was collected by 
suction filtration. The crude product was washed 
with water and crystallized from hot hexane to give 
1.49 grams (0.004 mole) of 4,6*dichloro-2-(4*- 
bromo-3 ' , 5 • -dimethylphenoxy)-!. 3 . S-triazine as 
pink-qrange crystals having a melting point of 
149«C-151»C. Elemental analysis of the product 
indicated the following: 

Analysis:- ^iiH8^^^^2^3^ 

Calculated: c. 37.86; H, 2.31; N> 12.04 

Found: C. 38.63; H, 2.47; N. 11.55 

This compound is referred to hereinafter as Compound 
50. 
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Example IX 

In a manner similar to that employed in 
Example VI II, other compounds were prepared. The 
structures and analytical data £or Compounds 51 
through 61. which compounds ate used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table C below. For the preparation 
of Compound 61. triisopropanolamine was used as the 
acid-acceptor in place of 2, 6-lutidine. 
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Example X 



Preparation of 4 , 6-dichloro-2-(2 ' ^phenvlphenoxv)^ 

l,3,5^trla2inft 

Into a magnetically stirred solution 
containing 10.83 grains (0.06 mole) of cyanuric 
chloride in 100 milliliters of acetone was added a 
solution containing of 11.24 grams (0.06 mole) of 
triisopropanolamine in 100 milliliters of acetone at 
a temperature of -TO^'C. A solution of lo.o grams 
(0.06 mole) of 2-phenylphenol in 100 milliliters of 
acetone was th^n added dropvise at a temperature of 
-70*»C. This mixture was stirred at room temperature 
for a period of l hour, filtered, and the filtrate 
poured onto ice-water. After removal of the 
acetone solvent by evaporation, the resulting 
mixture was partitioned between water and 
CH^Cl^, the organic layer separated, dried using 
anhydrous Na^SO^ and evaporated. The residual 
product was purified by flash column chromatography 
using silica gel, and eluted with 5% ethyl acetate 
in hexane to give 6.0 grams (0.02 mole) of 
4. 6-.dichloro-2-(2 '-phenylphenoxy)-l,3. S-triazine as 
an oil. Elemental analysis of the product indicated 
the following: • 



Analysis: 
Calculated: 




H, 2.85; 



Found: 



N. 13.21: CI. 22.29 
C. 55.65: H. 2.99: 
N, 13.46: CI. 24.18 
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TUls compound is referred to hereinafter as Compound 

Example XI 

Preparation of 2 . 4«>dichloro^6« 
( 2 ' ^chlor ophenvlamino ) ^1 , 3 . 5~t r iazine 

In a manner similar to Example VIII, 4.63 
grams (0*04 mole) of 2-chloroaniline and 6»69 grams 
(0.04 mole) of cyannric chloride were reacted in the 
presence of 3.89 grams (0.04 mole) of 2«6*lutidine 
except that the cooling bath vas removed at the end 
of the feed period and the stirred mixture allowed 
to warm to room temperature. After filtering off 
lutidine hydrochloride, the filtrate was freed of 
acetone solvent under reduced pressure and the.-- 
resulting solid was crystallized from a mixture of 
hexane and benzene. The first crop of product 
yielded 1.1 grams (0.004 mole) of 2,4-dichloro- 
6-(2'-chlorophenyl-amino)-1.3,5-tria2ine having a 
melting point of 153*C-156*»C. NMR analysis of the 
product indicated the following: NMR (CDCl^): 
7.0-8.35 ppm (;.':omplex multiplet, aromatic and NH) . 
This compound is referred to hereinafter as Compound 
63 . 
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Example XII 

Preparation of 2 , 4-dichlotQ^6- 
(4 ' ^chlorophenvlamino)-!, 3 . S-triazine 

In a manner similar to Example XI « 6.94 
grams (0.05 mole) o£ 4-chloroaniline, 10,04 grams 
(0.05 mole) of cyanuric chloride ^and 5.83 grams 
(0.05 mole) of 2,6*lutidine were reacted in acetone 
solution. On completing the feed« the reaction 
mixture was stirred for about 1 hour at a 
temperature of 0*C and then at room temperature for 
about 16 hours. Work up furnished after 
water-washing and dryiag 14.0. grams (0.05 mole) of 
2,4-dichloro-6-(4'-chlorophenylamino)-1.3,5-triazine 
having a melting point of 181«C-184'*C. NMR analysis 
of the product indicated the following: ^^C NMR 
(dg acetone) 171.38. 165.29,. 136.74, 130.56, 
129.72, 123.79 ppm. 

This compound is referred to hereinafter as Compound 
64. 



Example XIII 
Preparation of 2 . 4^dichloro^6-> 
(5' .6* .7' , 8 '-tetrahvdronaphthyl^l*^.amino)■ 
l,3.5>^tria2ine 



Into a stirred solution containing cyanuric 
chloride (5.0 grams, 0.03 mole) in acetone (120 
milliliters) at a temperature of 0*C was added 
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dropwlse a eolution coatalning 2«6«lutidine (3«I5 
millllitecs. 0.03 mole) ^and L-amino-5,6,7«8- 
tetrahydtonapbthalene (3.97 grams « 0.03 mole) in 
acetone (200 mlllilite£6) . After 2 hours at 0^*0, 
the reaction mixture was warmed to room temperature* 
and stirred for a period of I hour. The reaction 
mixture was filtered, and the filtrate was filtered 
through silica gel and washed with acetone to afford 
2,4-dichloro-6.(5' .6» .7' .8'-tetrahydronaphthyl-l•- 
amino)*l«3•5-triazine as a solid (7.0 grams, 0.02 
mole) haying, a melting point of 158*C-162*'C. ^ 
Elemental analysis of the.prpduct indicated the 
following: 

Analysis: <^^2^^2^^2''a 

Calculated: C. 52,89; H, 4.10: N. 18.98, 
Found: C. 53.03; H. 4.06; N, 18.89 

This compound is referred to hereinafter as Compound 
65. 

Example XIV 
?p^pai;a^j,QB ^ , 6-dichloro-2> 
( 4 ' -nitroDhenvlamino ) -*1 . 3 , 5^t t iazine 

Into a solution cozitaining 20 grams (0.11 
mole) of cyanuric chloride in 300 milliliters of 
acetone was added a solution containing 15.0 grams 
(0.11 mole) of p*nitroaniline in 200 milliliters of 
acetone and a solution containing .12.6 milliliters 
(0.11 mole) of 2.6-lutidin in 100 milliliters of 
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acetone* The resulting mixture was stirred at room 
temperature under a nitrogen atmosphere for about 16 
hours. The mixture was then filtered, the filtrate 
poured onto ice-water, and the resulting precipitate 
collected to give 5.6 grams of a crude product. The 
crude product was recrystallized from 
acetone-toluene to give 3.72 grams (0.01 mole) of 
4 r 6-dichloro-2- (4 • -nitrophenylamino )-l. 3 . 5- 
triazine as a yellow solid having a melting point of 
240^0 (dec.)* Elemental analysis of the product 
indicated the following: 

Analysis: C H N 0 CI 
^ 9 5 5 2 2 

Calculated: C, 37.79; H, 1.76; N/ 24.48; . 

O, 11.19; CI. 24-79 

Found: C, 38.04; H. 2.01; N, 24.20; 

O, 11.14; CI. 23.74 

This compound is referred to hereinafter .as Compound 
66. 



Example XV 

Preparation of 4 . 6^dibromo-2-f 4 ' -nitrophenvlamino^- 

1.3.5-tria2lne 

Into a solution containing 600 milligrams 
(0.002 mole) of 4,6-dichloro-2-(4* -nitrophenylamino)- , 
1,3,5-triazine prepared in Example XIV in 300 
milliliters of CH^Cl^ was bubbled HBr gas at 
room temperature for a period of 4 hours. The 
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resulting niixture vas stored in a refrigerator for 
about 48 hours and an oil, vHicb separated from 
CH^Cl^. was collected by decantation« The oil 
was rinsed with CH^Cl^ (3 X 20 milliliters) and 
then recrystallized from toluene to give 600 
milligrams (0.002 mole) of 4, 6-dibromo*2-(4'- 
nitrophenylamino)*l,3« S^triazine as a yellow solid. 
Elemental analysis of the product indicated the 
following: 

Analysis: C^H^N^O^Br. 

9 5 5 2 2 

Calculated: 
C« 28.81: H« 1.34; 18.67 

Found: C. 29.85: H» 2:75: N, 18.85 

This compound is referred to hereinafter as Compound 
67. 

Example XVI 

Preparation of 4 . 6»dibromo«2" (4 * ^chlorophenvl"* 
amino )^1. 3 . S^^triazine 

In a manjier similar to Example XV, 4,6- 
dichloro-2<»(4 ' •chlorophenylamino}- 1,3,5-triazine 
was reacted with hydrogen bromide to give 4,6- 
dibromo-2- (4 * -chlorophenylamino) 3 « 5-triazine 
having a melting point of 197.5*^C-200^C« Elemental 
analysis of the product indicated the following. 
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Analysis: C^HgN^ClBr^ 

calculated: 29.66; H. 1«39; N. 15.38; 

CI. 9.73; Br. 43.85 

Found: C. 29.49; H. 1.48; 15.19; 

CI. 9.36; B£« 43.40 

This compound is referred to hereinafter as Compound 
68. 

Example XVII 
Preparation of 2«(4'-chlorophenylamino^-4. 6- 
dif luoro-l.S .S^triazine 

Into a stirred solution containing 16.21 
grams (0.12 mole) of cyanuric fluoride in 120 
milliliters of toluene was added, with cooling at a 
temperature of -10*»C to O^C, a solution of 12-75 
grams (0.10 mole) of 4-chloroaniline in 120 
milliliters of toluene over a period of 2 hours. 
The mixture was then stirred at room temperature for 
15 minutes and at a temperature of 50**C for 30 
minutes. After filtering, the filtrate was reduced 
to one-half in volume by rotary vacuum evaporation 
of the solvent. The crystalline crude product (12.6 
grams) was separated from the concentrated solution 
and. following filtering and drying, was 
recrystallized from toluene to give 6.3 grams (0.03. 
mole) of 2-(4'-chlorophenylamino)-4,6-dif luoro 
-l«3.5-tria2ine as white crystals having a melting 
point of 144«C-147'?C. NHR analysis of the product 
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indicated the following: C NMR (dg acetoae) / 
177.09 (m ). 168*21 (m). 130.75. 129.75, 124.12 ppm. 

This compound is referced to hereinafter as Compound 

Example XVIII 

Preparation of 4^chloro^6>iodo^2>-(2 ' .4 
dichlorophenoxv^ *1 , 3 . 5-^tr iazine 

Into a. suspension containing 6.0 grams 
(0.02 mole) of 4,6-dichloro-2-(2' , 

4*-dichlorophenoxy)-l,3'.5-triazin6 in 60 milliliters 
of acetone was added a solution containing 5.8 grams 
(0.04 mole) of Nal in 60 milliliters of acetone. 
The resulting mixture was stirred and heated to a 
temperature of 90<^C in a sealed bottle for a period 
of 6 hours. The mixture was then filtered, the 
filtrate evaporated to give 9.2 grams of solid, and 
40 milliliters of methylene chloride was added to 
this solid and the suspension then filtered. The 
filtrate was evaporated and the residue was sublimed 
in v acuo at 90**C for 10 hours. The temperature was 
then raised to leo^'C-lSO^C and 2.0 grams of 
Off-white solid was collected from the cold finger. 
This solid was recrystallized from CH^CN water 
to give 1.0 gram (0.002 mole) of 4*chloro-6-*iodo-2^ 
(2' ,4'-dichlorophenoxy)-1.3,5-tria2ine as a white 
solid having a melting point of 155*C-158«C. 
Elemental analysis of the product indicated the 
following: 
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Analysis: 
Calculated: 




C, 26.84; H« 0.75; N« 10.44; 



I. 31.54. 



Found: 



C. 26.87; H. 0.77; N, 10.27; 



I. 30.61 



This compound is referred to hereinafter as Compound 
70. 



dichloro-6-(2 * »4 ' -dichlorophenoxy)-!, 3< 5-triazine 
prepared in a manner similar to Example III was 
dissolved in 200 milliliters of toluene. HBr gas 
was continuously bubbled through the refluxing 
mixture for a period of 5 hours. The reaction 
mixture was cooled to room temperature and nitrogen 
gas was bubbled through the mixture to remove any 
excess HBr. The reaction mixture was then 
evaporated to dryness and the residue recrystallized 
from CH^Cl^/hexane to give 1.97 grams (0.005 
mole} of 4,6«-dibromo-2-(2 * ,4*-dichlorophenoxy}- 
l•3.5-tria^ine as silver gray crystals having a 
melting point of 174^C-176«C. Elemental analysis of 
the product indicated the following: 



Example XIX 
Preparation of 4. 6-dibcomo-2-(2 ' >4 
dichlorophenoxv)-l . 3 .5-tr iazine 



A 4.0 gram (0.01 mole) portion of 2,4- 
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Ana lys is : C^H, Br ^Cl 0 
9 3 2 2 3 

Calculated: C. 27;00: H. 0.75: N, 10.50; 
CI,. 17.50 

Found: C, 27.41; H. 0.65; N, 10.01; 

CI, 16.70 

This compound is referred to hereinafter as Compound 
. 71. 



Example XX 
Preparation of 2^M ' ^chlorophen0xv)-4. 6- 
dif luoro^l. 3 . S^triazine 

Into a stirred solution containing 3.-91 
grams (0.03 mole) of cyanuric fluoride in ISO 
milliliters of acetone was added dropvise a mixture 
containing 3.72 grams (0.03 mole) of 4-chlorophenol 
and 3.10 grams (0.03 mole) of 2.6-lutidine at a 
temperature of 0«C. After stirring for about 16 
hours, the reaction mixture was poured onto ice 
causing an oil to separate. The oil was taken up 
into ether, washed with 0.5 N NaOH, then water, and 
dried. Evaporation gave a white solid, which was 
recrystallized from hexane and. vacuum sublimed to 
give 0.47 gram (0.002 mole) of 2-(4*-chlQrophenoxy)- 
4,6^dif luoro-lr3,5-*tria2ine having a melting point 
of 81''C-a2.5«C. Elemental analysis of the product 
indicated the following: 
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Analysis: CgH^ClFN^O^ 

Calculated: C. 44.74; H, 1.67; N, 17.39 

Found: C. 44.80; H. 1.72; 17.23 

Tbis compound is referred to hereinafter as Compound 
72. 



Example XXI 
Preparation of 2-f luoro^4 . 6-bi8-(4 ' ^ 
chlorophenoxv)^l. 3 .S^triazine 

Into a mixture containing 3.72 grams (0.03 
mole) of 4-chlorophenol and 3.10 grams (0.03 mole) 
of 2«6-lutidine in 15 milliliters of acetone was 
added, with magnetic stirring and cooling at a 
temperature of 0-5»C. a solution containing 3*91 
grams (0.03 mole) of cyanuric fluoride in 185 
milliliters of acetone. After stirring at a 
temperature of 0-5^0 for one hour* the mixture was 
stirred at ambient temperature for about 70 hours. 
The mixture was then stirred and heated under reflux 
for about 28 hours, cooled to room temperature and 
poured onto ice to give a solid. The solid WaS 
water-washed, taken up in toluene and the resulting 
solution washed successively with 0.5 N NaOH and 
water, then dried over HgSO^ and evapora'.ed under 
reduced pressure. The resulting solid was 
recrystallized from hexane to give 1.20 grams (0.003 
mole) of a first crop of 2-£luoro-4,6-bis- 
(4 •-chlorophenoxy)-l,3.5-tria2ine having a melting 
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point of 149*C-IS0«C. Elemental analysis of the 
product indicated the following: 

Analysis: C^^HgN^O^Cl^F 
Calculated: C\ 51.15; H, 2,29; N. '11/93; F. 
5,39 

, Found: C. 51.20; H, 2.21; N. 11.89; F, 

5.16 

Tbie compound ts referred to hereinafter as Compound . 
73. 

Example XXII 

Preparation of 2,4-dichloro-*6-.f4'-gec- 
butvloxvphenoxy ) "1 . 3 . 5-triazlne 

Part A: Preparation of 4-p(sec-butvloxv^ phenol 

Into a 500 milliliter round 'bottom flask 
under a nitrogen atmosphere was added NaOH (2.91 
grams* 0.07 mole) and 125 milliliters of 1:1 
vater/dioxane (degassed). When all of the NaOH had 
dissolved* hydroguinone (4.0 grams, 0.04 mole) was 
added and the resulting solution immediately turned 
daric brown. At this time« 2~iodobutane (4.15 
milliliters* 0.04 mole]} dissolved in 5 milliliters 
of dioxane wad added and the mixture waa stirred for 
72 hours at room temperature and then acidified with 
10% aqueous HCl solution to a pH of about 2. The 
aqueous solution was extracted with EtOAc (2 x 150 
milliliters) and the combined extracts were washed 
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With water, saturated NaCl, dried (Mgso^) and 
concentrated in vacuo to give a crude product 
mixture. This mixture was purified by flash 
chromatography to give a small amount of dialkylated 
product. 2.31 grams (0.01 mole) of 4.-(sec-butyloxy}- 
phenol and starting hydroquinone in order of 
elution. VKR analysis of the product indicated the 
following: NMR (CDCl^) / 0. 95 (t, 3H. J-7H2) . 1.29 
(d.3H.Ja6H2). 1.29-1.40 (m,2H), 4.12 

(sextet, 1H,J«6H2), 6.35 (br s, 1H),'6.72 (S,4H) ppm. 

Part B: Preparation of 2 . 4-dichloro-6- 

(4 ' -5ec-butvloxvphenoxv)-l , 3 . S-triazine 
Into a 100 milliliter 3-necked round bottom • 
flask equipped with a thermometer, addition funnel 
and nitrogen inlet was added cyanuric chloride (2.22 
grams, 0.01 mole} dissolved in 20 milliliters of 
acetone. After cooling to a temperature of 0-5«C, 
4-(sec-butyloxy) phenol (2.0 grams, 0.01 mole) 
prepared in Part A and 2,6-lutidine (1.40 
milliliters. 0.01 mole) dissolved in 20 milliliters 
of acetone were slowly added dropwise via the 
addition funnel. The temperature of the reaction 
was maintained between 0-5"C during the addition. 
The reaction mixture was then stirred at room 
temperature for a period of 16 hours. After this 
period, the reaction mixture was filtered through a 
Celite pad and the pad rinsed with acetone. 
Ice-water was added and the oil which precipitated 
was extracted with EtOAc, The EtOAc layers were 
washed with water, dried (MgSO^) and cpncentrated 
to give a brown semi-solid. The crude product was 
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purified by Clash chromatography on silica (eluent 
10% EtOAc/hexane) to give 2.43 grams (0.008 mole) of 
2 , 4-dichloro-6- (.4 ' -sec-butyloxypheaoxy ) -1.3.5- 
triazine as pale yellow crystals having a melting 
point of 52.0*C-55 .0**C. Elemental analysis of the 
product indicated the following: 

Analysis: ^i3^i3^^2^3^2 

Calculated: C, 49.70; H. 4.17; N, 13.37 

Found: c; 50.26; H. 4.51; N. 13.10 

This compound is referred to hereinaftet as Compound 

. 74 . 



Example XXI I I 

In a manner similar to that employed in 
Example XXII. other compounds were prepared. The 
structures and analytical data for Compounds 75 
through. 83. which compounds are used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table D below. 
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Example XXIV 

Preparation of 4-chloto>6-me thvl-2-(2 ' . 4 ' « 
dichlorophenoxv)-!, 3.5-triagine 

Into a solution containing 5,0 grams (0.02 
mole) of 2.4-dichloro-6-(2' .4»-dlclilorop!ienoxy)~ 
1,3, S-triazine prepared in a manner similar to 
Example III in 400 milliliters of dry tetra- 
hydrofuran was added dropwise 5.9 milliliters of a 
2.7M solution of methylmagnesium bromide in ether at 
a temperature of .O-'C. The resulting mixture was 
stirred at room temperature under a nitrogen 
atmosphere for about 18 hours. The mixture was 
concentrated and the residue purified by flash 
column chromatography on silica gel using 10% EtOAc 
in hexane to give 2.00 grams (0.007 mole) of 
4-chloro-6-m8thyl-2^(2" .4•-dichlorophenoxy)-1.3,5- 
tria2ine having a melting point of 107^C-108*»C. 
Elemental analysis of the product indicated the 
following: 

Analysis: ^io"6^^3^3^ 
Calculated: C. 41.34; H, 2.08; N. 14.46; 
CI, 36.61 

Pound: C, 41.35; H, 2.39; N. 14.46; 

CI. 36.85 

This compound is referred to hereinafter as Compound 
84. 
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Example XXV 
Preparation of 4-bromo^€^methvl'^2»(2 ' ,4' 
dichloEophenoxv)^1.3 .S-triazine 

Into a solutloa containing 2.0 grams < 0.007 
mole) of 4-chloro-6-niethyl-2-(2* ,4•-dicll^oroptlenoxy)- 
1.3.S-tria2ine prepared in Example XXIV in 300 
milliliters qf CH^Cl^ was bubbled dry HBr gas 
£or a period of 3 hours. The mixture was allowed to 
stand at room temperature for about 18 hours. The 
suspension was then filtered and the solids 
partitioned be:tween NaH(20^ solutloa and 

CH^Cl^. The organic layer was dried over 

• 22 

anhydrous Na^SO^ and the solvent evaporated to 

2 4 

give 0.7 gram (0^002 mole) of 4-*bromo~6-* ' 
methYl-2- (2 ' , 4 ' -dichlorophenoxy )-l. 3 . S-triazine 
having a melting point of 123*»G-127«C. Elemental 
analysis of the product indicated the following: 

Analysis: Cj_^H^BrCl2N30 
■calculated: C. 35.85; H; 1.81: N. 12.54; 

CI, 21.17; Br, 23.85 
Fornd: C. 36.22; H. 2.15; N. 12.46; 

CI. 22.00; Br, 21.20 

This compound is referred to hereinafter as Compound 
85. 
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Example XXVI 
Preparation of 4>chlQro-6-merhvl-2- 
(l-napt^thoyy)-;,3r5^ti;ta2iae 

Into a solution containing 5.0 grams (0.02 
mole) of 4, 6-dichloro-2-(l~naphthoxy)-l, 3,5-triazine 
prepared in Example IX in 300 milliliters of 
tetrahydrofuran at ^^C was added dropvise 7.0 
milliliters of 2*7M methylmagnesium bromide in 200 
milliliters of tetrahydrofuran. The resulting 
mixture was stirred at room temperature for about IB 
hours and theh evaporated. The residue was purified 
by flash column chromatography on silica gel using 
7\ ethyl acetate in'hexane to give 2»0 grams (0.007 
mole) of 4-chloro-6-methyl-2-(l-naphthoxy)-li3,5- 
triazine having a melting point of 80*C-83»C. 
(recrystallized from CH^Cl^-hexane) . Elemental 
analysis of the product indicated the following: 

Ana lys is : C^^H^^CIN^O 

Calculated: C. 61.89; H. 3.71; N« 15.46: CI, 
13.05 

Found: C, 61.86; H. 3.72; N, 15.46; 

CI. 13.07 

This compound is referred to hereinafter as Compound 
86. 
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Example XXVII 
Preparation of 2»chloro-4«methory^6^ 
(2 ' , 4 ' "'dlchlorophenoxv) 
-1,3, 5*tria2ine 

Into a stirred fiolutioa cbataining lo.o 
grams (0.03 mole) o£ 2«4-dichlQro-'6*(2' ,4^- 
dichloropheno^cy)- l«l,5-triazine in 200 milliliters 
of acetone was added 3«49 grams (0.03 mole) of 
2,6-liatidine at a temperature of 0*C-5'C, To tHis 
mixture was added dropviee 1,03 grams (0.03 mole) of 
methanol vbile .warming to room temperature. The 
mixture was heated to SQ^C and maintained, for about 
6 hours, then cooled to room temperature and stirred 
for about 60 hours. Lutidine hydrochloride was 
filtered off, the solvent evaporated^ and -the 
residue dissolved in ether and dried over Hgso . 

4 

The solution was flash chromatographed on a silica 
column, eluting with CH CI /hexane (9:1) • 
Evaporation of solvent gave 3.14 grams of 
crystalline pcoduct which was recrystallized from 
hexane to give 1.86 grams <0.006 mole) of 
2-chloro-4-methoxy-6-<2 • . 4 • -dichlorophenoxy)- 
1,3,5-triazine having a melting point of 87»c-89«»C, 
Elemental analysis of the product indicated the 
following: 

Analysis: ^lo^6^^3^3^2 

Calculated: C, 38.67? H. 1.97; N. 13.71 

Found: C, 38.94; H. 2.00: N. 14.09 
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This compound is referred to hereinafter as Compound 
87. 



Example XXVIII 
Preparation of 4,6»bis- 
f2' ,2' .2^-tri'f luoroethoxv) 
^2-phenvl*I. 3 . S-triazine 

Into a stirred suspension containing 1.06 
grams (0.02 mole) of KaH iSO% in oil) in 30 
milliliters of. dry tetrahydrofuran was added 
dropvise a solution containing 1.72 milliliters 
(0.01 mole) o£ 2,2«2-tri£luoroethanol in 10 
milliliters of dry tetrahydrofuran at a temperature 
of 4**C. This mixture was stirred at room 
temperature under a nitrogen atmosphere for 20 
minutes. The mixture was then transferred into an 
addition funnel under a nitrogen atmosphere and 
added dropvise to a solution of 5.0 grams (0.02 
mole) of 4.6-dichloro-2-phenyl-l,3,5-triazine in 60 
milliliters of dry tetrahydrofuran at room 
temperature, stirred for about IB hours and then 
evaporated to dryness, the residue was purified by 
flash column chromatography on silica gel using 2\ 
EtOAc in hexane to give 0.9 gram of a crude product 
which was recrystallized from CH^Cl^-hexane to 
give 0.48 gram (0.001 mole) of 4t6-bis«- 
(2 ' . 2 • .2 ' -trif luoroethoxy)-2-phenyl-l, 3 . B-triazine 
as white plates having a melting point of 
92^C*93''C. Elemental analysis of the product 
indicated the following: 
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Analysis : ^i3®9N3^2^6 

CalCQlated: C. 44.20: H* 2.57; N, 11.89; F, 32.27 

Found: C. 44.51; H. 2.57; N. 12.03; F, 31.56 

This compound is referred to hereinafter as Cotapound 
88. 



Example XXIX 

Preparation of 4«>chloro-6^ 

f 2' .2' .2'^trifluoro6thoxv> 
-2>phenvl-^l. 3 . 5 triazine 

The column chromatography fractions from 
Example XXVI I I were examined and a group identified 
as containing 4-chloro-6-(2' ,2' ,2'-trif luoroethoxy) 
*2-phenyl-l/3,5-triazine as a second component. 
These were combined and purified by preparative 
liquid chromatography (silica gel) using 10% ethyl 
acetate in hexane as the eluent to give 320 
milligrams (0.001 mole) of 4-chloro-6- 
(2 ' , 2 ' . 2 ' *trif luoroethoxy ) -2-phenyl-l « 3 « 5-triazine 
as an oil. Elemental analysis of the product 
indicated the following: 

Analysis: 
Calculated: 

Found: 



C H Cl F N 0 

11 7 1 3 3 
C; 45.61; 2.44; N. 14:51; 

CI, 12.24; F. 19.68 

45.43; 2.41; 14.45; 

CI, 12.28; F. 18.02 
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This compound is referred to hereinafter as Compound 

89. 

Example XXX 

Preparation of 2-chloro-4-(2' .4 '-dichlorophenoxv) 
*6«'(diethoxvphosphinyl)^l. 3 . S-triazine 

Part A. Preparation of 2>4-dichloro-6^ 

(diethoxvphosphinvl . 3 . S^triazine 
Into a stirred solution containing 36,9 
grams (0.02 mole) of cyanuric chloride in 150 
milliliters of toluene was added 33.2 grams (0.02 
mole) of triethyl phosphite in small portions. The 
exothermic reaction was controlled by cooling in an 
ice bath until it ceased. The reaction mixture was 
stirred and heated for about 18 hours at a 
temperatTire of 60«C-90*C. Toluene was removed under 
reduced pressure and the residue extracted with 
hexane. After filtering through Celite.the crude 
product of 2.4-dichloro-6-{diethoxyphosphinyl) 
-lt3,5-triazine showed the following NHR spectrum 
(CrCl^): 1.15-1.65 ppm (3H, t, CH^). 
4.16-4.75 (2H, pentet, CH^). This product was 
used in Part B without purification. 

Pait B. Preparation of 2-chloro-4-(2 ' .4 ' - 

dichlorophenoxv)-6-fdtethoxvphosphinvl\-> . 
1.3.S-tria2ine 

A 10 gram (0.03S mole) portion of 
2 , 4-dichloro-6- (diethoxyphosphinyl)-!, 3 . 5-tr iazine 
prepared in Part A was dissolved in 50 milliliters 
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of acetone and the resulting solution was added over 
a period of 15 minutes to a stirred mixture of 102 
grams of ice and 54 milliliters of water. To this 
stirred suspension was added a solution containing 
5.7 grams (Q.03S mole) of 2, 4-diclxlorophenol in 18 
milliliters of 8% aqueous sodium hydroxide. This 
mixture was stirred at 0-5*»C for 1 hour and then at • 
room temperature for an additional l hour. The 
aqueous layer was decanted away and the organic 
residue taken up in ether and water-washed, dried, 
filtered and the solvent evaporated to give 9.1 
grams (0.02 mole) of 2-chloro-4-(2 • .4 ' - 
dichlorophenoxy)-6-(diethoxyphosphinyl)-l*3.5-triazine 
as an oily residue product. Elemental analysis o£ 
the product indicated the following: 

Analysis : ^i3"i3^l3^3^4^ 
Calculated: C. 37.84; H. 3.18; P. 7. 51; 
CI* 25.78 

Found: C. 38.93; H. -3.43: P, 7.37; Cl, 

25.32 

This compound is referred to hereinafter as Compound 
90. 
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Example XXXI 

Preparation of 2 . 4>dichloto-6-> 
f 2 '-carbomethoxvphenvlsulf onvlamino) 
-1.3,5-trla2iDe 

A mixture of 5.7 grams (0.03 mole) of 
cyanuric chloride and 7.11 grams (0.03 mole) of the 
sodium salt of 2-carbomethoxybenzenesulf onamide in 
150 milliliters of toluene vas stirred at room 
temperature for a period of 20 minutes. The mixture 
was then heated to 80^C for 3 hours, filtered hot 
and the filtrate diluted with hexane and cooled. A 
white solid precipitated and was collected by 
suction and dried to give 3.0 gram's (0.008 mole) of 

2.4- dichloro-6-(2 ' -carbomethoxyphenylsulf onylamino) -1, 

3.5- tria2ine having a melting point of 212*C-215*C. 
Elemental analysis of the product indicated the 
following: 

Analysis: C^^HgCl^N^O^S. 

Calculated: C. 36.38: H« 2.22: 15.42 

Found: C. 38.36: H. 1.63: N. 15.42 

This compound is referred to hereinafter as Compound 
91. 
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Example XXXII 
Preparation of 2-f 2 ' . 4 ' -dichloro^alpha- 
methyIbexi2Vloxv)^4 . 6-dlchloro-l. 3 ^S-triazine ■ 

Into a solution containing 7^4 grams (0.04 

mole) of cyanuric cHloride in 50 milliliters of 

acetone under a nitrogen atmosphere and cooled to. 

0*'C was added dropwise a mixture of 7.6 grams (0.04 

mole) of 2,4-dichloro-alpha-metlxylbenzyl alcohol and 

4.3 grams (0.04 mole) of 2.6-lutidine and 25 

milliliters of acetone. The resulting dark red 

reaction mixture was stirred at 0**C for 30 minutes 

during vtiich- time a white precipitate formed. 

Stirring at room temperature was continued for 2 

days. The preci-pitate was then separated by 

filtration and the filtrate concentrated under 

reduced pressure. The unreacted cyanuric chloride 

was distilled out using a Kugelrohr apparatus (.25 

mmHg, 50-*70''C). The dark residue was then 

chromatographed on silica gel employing a 9:1 hexane 

- EtOAc eluent. , This furnished 5.0 grams of an 

orange-yellow oil which was distilled using a 

-4 

Kugelrohr apparatus and a diffusion pump (10 mm 
Hg; 120^0 to yield 2«0 grams of. a colorless solidJ 
Recrystallization from hexane gave 1.4 grams (0.004, 
mole) of 2-(2 • ,4 * -dich^oro-alpha-methylbenzyloxy)- 
4,6*dichloro-l,3,5•>triazine as colorless neecles 
having a melting point of 97.5''C-99.5'^C. Elemental 
analysis of the product indicated the following: 
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Analysis : C^^H^Cl^N^O 

Calculated: C. 38.97; H. 2.08; N, 12.40 

Found: C, 39.02; H. 1.82; 12.58 

This compound is referred to hereinafter as Compound 
92. 

Example XXXIII 

In a manner similar to that employed in 
Example XXXI I. other compounds were prepared. The 
structure and analytical data for compounds 93 
through 95. which compounds are used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table E below. 
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Example XXXIV 

Preparation of 2 , 4'*dichlorobenzaldehvde Ot. 
(As 6'-dichloro*»I. 3 . S*trla2in^2^yl>oxime 

Part A. Preparation of 2 . 4-dlchlorobenzaldehvd6 
oxime 

Into a solution containing 8<8 grams (0.13 

mole) of hydroxylamine hydrochloride in 20 

milliliters of water cooled to a temperature of O^C 

was added 10.6 grams (0;13 mole) of sodium 

bicarbonate and a solution of 14.7 grams (0«08 

moles) of 2,4-dichlorobenzaldebyde in 50 milliliters 

of ethanol. Stirring at room temperature and under 

nitrogen pressure was continued for 3. 1/2. hours. 

The reaction mixture was then diluted with 150 

milliliters of water and extracted with CH^Cl^ 

2 2 

(3 X 100 milliliters). The combined organic layers 
were dried over HgSO^ and concentrated under 

4 

reduced pressure to yield 15«7 grams of a colorless 
solid. Chromatography on silica gel using 
dichloromethane as the eluent furnished 14.2 grams 
(0.07 mole) of 2, 4-dichloroben2aldehyde oxime as a 
colorless solid. The MHR spectrum of- this material 
indicated the following: NMR (CDCl^) qT 7.21 
(IH. dd, J-9,2H2), 7.40 (IH, d, Jo2H2), 7.75 
(lH,d,Js9Hz)« 8.09 (IH.s). 8.49 (1H«S) ppm. 
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Part B. Preparation of 2. 4-dichloroben2aldehvde 
0>(4.6^dichloro-l. 3 . 5 tria2in-2-yl >oxime 

2,4-Dlcblorobenzaldehyde oxime prepared in 
Part A. vas reacted with cyanuric chloride using a 
procedure similar to that described in Example XXXII 
above. The reaction mixture was filtered to remove 
the precipitate and the filtrate was poured onto ice 
causing a yellov solid to form. The solid was 
separated and recrystallized from acetone-*water to 
yield' 2.1 grams (0.006 mole) of 2 , 4-dichloro- 
benzaldehyde O- (4 , 6-dichlor o-l, 3 » 5-tr iazin- 
2-yl} oxime as pale yellow needles .having a melting 
point of L24*C-124.5**C. Elemental analysis-of - the 
product indicated t.he following: 

Analysis: C, H ci N o 

10 4 4 4 

calculated: 35. 54^ H. 1.19; 16.58 

Found: ' C, 35.72; H. 1.35; 16.74 

This compound is referred to hereinafter . as Compound 
96. 

Example XXXVT 

Preparation of acetophenone 0^(4.6- 
dichloro-1.3 .S->tria2in-2^vl)oxime 

Acetophenone oxime and cyanuric chloride 
vere reacted according to the procedure of Example 
XXXIV to give acetophenone 0-(4,6-dichloro- 
1.3,5-triazin-2-yl)oxime having a melting point of 
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123"C-125»C. Elemental analysis of the product 
indicated the following: 

Analysis : C^j^HgCl^N^o 

Calculated: C, 46.67; H, 2.85; N, 19.79 

Found: C. 47.10; H, 2.80; N. 19.77 

The compound is referred to hereinafter as Compound 
97. 



Example XXXVI 

Preparation of 2 . 6-dichloroben2aldehvde 
O- (4 . 6-dichloro-l. 3 . 5-tria2in*2-vl ) oxime 

Into 300 milliliters of ice cold acetone 
was added 18.9 grams (0.1 mole) of 2,6- 
dichlorobenzaldoxime and 18.4 grams (0.1 mole) of 
cyanuric chloride. The pH value of the resulting 
solution was maintained at 6 by addition of 5V 
sodium bicarbonate solution. After stirring for 3 
hours and keeping the pH at 6, crystals precipitated 
and were collected by suction filtration, washed 
three times with 100 milliliters of 20* aqueous 
acetone and dried in a vacuum oven for about 18 
hours at SO'^C to give 4.92 grams (0.02 mole) of 
2 . 6-dichloro-ben2aldehyde O- (4 . 6-dichloro- 
l,3,5-triazin-2-yl)oxime having a melting point of 
134.9*C-135.9**C. Elemental analysis of the product 
indicated the following: 
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Analysis: 
Calculated: 




C* 35,54: H. 1.19; N. 16. 5B 
C. 35.78; H. 1.04; N, 16.40 



Found : 



This compound is referred to hereinafter as Compound 
98. 



Preparation of W^(2.4^dichloroDhenyl)-N' ^ 
(4 , 6->dichloro^l>3 . 5-tria2ln-2;>vl>hvdra2ine 

A 4^3 gram (0.02 mole) portion of 
2,4-dichloro:phenylhydra2ine was treated with 5.64 
grams (0.O3 mole) of cyanuric chloride in the 
presence of 3.11 grams (0.03 mole) of 2, 6-tlutidine 
in 125 milliliters of CH^Cl^ in a manner similar 
to that employed in Example XXXII. After stirring 
for about 18 hours at room temperature, the reaction 
mixture was concentrated under reduced pressure and 
the residue recrystallized from CHCl^ to give 3.4 
grams (0.01 mole) of N-(2 ^ 4*dichlorophenyl} 
-N'-(4,6-dichloro-1.3.5-tria2in-2-yl) hydrazine as 
colorless needles having a melting point of 
185.0*C-192.0'C (dec). Elemental analysis of the 
product indicated the following: 



This compound is referred to hereinafter as Compound 

99. 



Example XXXVXI 



Analysis: S^5^^4^5 

calculated: C, 33.26; H. 1.55; 21.55 
Found: C. 32.88; H. 1.60; 20.74 
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Example XXXVIII 

Preparation of N>(2 , 4-dichlorophenvl) 
( 4 . 6-dichloro^l . 3 . S-triaz in>2-vl ) 
methanesulfonamlde 

Part A. Preparation ^of 2 . 4-dlchlorophenvl (methane- 
sulfonamide) 

Into a magnetically stirred solution 
containing 13.5 grams (0,08 mole) of 2,4-dichloro- 
aniline* 10.1 grams (0.1 mole) of triethylamine and 
80 milliliters of dry tetrahydrofuran was added 
dropvise a solution containing 11.5 grams (0.1 mole) 
of metnanesulf onyl chloride in 10 milliliters of 
tetrahydrofuran. A white precipitate separated^as 
the addition proceeded, stirring at room 
temperature was continued for about 16 hours and the 
mixture was then heated to reflux for 4 hours. The 
product was isolated by cooling, filtering to remove 
the precipitate and concentrating under reduced 
pressure to give 21.6 grams of a yellow solid. 
Chromatography on silica gel using a 9:1 
toluene-ethyl acetate eluent furnished 1.5 grams 

(0.006 mole) of 2«4-dlchlorophenyl 

(methanesulfonamlde) as a yellowish solid. NHR 

analysis of the product indicated the following: 
NMR (CDCl^) i.lO (3H.S), 7.0 (lH,bs). 7.37 

(lH.dd.J:2.9 H2). 7.55 (lH,d.J:2H2) . 7.71 

(lH«d«J:9Kz} ppm. 
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Part B. PreBaration of N-f 2. 4-dichlQrophenvl)-N- 
(4 . 6-dichlQro-l , 3 > S^tr ia2in-2-yl ) 
methanesulfonamide 

Using a procedure similai to that employed 
in Example XXXVII. 1.15 grams (0.006 mole) of 
cyanuric chloride was treated with 1.5 grams (0.006 
mole) of 2,4-dichlocophenylmethane8Ulf onamide and 
670 milligrams (0.006 mole) of 2.6-lutidine. A 
colorless precipitate was separated by filtration 
and the filtrate was concentrated under reduced 
pressure to yield 2«8 grams of a yellow solid. This 
was flash chromatographed on silica gel employing a • 
3:1 hexane-ethyl acetate eluent to give 1*6 grams of 
a yellow solid. Recrystallization from 

toluene-hexane furnished 1.0 gram (0.003 mole) of. 

N- (2 . 4-dichlorophenyl ) -K- (4 , 6-dichloro-l. 3 , 5-tr iazin-2 
-yDmethanesulf onamide as a yellow solid having a . 
melting i?oint of 145*C-157*C. 200 milligrams of 
additional yellow needles were obtained having a 
melting point of 154.5*C-157*C. NMR analysis of the 
product indicated the following: 

NMR (CDCl^): / 3.74 (3H,s). 7.10-7.68 (3H.m) ppm. 
IR (CHCI3) 1540. 1590 cm*"^ 

NMR (CDCl3)/l71.60. 165.42, 136.98. 134.00. 
133.08. 130.97. 130.51. 128.64. 43.50 ppm. 

This compound is referred to hereinafter as Compound 
LOO. 
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Example XXXIX 
Preparation of 2-ben2Vlo3cv-4 , 6-dichloro 
-l,3.S^trlazine 

Into a magnetically stirred solution 
containing 4.22 grams (0,04 mole) o£ benzyl alcohol 
in IS milliliters of acetone cooled to a temperature 
of 0-5^C was added dropvise 4.18 grams (0*04 mole) 
of 2,6-lutidine followed by a solution containing 
7*2 grams (0.04 mole) of cyanuric chloride in 185 
milliliters of acetone. After completing the feed« 
the reaction mixture was stirred for about 1 hour at 
O^'C and then warmed to room temperature* On 
reaching about 20^0, a precipitate of lutidine 
hydrochloride separated and was filtered off. The 
filtrate was poured onto ice causing the crude 
product to precipitate. This crude product was 
waters-washed and dried to give 5.79 grams of 
material. Two recrystallizations from hexane gave 
0.41 gram (0.002 mole) of 2~benzyloxy-4, G-dichloro^ 
1, 3,5-triazine having a melting point of 78"C- 
Sl.S'^C. NMR analysis of the product indicated the 
following: NMR (CDCl^) : / 5 . 55 ppm (2H. s« CH^). 
.7.46 (5H« 8, aromatic). 

This compound is referred to hereinafter as Compound 
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Example XL 
Preparation of 2-(2 ' , 4 '-dichlorobeni&vl) 
^4 , 6-dichloro^l . 3 , 5-tr iazine 

A I*«2 gram (0.05 mole) portion of magnesium 
turnings and 20 milliliters of ether were placed in 
a lOD milliliter 3^necked round-bottom flask under a 
nitrogen atmosphere. Tvo drops of a solution 
containing 9.7 grams <0.05 moles) of 2. 4«dichlorO'* 
benzyl chloride in 15 milliliters of ether ware 
added to initiate the reaction. The remaining 
portion of this solution was then added rapidly as 
to cause vigorous refluxing. ' _ .. 

The Grignard reagent-prepared above was 
added dropvise to a mixture of 9*2 grams (O.OS 
moles) of cyanuric chloride and 125 milliliters of 
ether cooled to a temperature of 3*^0. An exotherm 
to 7^C and the formation of a white precipitate were 
observed as the addition proceeded. Stirring was 
continued at room temperature for about 16 hours and 
the resulting heterogenous mixture was filtered to 
remove the magnesium salt. The filtrate was washed 
with water and the organic phase dried over'MgSO^ 
and concentrated under reduced pressure to give 12*6 
grams of a yellow solid. A 4.0 gram pqrtion of this 
material was chromatographed oa silica gel using a 
9:1 hexane: EtOAc eluent furnishing 2.9 grams of 
product. Recrystallization from hexane provided 1.7 
grams (0.005 mole) of 2-(2* •4'-dichlorobenzyl) 
~4.6-dichloro«l«3,5-triazine as colorless needles 
having a melting point of 110«C-H2.5'»C. Elemental 
analysis of this product indicated the following: 
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Analysis: C^^HgCl^N^ 

Calculated: C. 38«87; H« 1.63; N. 13.60 
Pound: C. 38.71; H. 1.70; N, 13.51 

This compound is referred to hereinafter as Compound 
102. 

Example XLI 
Preparation of 2^(2' .A'^-dichlorophenvl) 
->4. 6.^dichloro^l. 3 ,S-triazine 

A Grignard reagent vas prepared from 11.1 
grams (0.04 mole) of 2«4-dichloroiodobenzene in the 
same manner as described in Example XL. The reagent 
was added dropwise to a solution of 7.5 grams (0.04 
mole) of cyanuric chloride in 75 milliliters of dry 
tetrahydrofuran cooled to a temperature of 3"C. 
This caused an exotherm to 8^C and the formation of 
a white solid. The reaction mixture was stirred at 
room temperature for 7 hours and then heated to 
reflux for 3 days. The solid was separated by 
filtration and a black filtrate was concentrated 
under reduced pressure. The residue was partitioned 
between EtOAc and water and the organic phase dried 
over HgSO^ and concentrated to yield 14.9 grams of 

4 

a black solid. Host of the unreacted cyanuric 
chlocide was distilled out using a Kugelrohr 
apparatus. The residue was then . chromatographed on 
silica gel using a 9:1 hexane: EtOAc eluent. This 
furnished 5.4 grams of a crude material. 
Sublimation (.05 mm Hg, SO^'C-SS^C) provided 2.0 * 
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grams (0.007 mole) of 2-(2 • ,4'-dichloro- 
phenyl)-4•6-dichloro-1.3,5-t^ia2ine aa. a cplocless 
solid liaving a melting point of 111*C-115*»C. 
Elemental analysis of the product indicated the 
following: 

Analysis: C^H^Cl^N^ 

Calculated: 36.65: H, 1.03; N. 14.25 

Found: C, 34.22. H, 0.92: N. 13.20 

This compound is referred to hereinafter as. Compound 
103. 



Example XLII 
Preparation of 2 .4-dichloro- . 
6-phenvl^l . 3 > 5-tria2ine 

A 1.40 gram portion <0.06 mole) of clean 
magnesium turnings vas suspended in 4 milliliters of 
ethyl ether under a dry nitrogen atmosphere in a 50 
milliliter reaction 'flask equipped with an 
additional funnel. Bromobenzene (9.48 grams. 0.06 
mole) and* approximately 21 milliliters of ether were 
charged to the flasX's addition funnel and about 2 
milliliters of this solution was added' into the 
flask which was warmec^. to initiate the reaction. 
The remaining bromobenzene solution was added over 
about a one hour period giving a controlled rate of 
reflux. The mixture was stirred at room temperature 
for about 16 hours and then heated under reflux. 
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The Grignard reagent piepaced above was 
then transferred by syringe to a dry addition funnel * 
attached to a stirred, nitrogen-purged dry flask 
containing a solution of 8.15 grams (0.04 mole) of 
cyanuric chloride in 75 milliliters benzene which 
was cooled to a temperature of 3^C. The Grignard 
reagent solution was fed dropvise with stirring and 
the resulting mixture allowed to warm to room 
temperature for a 4-day period. The reaction 
mixture was quenched with 50 milliliters of water 
and extracted with ether after which the organic 
layers were dried and evaporated free of solvent to 
give a solid. Crystallization from hexane' gave a 
4.91 gram (0.02 mole) first crop of product which 
was recrystallized from cyclohexane and then vacuum 
sublimed to give 2«4-dlchloro-6-phenyl-l,3,5* 
triazlne as a white crystalline material having a 
melting point of 117'C-118'»C. Elemental analysis of 
the product indicated the following: 

Analysis : C^H^Cl^N^ 

Calculated: C« 47. BO; H« 2.23; N, 18.58 
Found: Ct 47.50; H, 2.26; 18.49 

This compound is referred to hereinafter as Compound 
104. 
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Example XLIII 
Preparation of 2-(l>rxaphthvl)- 
4 . 6-dichloro-l . 3 , S-triazine 

lato 0.66 gram (0.03 mole} o£ magnesium 
turaings was added a solution containing 3.77 
milliliters (0.03 mole) of 1-bromonaphthalene in 50 
milliliters of dry tetrahydrofuran. The resulting 
mixture was stirred at room temperature for 20 
minutes, 150 milliliters of dry tetrahydrofuran vas 
added and the mixture then stirred at room 
temperature under a nitrogen atmosphere for a period 

of 1 hour. 

The Grignard reagent prepared above was 
transferred to an addition funnel and-added dropvise 
to a solution containing 5.0 grams (0.03 mole) of 
cyanuric chloride in 300 millilit«a-Of dry 
tetrahydrofuran at room temperature. After this . 
mixture vas stirred for a period of 3 hours« the 
solvent vas evaporated to give a solid residue vhich 
vas partitioned between 10% aqueous KaOH solution 
and Et^O. The Et^O layer was stirred over 
anhydrous Na^SO^ and evaporated and the residue 

2 4 

purified by preparative plate chromatography (silica 
gel) using 20% EtOAc in hexane to give 160 
milligrams (O.oooe mole) of 2-(l-naphthyl) 
-4.6-dichloro-1.3,5-tria2ine as a yellow solid v 
having a melting point of 166'»C-167«C. Elemental 
analysis of the product Indicated the following: 
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Analysis: 
Calculated: 



C« 56.54; H« 2.56; 



Found: 



C« 55.27: H« 2.62 



This compound is referred to hereinafter as Compound 
105. 



Example XLIII except that ethyl ether was used as 
the solvent in place of tetrahydrofuran and the 
Grignard reagent was prepared from 2-bromo- 
naphthalene in refluxing ether over a 1.5 hour 
period. 2-(2-naphthyl)-4, 6-dichloro-l, 3 , 5-triazine 
was prepared having a melting point of 19^3°C-194**C. 
Elemental analysis of the product indicated the 
following: 



Example XL IV 
Preparation of 2*(2-naphthvll 
4 . &-dichloro-l . 3 . S^-triazine 



In a manner similar to that employed in 



Analysis: C,,H^C1^N, 
13 7 2 3 

Calculated: C, 56.54; 2.56; N. 15.22; 
CI, 25.68 

Found: C« 54.48; H. 2.63: 14.54; 

CI. 27.98 



This compound is referred to hereinafter as Compound 
106. 
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Sxampla XLV 
Preparation of 2^benzvl"4 . 6- 
dichloro-lr3 > 5-tria2ine 

A Grignard reagent prepared from 1.40 grams 
(0«Q6 mole) of magnesium and 0.91 gram (0.09 mole) 
of benzyl chloride was reacted with 8.15 grams (0.04 
mole) of cyanuric chloride in a manner similar to 
that employed in Example XLII. The crude product 
(2,70 grams) was vacuum sublimed and then re sub limed 
to give 0.99 gram (0.004 mole) of pure 
2*benzyl-4,6-dichlo£0-l, 3,5-tria2ine having a 
melting point of • 82*C-35*C. Elemental analysis of 
the product* Indicated- the following: 

Analysis: ^io^7^^2^3 

Calculated: C, 50.02; H, 2.94; N, 17.49 

Found; C, 49.90; H, 2.85; N, 17.57 

The compound is referred to hereinafter as Compound 
107. 



Example XLVI 
Preparation of 2^(2 ' ,4 '^dichlorobenzvlthio)^ 
4 . 6-dichloro-l. 3 . 5-triazine 

Part A. Preparation of 2.4^diehloroben2yl mercaptan 

A mixture of 4.8 grams (0.06 mole) of 
thiourea. 12.2 grams (0.06 mole) of 2,4-dichloro* 
benzyl chloride and 30 milliliters of ethanol was 
stirred and heated t reflux under a nitrogen 
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atmosphere for 4 1/2 hours The reaction mixture 
was theit cooled and a solution of 6.25 grams (0.16 
mole) of NaOH in 50 milliliters o£ water was added 
dropwise. After the addition was completed « the 
mixture was *heated to reflux for 2 hours during 
which time it became yellow in color. Stirring at 
room temperature was continued for 2 days. The 
ethanol was then removed under reduced pressure and 
the aqueous residue was extracted with CH^Cl^ (6 
X 100 milliliters). The combined organic layers 
were dried over HgSO^ and concentrated to yield 
12.1 grams (0.06 mole) of 2 . 4«-dichlorobenzyl 
mercaptan as a tan colored liquid. NHR analysis of 
the product indicated the following: NHB 
(CDCl^): /1.90 (IH. t, J-8H2). 3.79 (2H. d, 
J08H2), 7.18-7.33 (2H, m) , 7.33-7.48 (IH, m) ppm. 

Part B. Preparation of 2- r2 ' , 4 ' -dichlorobenzvlthiol - 

4 > 6-dichloro-l. 3 . S-triazine 

Into a solution containing 6.5 grams (0.03 
mole) of cyanuric chloride in acetone was added 6.7 
grams (0.03 mole) of 2,4-dichlorobenzyl mercaptan 
prepared in Part A. A procedure similar to that 
employed in Example XXXIX was used to prepare the 
product. The crude product was chromatographed on 
silica gel using a 1:1 hexane-toluene eluent to 
furnish 2.0 grams of the pu^e product. 
Recrystallization provided 1.9 grams (0.006 mole) of 
2-(2 ' .4 ' -dichlorobenzylthio)-4, 6- dichloro-1,3, 5- 
triazine having a melting point of 55.5«C-58.5*C. 
Elemental analysis of the product indicated the 
following: 
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Analysis: 
Calculated 




C, 35.22. H, 1.48; N« 12.32 
C, 35.56: H. 1.62; N, 12.47 



Fottnd : 



This compound is referred to hereinafter as Compound 
los. 



Example XLVII 
Preparation of 6«chloro«2>4«bi8^ 
(2' .4 '-dichlorobenzvlthio)-!. 3 ;5^triazine 

The early chromatographic fractions' from 
Example XLVI contained 2.3 grams of a colorless 
solid which was recrystallized from hexane to give 
2.2 grams (0.004 mole) of 2.4-bis-{2' ,4 '-dichloro- 
ben2ylthio)-6-chloro-l,3,5-tria2ine having a melting 
point of 76.0**C-80.0«C. Elemental analysis of the 
product indicated the following: 



Analysis: C H Cl N s 
^ 17 10 5 3 2 



Calculated: C, 41.03; K. 2.03; 8.44 
Found: C. 41.35; H, 2.25; N. 8.93 



This compound is referred to hereinafter as Compound 
109. 



wo 87/04321 



CT/US87y0O24O 



- 385 - 



Example XLVIII 
Preparation of 2-f 2' .4 ' ->dlchlorophenethoxy)^ 
4 . 6-dichlQro^l . 3 , S^tr iaiine 

Part A. Preparation of 2>4->dichlorophenethyl alcohol . 

A 124 milliliter portion o£ a i m solution 
of borane-tetrahydrofuran complex in tetrahydrofuran 
was placed in a 500 milliliter S-^necked round*bottom 
flask and cooled to a temperature of O^'C with an ice 
bath. A solution containing 12.7 grams (0.06 mole) 
of 2«4-dichlorophenylacetic acid in 100 milliliters * 
of tetrahydrofuran was added dropvise at such a rate' 
as to maintain the temperature below S^'C. Gas 
evolution was observed as. the addition- proceeded. 
After the addition was completed^ the colorless 
mixture was heated to reflux for 1 hour and then 
stirred at room temperature for about 16 hours. The 
reaction mixture was then treated with 125 
milliliters of methanol. The solvent was removed 
under reduced pressure and the residue was dissolved 
in ether and washed with 5t aqueous NaOH. The 
organic phase was dried over Hgso^ and 
concentrated to yield 12.7 grams (0.066 mole) of 
2«4-dichlorophenethyl alcohol as a colorless oil, 
NHR analysis of the product indicated the 
following: NMR (CDCl^): / 1.62 (IH. S). 2.98 (2H. 
t. J-7HZ). 3.88 (2H. t, J-7H2). 7.10-7.48 (3H, m) 
ppm. 
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Part B. Preparation of 2- f 2 ' > 4 ' -dichloroDhenethoxy)- 
4 . e^dichlorO'-l . 3 , 5-tria2ine 
& solution containing 6.45 grams (0.04 
ntole) of cyanuric chloride in acetone was treated 
vittL 6.7 grams (0.04 mole) of 2«4-dichloropheneth7l . 
alcohol prepared in Part A using a procedure similar 
to that employed in Example XXXII. The crude 
product vas chromatographed on silica gel using a' 
1:1 toluene^hexane eluent. The material obtained 
vas recrystallized from hexane to yield 2.2 grams 
(0.006 mole) of 2-(2 • ,4 ' -dichlorophenethoxy)-4,6- 
dichloro-1.3« S- triazine as colorless needles having 
a melting point of 106. 5*»C-10B'C. Elemental 
analysis of the product indicated-- the -following: 

Analysis : ^iiS^^4^3^ 

Calculated: C; 38.97; H. 2.08^ N, 12.40 

Found: 39.14; H. 2.35; N, 12.54 

* This compound is referred to hereinafter as Compound 
110 . 

Example XL IX 
Preparation of N^Mr6^dichloro-l>3,5* 
tria2in-2-yl)-2 .4-dichloroben2amide 

Into a stirred mixture containing 2.2 grams 
(0.01 mole} of 2,4-dichlorobenzoyl chloride, 1.7 
grams (0«01 mole) of 2-amino-4» 6-dichlorotriazine 
and 80 milliliters of acetone cooled to a 
temperature of O^'C vas added a solution containing 
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400 milligrams of NaOH in 4 milliliters of water. 

The NaOH solution was added at such a rate as to 

maintain the temperature below 4®C. Stirring was 

continued for a period of 3 hours after the addition 

was complete. The reaction mixture was then poured 

onto ice and the resulting milky solution was 

extracted with dichloromethane (4 x 75 milli-- 

liters}. The combined extracts were dried over 

HgSO^ and concentrated under reduced pressure to 

give 3.6 grams of a colorless solid. Flash 

chromatography using a 9:1 hexane-EtCAc eluent 

furnished 900 milligrams of a colorless solid. This 

material was then dissolved in CH^Cl^ and washed 

2 2 

with saturated aqueous NaHCO^. The organic layer 

was dried over MgSO^ and concentrated on the 

4 

rotovap. The residue was recrystallized from 
toluene-hexane to yield 300 milligrams (0.001 mole) 
of N-(4,6-dichloro-l,3,5-tria2in-2-yl)-2,4- 
dichlorobenzamide having a melting point of 
162'*C-166*'C. Elemental analysis of the product 
indicated the following: 

Analys is : ^io^4^^4^4^ 

Calculated: C, 35.54; H. 1.19; N, 16.58 

Found: C. 36.03; H. 1.54; N, 16.23 

I 

This compound is referred to hereinafter as Coiapound 
111. 
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Example L 

Preparation of N-f 4. 6-dichloro-1.3 . 5-tria2in-2-.vl ) 
"2. 4-dichlocoacetanllide 

Part Preparation of 2. 4^dlchloroacetanilide 

Into a 100 milliliter 3-aecked round bottom 
flask vas added 20 milliliters. (0.21 mole} of acetic 
anhydride under a nitrogen atmosphere and cooled to 
a temperature of 3«C with an ice bath* To this was 
added L3.5 grams' (0.08 mole) of 2. 4-dichloroaniline 
in small portions. The mixture was allowed to stir 
at room.-temperature for 17 hours. The colorless 
solid which formed was removed by filtration and 
dried in the vacuum oven to yield 16.5 grams (0-08 
mole) of 2.4-dichloroacetanilide. NMR analysis of 
the product indicated the following: nhr 
(CDCl^): / 2.22 (3H.8). 7.18 (IH. dd), 7,34 
(IH.d), 7.40-7.78 (IH.bs), 8.28 (lH,d) ppm. 

Part B- Preparation of N- (4 . 6-diehloro^l. 3 . S-triazin 
-2-vl ) -2 . 4^dichloroacetanilide 
Using a procedure similar to that employed 
in Example XLIX« a mixture containing 6.0 grams 
(0.03 mole) of 2,4-dichloroacetanilide prepared in 
Part A, 5.5 grams (0.03 mole) of cyanuric chloride 
and 120 milliliters of acetone was treated with a 
solution containing 1.18 grams (0,03 mole) of NaOH 
in 12 milliliters of water. Work-up furnished 10.5 * 
grams of a colorless oil which was chromatographed 
on silica gel using a 9:1 hexane-ethyl acetate 
eluent. This gave 8.0 grams of a yellowish oil 
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whicn solidified on standing. Rectystallisation 
from bexane furnished 6.4 grams (0.02 mole) of 
colorless prisms of N-(4.6-diclxloro- 

1.3.S-trla2in-2-yl)-2.4-dichloroacetanilide having a 
melting point of 106-C-108 . 5-C. NME analysis of the 
product indicated the following: nmh (CDCl ): / 
2-82 (3H.S). 7.18 (IH.d. J»9H2 ) . 7.45 ^ 
(lH.dd.J»2.9Hz), 7.6 (lH.d.J»2Hz) ppm. 

This product is referred to hereinafter as Compound 
112. 



Example Li 

Preparation of 2 . 4. -di ^hi qro.6-Dhftnviathvnvl 
-1.3 .S-triazlnA 

Into ethylmagnesium bromide (49 milliliters 
of a 2 M solution in tetrahydrofuran. o.l mole) was 
added phenylacetylene (10 grams, o.l mole) in 
tetrahydrofuran (50 milliliters). Cyanuric chloride 
(12 grams. o.07 mole) in benzene (65 milliliters) 
was added dropwise maintaining the reaction 
temperature below 25"C. • After six hours of stirring 
the solvent was evaporated and the residue extracted 
with ether. The solvent was evaporated and the 
residue triturated with ether to afford l.S grams 
(0.006 mole) of 2,4-dichlord-6-phenylethynyl 
-1.3,5-tria2ine as a yellow solid having a melting 
point of 12S'»C-131»C. Elemental analysis of the 
product indicated the following: 
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Analysis: 
Calculated 




C, 52.83: H. 2.02; N. 16.80 
C. 53.37: H. 2.28: N, 16.25 



Found: 



Tbte compound is cefeired to hereinafter as Compound 



113. 



r 



Example LI I . 
Preparation of 2^chlcro-4*(phenvletfaynvl)>- 
6-f2' >2' ,2'-trl£luoroethoxv)-l,3,5>trla2ine 
and 2.4^bis-(2' .2' . 2 ' ^trif luoroethoxv)^ 

6- ( phenvlethvnyl ) ^1 . 3 , S^tr iazine 

In a manner similar to that employed in 
Examples XXVIII and XXIX, 2. 4-dichloro-6- 
plienylethynyl-l,3.5-tria2ine was reacted with- 
2.2.2-trif luoroethanol to give 2-chloro-4- 
Cphenylethynyl )-6- (2 ' , 2 ' , 2 ' -trif luoroethoxy )-l. 3 . 5- 
triazine having a melting point o£ 48'*C-51'*C and 
also 2.4-bls-(2' .2' .2'-trif luoroethoxy)-6- 
(plienylethynyl)-1.3,5-triazine having a melting 
point of 68'>C-72'*C« Elemental analysis of the two 
products indicated the following: 



Calculated: C, 49.78; H. 2,25; F. 18.17; 



2-cfaloro-4- (Phenvlethvnyl) -6^ 

(2 ' , 2 ' . 2 ' -trif luoroethoxv)-!. 3 . S-tr iazine 



Analysis : 




Found: 



C. 50.98: H. 2.42; F, 17.11 
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This compound is referred to hereinafter as Compound 
114, 

2 . 4-bis^f 2 ' . 2 ' , 2 ' -trif luor oethoxv)-6->f Dhenvlethvnvl ^ 
-l,3>5^tria2ine 

Analysis: ^is^g^e^sS 

Calculated: C, 47.76: H, 2.40; N, 11.14; 
F. 30.22 

Found: C, 48.42: H. 2.32; N« 11.26; 
F« 29.33 

this compound is referred to hereinafter as Compound 
115. 



Example LI I I 
Preparation of 2^r4-(phenvla2o)phenoxv1>4 . 
6-dichloro-l , 3 . 5-tr iazine 

Into a 2S0 milliliter 3-nec)c round bottom 
flask equipped with a thermometer, addition funnel 
and nitrogen inlet was added eyanuric chloride (4.67 
grams, 0.03 mole) dissolved in 30 milliliters of 
acetone and cooled to a temperature of 0-5 °C in an 
ice bath. The addition funnel was charged with a 
solution containing 4-phenylazophenol (5.0 grams, 
0.03 mole) and 2.6-lutidine (2.91 milliliters. 0.03 
mole) in 30 milliliters of acetone, and this mixture 
was added dropwise maintaining the reaction 
temperature between 0<»C and 5*»C. After the addition 
was complete, the reaction was stirred at room 
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temperature for 16 hours, filtered through a Celite 
pad. and ice-water (140 milliliters) was added. The 
precipitate which formed was collected on a Buchner 
funnel. The precipitate was dissolved in EtOAc, 
washed with saturated NaHCO^ and water, dried 
(MgSO ) and concentrated. The crude product was 
recrystallized twice from hexanesCHCl^ (2:1) « to 
give 750 milligrams (0.002 mole) of 2-[4-(phenyla2o) 
phenoxy]-4.6-dichloro-1.3,5-triazine having a 
melting point of 162.0»C-164.0»C. Elemental 
analysis- of the product indicated the following: 

Analysis: '^is^g^^z^^s'^ 

Calculated? C-, -52.04: H. 2,62: N. 20.23 

Found: C. 52.37: H. 2.82: N, 20.20 

This compound is referred hereinafter as Compound 
116. • 

Example LIV 
Preparation of 2-.2'-ri.3-phenvle nebisf oxv) 1- 
bifif4.6-diehloro-1.3.S-tria2ine1 

Into a 250 milliliter 3-neclc round bottom 
flask equipped with a nitrogen inlet, thermometer, 
and addition funnel was added cyanuric chloride 
(13.46 grams, 0.07 mole) dissolved in 100 nllli- 
liters of acetone and cooled to a temperature of 
O-S'C in an ice bath. Resorcinol (4.0 grams, 0.04 
mole) and 2.6-lutidine (8.5p milliliters. 0.07 mole) 
dissolved in 100 milliliters of acetone were placed 
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in the addition funnel. This solution was slowly 
added dropwise while maintaining the reaction 
temperature at 0-5**C. The reaction was then stirred 
at room temperature for 16 hours. At this time the 
precipitate was removed by filtration through a 
Celite pad. Addition of ice-water (140 milliliters) 
to the filtrate gave an oil which was extracted from 
the aqueous solution with EtOAc (2 x 150 milli- 
liters). The combined organic layers were dried 
(MgSO^) and concentrated in vacuo . The crude 
product was purified by flash chromatography on 
silica (eluent 5\ EtOAc/hexane) to give 2.80 grams 
(0.007 mole)- of the 2,2«-Cl,3-phenylenebis(oacy)]- 
bis[4.6 dichloro-1.3,5-tria2inel as a white solid 
having a melting point of 145**C-148«C. Elemental 
analysis of the product indicated the following: 

Analysis: ^i2^4^^4^6^2 

Calculated: C, 35.50; H. 0.99; N. 20.70 

Found: C, 35.07; H. 0.91; N, 20.40 

This compound is referred to hereinafter as Compound 
117. 



Example LV 

In a manner similar to that employed in 
Example LIV, other compounds were prepared. * The 
structures and analytical data for Compounds 118 
through 121. which compounds are used In the 
examples her inaft r f r reducing moisture loss from 
plants, are set forth In Table F bel w. 



r 
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Example LVI 

Preparation of bls^ 
(4. 6«dlchloro^l> 3 .S.*trtazin«2»vl^ainine 

Into a 250 milliliter 3-nec)c round bottom 
flask equipped with a thermometer and addition 
funnel was added cyanuric chloride (2.78 grams* 0.02 
mole) in 50 milliliters of acetone coaled to a 
temperature of O-S'^C. 2-*Amino-4,6*dictiloro- 
1,3,5-triazine (2.48 grams, 0.02 mole) was added and 
the reaction temperature was brought to 0-5**C. A 
cold solution of NaOH (0.6 gram, 0.02 mole) in 6 
milliliters of water was slowly added dropwise over 
20 minutes. The reaction mixture was then stirred 
at room temperature for 4 hours, and then poured 
into 250 milliliters of ice-water with 4.5 grams of 
Na^CO^ dissolved in it. The solution was 
filtered to remove a solid precipitate (tris[4,6- 
dichloro-l,3,5-triazin-2-yl]amine} and the filtrate - 
was acidified. A white precipitate was collected on 
a Buchner funnel. The resulting powdery crystals 
(1.51 grams) were sublimed over a 2 day period to 
give 0.97 gram (0.003. mole) of pure bis(4«6- 
dichloro-l,3«5-tr^zin-2->yl)amine having a melting 
point of 204.0*C-207.0^C. Elemental analysis o£ the 
product indicated the following: 

Analysis: C^HCl^N^ 

Calculated: C. 23.03: H. 0.32; N. 31.33 
Pound: C. 22.67; H, 1.20; 30.67 
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This compound is referred to hereinafter as compound 
122. 

gxample LVII 

Preparation of N.N- blaf a.e-dieHlQco-l.S.S- 
i-p^ ag^n-.2-vl)-4 ' -f luorobenzenamlne 

N.N-bis(4.6-dlchIoro-1.3.5-triazia-2-yl)-4'- 
f luorobenzenamlne was obtained from Maybrldge 
Chemical Company, Limited. Trevillet. Tintagel. 
Cornwall. United Kingdom, and recrystallized from 
toluene. The melting point was determined to be 
231.0»C-233.0«C. Elemental analysis of the compound 
indicated the following: 

Analysis: *^i2^4^^4^*'7 

Calculated: C. 35.41: H. 0.99; M. 24.08 

Found: C. 34.41; H, 1.06; N, 23.82 

This compound is referred to hereinafter as Compound 
123. 

gvample LVIII 
pT-op»rat4on of N.N-b < « f 4 . fi-dichlOfO-l . 3 . S-ttiazin- 

2-vl^-3 ' ~ehloto-4 ' -f inorobenzenamine 



N,N-bi8(4. 6-dlchloro-l. 3 . 5-trlazin-2-yl)-3 • - 
chloro-4«-f luorobenzenamlne was obtained from 
Maybrldge Chemical Company. Limited. Trevillet. 
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Tintagel* Cornwall, Uaited Kingdom* and cecrystal- 
lized ftom toluene. The melting point was 
determined to be 228.5^0-229. 5 ""C. Elemental 
analysis o£ the compound indicated the following: 

Analysis: ^xzVh^^J 

Calculated: C, 32.65; H, 0.68; N. 22.21 

Found: C« 32.21; H, 0.86; N« 21.65 

This compound is referred to hereinafter as Compound 

124. 



Example LIX . ^ 

Preparation of 2 . 2 ' . 4 . 4 ' -tetrachlorohvdrazo- 
1.3.S-tria2ine 

Into a 100 milliliter 3*-neclc round bottom 
flask equipped with a mechanical stirrer, 
thermometer, addition funnel and nitrogen inlet was 
added cyanuric chloride (3.68 grams. 0.02 mole) in 
20 milliliters of tetrahydrofuran which was stirred 
vigorously and cooled to a temperature of -15<*C to 
-10**C. Hydrazine hydrate (1.90 grams. 55% hydrazine 
content. 0.03 mole} in 4 milliliters of water was 
slowly added via the addition funnel, maintaining 
the reaction temperature between ^15*>c to -lO^C. 
' After the addition was complete, the reaction was 
stirred at O^C for 15 minutes. Ice-water (40 
milliliters) was added and the aqueous solution was 
then extracted with EtOAc (2 z 100 milliliters) and 
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the extracts dried (HgSO^) and concentrated in 
vacuo to give 2*92 grams (0.009 mole) of 2.2', 4,4*- 
tetrachlorohydrazo*l«3,5-*triazine as a fine white 
solid which started to decompose over 250'*C. 
Elemental analysis of the product indicated the 
following: 

Analysis: CgH^Cl^Ng 

Calculated: C. 21.97; H. 0.61; N, 34.17 
Found: C. 23.64; H. 1.34; N, 36.23 

This- compound .is referred to hereinafter as Compound 
125* 



Example LX 

Preparation of 2.2 ' .4.4 '-tetrachloroazo^ 
1.3.5*tria2ine 

Into a 250 millliter 3--neck round bottom 
flask equipped with a septum, outlet to acid trap 
and stopper was added 2,2* •4•A*-tetrachlorohydrazo- 
l•3• 5-triazine (3.20 grams, 0.01 mole) and 100 
milliliters of CHCl^. Sodium bicarbonate (1.64 
grams, 0.02 mole) dissolved in 50 milliliters of 
water was added. The two pha^ie solution was slowly 
stirred so that the phases remained separate. A 
slow stream of 01^ gas was then bubbled through 
the CHCl layer until the CHCl layer was 
homogeneous and deep red, i.e., about 75 minutes. 
At this time the CHCl. layer was separated and 
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vashed with water, dried (Na^SO^) and 
concentrated in vacuo to give orange crystals which 
were slurried in ether^ cooled and filtered. The 
resulting pale orange solid was recrystallized from 
CHCI3 to give 2.37 grams (0.006 mole) of 
2,2' ,4,4'-tetrachloroa2o-l,3.5-triazine having a 
melting point of 186.0*C*190.0**C. Elemental 
analysis of the product indicated the following: 

Analysis: C^Cl^N^ 
- .Calculated: C. 22.11: Hr 0.00; N, 34.38 
Found: C. 22.78: H, 0.28: 33.98 

This compound is referred to hereinafter as Compound 
126. 



Example LXI 

Preparation of 2.4>dichlorQ»6^ 
(4 '-formvl^2''"'methoxvphenoxvl-l,3, S^triazine 

Into a solution containing cyanuric 
chloride (5.0 grams, 0.03 mole) in acetone (140 
milliliters) at O^'C was added dropwise a solution 
containing 2.6-lutidine (3.15 milliliters, 0.03 
mole) and 4-hydro9cy-3--methoxybenzaldehyde (4.125 
grams, 0.03 mole) in acetone (25 milliliters) while 
maintaining the temperature below 5*C. After 2 
hours of stirring, the reaction mixture was 
filtered, and the filtrate filtered through silica 
gel and washed with acetone to afford 650 milligrams 
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(0.002 mole) of 2,4-dlchloro-6-(4'-formyl-2'-methoacy- 
phenoxy)-l«3,5-triazine as a white solid having a 
melting point of 156*C-157.5*C. NMR analysis of the 
product indicated the following: NMR(CDClg): 
3.8(6.3H): 7.2-7.7(m.3H); 10.05(6, IH) ppm. 

This compound is referred to hereinafter as compound 



Example L^II 

In a manner similar to that employed in 
Example LXI* other compounds were prepared. The 
structures and analytical data for Compounds 128 
through 131* which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants* are set forth in Table 6 below. 
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Example LXIII 

Preparation of 2 .4-dlchloro^6^ 
f5 '-Tnethvltsoxa2olvl>3'-amiiio^-1.3.5*tria2lne 

Into a solution containing cyanuric 
chloride (5.0 grams, 0.03 mole) in acetone (100 
milliliters) at a temperature of O'^C was added ' 
dropvise a solution containing 2«6-lutidine (3.15 
milliliters. 0.03 mole) and 3*amino^S-methyll8Cxazole 
(2.66 grams, 0.03 mole) in acetone (50 milliliters) 
vbile maintaining the temperature below S'^C. After 
2 hours of stirring, the reaction mixture was warmed 
to room temperature and then poured onto 200 
milliliters of ice^water. The mixture was filtered, 
the solid dried and recrystallized from chloroform 
to afford 800 milligrams (0.003 mole) of 2.4-^ 
dichloro-6- ( 5 • -methylisoxa20lyl-3 ' -amino )-l, 3> 5- 
triazine as a solid having a melting point of 
128«C-132<>C. Elemental analysis of the product 
indicated the following: 

Analysis: c^HgCl^N^O 

Calculated: C, 34.17; 2.05: N« 28.06 

Found: C. 34.24; H, 2.11; N, 28.15 

This compound is referred to hereinafter as Compound 
132. 
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Example LXiv 

Preparation of 2,4-dlchloro-6- 
f2^pvridinylamipo)-l,3.S-triazine 

Into a solution containing cyanuric 
chloride (18.4 grams « 0.1 mole) in acetone (140 
milliliters)"^ and crushed ice-water (200 milliliters) 
was added dropvise 2-aminopyridine (9.4 grams, 0.1 
mole) in acetone (68 milliliters) while maintaining 
the reaction temperature below 5**C. Sodium 
hydroxide (50 milliliters o£ a 2N solution, o.l 
mole) was then added keeping the temperature below 
S^'C and the pH below 8.0. The reaction mixture was 
filtered and chromatographed on silica gel to afford * 
590 milligrams (0.002 mole) of 2,4--dichloro«6-*(2- 
pyridinylamino)-»1.3.5-triazine as an orange solid 
having a melting point of 170«C-172«C. Elemental 
analysis of the product indicated the following: 

. Analysis : ^8^5^^2*'5 
Calculated: C, 39.69; H. 2.08; N« 28.93 

Found: 34.08; H, 1.47; N, 27.92 



This compound is referred to hereinafter as Compound 



wo 87/04321 



PCT/US87/00240 



. 406 - 



Example LXV 

Praoaration of 2-benzoxa2olvlamino- 
A . 6.diehlQrQ-i. 3 . s-ttiazine 

Into a mixture containing 2-aminobenzoxazole 
(1.0 gram, 0.007 mole) and eyanuric chloride (1.38 
grams, 0.007 mole) iln acetone (12 milliliters) at a 
temperature of 0?C was added 5% sodium hydroxide 
solution (34 milliliters) at such a rate as to 
maintain the temperature of the reaction mixture 
below 10<*C and to maintain the pH between 6.5 and 
7.0. After the addition was completed, the reaction 
mixture was filtered and the solid (0.75 gram) 
recrystallized from chloroform to afford 100 
milligrams (0.003 mole) of 2-ben2oxazolylamino- 
4.6-dichloro-1.3.5->triazine as a white solid having., 
a melting point greater than 250"C. Elemental . 
analysis of the product indicated the following: 

Analysis: ^io^5^^2''5® 

Calculated: C, 42.58; H. 1.79; N, 24.83 

Found: C. 41.68: H. 1.78: N, 23.58 

This compound is referred to hereinafter as Compound 
134. 
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Example LXVI 

Preparation of 2.4-dichlora^6-f4 '^Quinazollnoxv) 

-l.3.5-tria2ine 

Into a mixture containing 4-hydroxy- 
qulnazoline (5 grams « 0.03 mole) and cyanuric 
ctilotide (6.3 giams«^0*03 mole) in acetone (110 
milliliters) was added 2% sodium hydroxide solution 
at sucb a rate as to maintain the temperature of the 
reaction mixture below 10 and' the pH between 6.5 
and 7.0. After the addition was completed, the 
reaction mixture was allowed to warm to room 
temperature and stirred for about 16 hours. The 
reaction mixture was filtered, the solid placed in a 
Soxhlet extractor and extracted with refluxing 
chloroform. Evaporation of the solvent and 
chromatography on silica gel afforded 100 milligrams 
(0,0003 mole) of 2.4-*dichloro-6-(4*-quinazolinoxy)- 
l«3.5-triazine as a solid having a. melting point 
greater than 250''C. NMR analysis of the product 
indicated the following: 

'H NMR (CDCI3): / 7.2-8.2 ppm (5H. m) , 8.5 ppm 
(IH.s) 

This compound i^' referred to hereinafter as Compound 
135. 
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Example LXVII 

Preparation of 2-(2-carba201yloxv)-> 
4>6-dichloro>-l, 3 >5-tria2lne 

Into a mixture containing 2-hydroxycarbazol6 
(3 grams, 0.02 mole) and cyanuric chloride (3 grams. 
0.02 mole) in acetone (130 milliliters) at a 
temperature of 0**C was added 2% sodium hydroxide 
solution (130 milliliters) at such a rate as to 
maintain the temperature of the reaction mixture 
below lO^C and. the pH between 6.S and 7.0. After 
the addition was completed, the reaction mixture was 
stored in the ref rigerator.-£or^-arbout 16 hours and 
the solid product filtered and recrystallized from 
acetone. The solid was placed in a soxhlet 
extractor, and extracted with refluxing chloroform 
for about 16 hours. Evaporation of the solvent 
afforded 3.75 grams (0,01 mole) of 
2-(2-carba20lyloxy)-4.6-dichloro-l,3,5- 
triazine as a solid having a melting point of 
249^C-256<'C. Elemental analysis of the product 
indicated the following: 

Analysis : c, cH^ci^N^o 

I Xo 8 2 4 

Calculated: C, 54.40; H, 2.44: M, 16.92 

Found: C, 53.38; H« 2.51; N, 16.50 

This compound is referred to hereinafter as Compound 
136. 



wo 87/04321 



PCT/US87/00240 



- 409 - 



Example Lxviii 

Preparation of 2.4-dlchlcro-6- 
[4- f 2 . 3-dlmethvl-l-p henvl~3-pvra2olln-S- 
one-aminon-l.3.S.tpiag<nA 

Into a solution containing eyanurie 
chloride (18.4 grains, 0.1 mole) in acetone (200 
milliliters) and crushed ice-water (200 milliliters) 
was added dropwise 4-aninoantipyrine (20.3 grams, 
0.1 mole) in acetone (leo milliliters) while 
maintaining the reaction temperature below 5«c. 
Sodium hydroxide (50 milliliters of a 2N solution, 
0.1 mole) was then added keeping the temperature 
below S"C. and the pH below 8.0. The reaction 
mixture was filtered, the filtrate evaporated to 
remove acetone and the residue continuously 
extracted with ether tor a period of about 16 
hours. The solvent was evaporated to afford sec 
milligrams (0.003 mole) of 2,4-dichloro-6- 
[4-(2,3-dimethyl-l-phenyl-3-pyrazolin-S-one-amino) 
3.S-triazine as a white solid having a melting point 
greater than 2S0*>C. Elemental analysis of the 
product indicated the following: 

Analysis: ^14^12 *^^2''2° 

Calculated: C. 47.88; H. 3.45; N, 23.93 

Pound: C, 46.57; H. 3.49; N, 23.05 

This compound is referred to hereinafter as Compound 
137. 



wo 87/04321 



PCr/US87/00240 



- 410 - 



Example LXIX 

Preparat ion of 4. 6-dichloro>2^ 
f w-Dhnhalimido ^-1, 3 . S^trlazlne 

Into a solution containing 20.6 grams (0«1 
mole) of cyanuxic chloride in 100 milliliters of 
acetone was added a suspension of 20.8 grams (0.1 
mole) of potassium phthalimide in 200 milliliters of 
acetone with cooling to a temperature of o«4'*c. The 
resulting mixture was stirred at o*4«C for 3 hours 
and then stirred at room temperature for about 16 
hours. The mixture vas filtered and the filtrate 
poured into Ice-water with trituration to effect 
precipitation. The mixture was filtered and the 
solid dried Isl vacuo to give 17 grams of crude 
product. This crude product was recrystallized from 
CH^Cl^-hexane to give 4.5 grams (0.02 mole) of 
4,6-dichloro-2-(N-phthalimido)-l,3,5-tria2ine having 
a melting point of 176*»C-177«C Elemental analysis 
o£ the product indicated the following: 

Ana lys i s : ^ii^4^^2^4S 
calculated: c. 44.90: H. 1.36 

Pound: , C, 45.05; H, 1.97 

This compound is referred to hereinafter as Compound 
138. 
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Example LXX 

Preparation of 4,6-dlchloro-2* 
fN-3 .4.5, 6>-tetrachlorophthalimido )-l, 3 > S-cr iazine 

Into a suspension containing 4.02 grams 

(0.04 mole) of 35% by weight KH in oil was added 100 

milliliters of tetrahydrofuran and a solution 

containing 3«4. 5« 6-tetrachlorophttialimide (10.0 

grams, 0«03 mole) in tetrahydrofuran at a 

temperature of 4^C. The mixture was stirred at room 

temperature for 30 minutes, cooled to o^c and a 

solution containing 6.47 grams (0.04 mole) of — •* - 

cyanuric chloride in 150 milliliters pCdry. 

tetrahydrofuran was added. The mixture was stirred 

at room temperature for about 16 hours, filtered and 

the filtrate poured onto Ice-vater. The precipitate 

was filtered to give 20 grams of crude product. 

This material was extracted with hot CH^Cl^. 

2 2 

The methylene chloride solution was cooled to room 
temperature and hexane added to crystallize the 
product. Filtration gave 700 milligrams (0.002 
mole) of 4,6-dichloro-2-(N->3,4.5,6-.tetra- 
chlorophthalimido)-l«3,5-triazine as a while solid 
having a melting point of 298''C-300''C. IR analysis 
of the product indicated the following: 

IR(KBr) 1745, 1510, 1400. 1370, 1300 and 1235 cm"^. 

This compound is referred to hereinafter as Compound 
139. 
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Example LXXI 



Preparation of 2^(4' ,6'-dichloro^l' , 
3 ' . 5 ' -.tria2in^2 ' -vD-l.^-benziaothiazol- 
3 r2H) one 1. l^dioxlde 

Into a solution containing lOO grams (0.054 
mole) of cyanuric chloride in 200 milliliters of 
acetone was added a suspension containing 10 grams 
(0.054 mole) of saccharin in 100 milliliters of 
acetone. The mixture turned homogeneous after 
several minutes, and 5.S milliliters (0.054 mole) o£ 
2.6-lutidine were added followed by stirring at, room 
temperature under a nitrogen atmosphere for .abouli<=^'" * 
hours. The suspension was then filtered » the 
filtrate evaporated, and the residue was partially- 
crystallized from CH^Gl^'hexane. This solid was 
filtered and the filtrate evaporated to give a 
residue which was recrystallized from CH^CI^- 
hexane to give 2.0 grams (0.006 mole) of 2-(4', 
6 ' -dichloro-1 • . 3 • . 5 ' -tria2in-2 ^-yl}-l,2-bett2isothta20l 
«-3(2H)one l«l-dioxide. Elemental analysis of the 
product indicated the following: 



This compound i^.i^eferred to hereinafter as Compound 
140. 



Analysis: 
Calculated: 




C. 38.60': H. 1.30; N. IB-Ol: 
CI. 22.79 

C. 36.59: H, 1.43: N. 16.27; 
CI. 20.71 



Found : 
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Example LXXII 

Preparation of 2,4*dichloro-6- 
trimethvlsilylethynvl-l, 3 . 5-triazine 

Ethylmagnesium bromide (35.4 milliliters o£ 
2 M tetrahydrofuran solution) was added dropwise to 
a solirtion of trimethylsilylacetylene (14.4 ^ 
milliliters, O.l mole) in tetrahydrofuran (80 
milliliters) at a temperature of -60**C. The 
solution was^ allowed to warm to room temperature, 
stirred for 2 .hours and then heated at 40''C for 1 
hour. The solution was cooled to room temperature 
and then added dropwise to a solution of cyanuric 
chloride (12 grams, 0*07 mole) in tetrahydrofuran 
(65 milliliters). After 1 hour at room temperature, 
the solvent was evaporated and the residue extracted 
with ether. The ether was evaporated and the 
residue chromatographed on silica gel to afford 1.2 
grams (O.OOS mole) of 2.4-dichloro-6-*trimethyl- 
silylethynyl-l,3,5-triazine as a brown oil. 
Elemental analysis of the product indicated the 
following: 

Analysis : CgH^Cl^NjSl^ 

calculated: c. 39.03; H, 3 . 69;N. ' 17.07 

Pound: C, 39.67; H. 3.90; N. 15.97 

The compound is referred to hereinafter as Compound 
141. 
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Example LXXIII 

Preparation of 2>4 -dichloro-6- 
ethoaevethvnvl^l . 3 . S^tr iazlne 

Into ethylmagnesium bromide (21.0 
milliliters of a 2M solution In tetrahydrpfuran) was 
added dropwise a solution of ethoxyacetylene (3.0 
grams, 0.04 mole) in tetrahy4rofuran (21 milli- 
liters) at a temperature of 0*C. After the addition 
was complete t the reaction mixture was heated to 
40*C for 1 hour, cooled to 0*C and then added 
dropwise to a solutioa^o<f-^y^nuric chloride (7.9 
grams* 0.04^mal.e^--ln tetrahydrofuran (21 
milliliters). The reaet-ion mixture vas stirred for 
about 16 hours, the solvent evaporated, and the 
residue extracted with ether. The ether was 
evaporated and the residue chromatographed on silica 
gel to afford 1.5 grams (0.007 mole) of 2.4-dichloro- 
6-ethoxyethynyl-1.3.5-trla2lne as an orange oil. 
NMR analysis of the product Indicated the 
following: 'H NMR«n5Cl^) : / 1.4(t.3H); 
4.55(g.2H) ppm. 

This compound Is referred to hereinafter as Compound 
142 . 
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Example LXXIV 

Preparation of 2,4-*dichloro-6- 
methvlsulf onaiDidO"l,3^5-trla2lne 

Into a mixture containing methanesulfonamide 
(9.5 grams. 0.1 mole) and sodium hydroxide (4 grams. 
0.1 mole) in vater (0.5 liter) at a temperature of 
25'»C was added a solution containing cyanuric 
chloride (18.4 grams, 0.1 mole) in acetone (100 
milliliters). After the addition was completed, 
sodium hydroxide (4 grams, 0.1 mole) in vater (25 
milliliters) vas added dropwise while maintaining 
the pH of the reaction mixture below 8.0. The 
reaction mixture was placed in the refrigerator for 
about 16 hours, warmed to room temperature and 
filtered to afford a white solid. Recrystallization 
from chloroform gave 400 milligrams (0.002 mole) of 
2.4-dichloro<-6*methylsulfonamido-1.3.5*triazine as a 
white solid having a melting point of 204''C-206^C. 
Elemental analysis of the product indicated the 
following: 

Analysis : ^4^4^^2^4^2^ 

Calculated: C. 19.76; H. 1.66; N. 23.05. 

Found: C. 19.48; H. 1.68; N. 22.44. 

This compound is referred to hereinafter as Compound 
143. 
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Eacamole LXXV 

Preparation of 2.4^dlchloco^6^ 
f 1 ' ^piperidinoaittino^-l, 3 > S-trlazine 

Into a solution containing eyanurie 
chloride (5.0 grams. 0.03 mole) in acetone (120 
milliliters) at a temperature of 0®C was added 
dropwise a solution containing 2,6-lutidine (3.15 
milliliters* 0,03 mole) and N-aminopiperidine (2.7 
graihSt 0.03 mole) in acetone (21 milliliters) vhile 
maintaining the temperature below S^'C. After 2 
hours of stirring, the reaction mixture was warmed 
to room temperature and stirred for 1 hour. The 
reaction mixture was then filtered and. the filtrate 
evaporated. The residue was chcomatographed on 
silica gel to afford 620 milligrams (0.002 mole) of 
2.4-dichloro-6-(l*-piperidinoamino)-l,3,5-tria2ine 
as a yellow solid having a melting point of 
114*C-117»C. Elemental analysis of the product 
indicated the following: 

Analysis : ^8^1l^''^2^5 

calculated: 38.72; H. 4.47: N. 28.23. 

Found: C, 37.31; H. 4.51; N, 26.75. 

This compound is referred to hereinafter as Compound 
144. 
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Ex^tmplQ LXXVI 

Preparatioa of 2,4-bi8*- 
(dimethvlamino)^6-chloro-l. 3.5-triazine 

Into a solution containiiig cyanucic 
chloride (92.2 grams, 0.5 mole) dissolved in acetone 
(350 ^milliliters) and cooled to a temperature of 
•-30**C was added liquid dimethylamine (90 grams, 2.0 
moles) while maintaining the reaction temperature 
below -20'*C. After reaction mixture ceased 
stirring, the internal temperature rose to 5*»C.' The 
reaction mixture was then poured onto, crushed ice (2 
kilograms) and the acetone evaporated by blowing air 
over the surface while maintaining the mixture at 
O^C, After filtration, the solid (124 grams) was 
recrystallized from pentane and chroma tographed on 
silica gel to afford 400 milligrams (0.002 mole) of 
2,4-bis(dimethylamino)-6-chloro-l.3,5-tria2ine as a 
yellow solid having a melting point of 62*c-64*C. 
Elemental analysis of the product indicated the 
following: 

Analysis: C^H^^^^^'s 

calculated: c. 41.69: H. 6.0o; N, 34.73 

round: C, 41.32; N, 5.94; N. 35^18 

This compound is referred to hereinafter as Compound 
145. 
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Eacample LXXVII 

Preparation of 2.4.^diGhloro-6^ 
dimethvlamtno-l> 3 . 5-triazine 

Into a solution containing cyanuric 
chloride (92.2 grams, 0.5 mole) dissolved in acetone 
(380 milliliters) and cooled to a temperature o£ 
• SO^'C was added dropwise A0\ aqueous dimethylamine 
(79 grams* 0.7 mole) while maintaining the reaction 
temperature below -20^C. After addition was 
completed, rhe reaction mixture was stirred at *10«C 
for 30 minutes The reaction mixture was poured onto 
crushed ice (2 kilograms) and the ace tone. evaporated 
by blowing air over the surface while maintaining 
the mixture at 0®C. After filtration, the solid was 
recrystallized from pentane to afford 59.0 grams 
(0.3 mole) of 2.4-dichloro-6-dimethylamino. 
1,3,5-triazine as a white solid having a melting 
point of lll.S^C-llB.B^C. Elemental analysis 'of the 
product indicated the following: 

Analysis: CgH^Cl^N^ 

Calculated: C, 31.11; H, 3.13: N. 29.03 
Found: C. 31.06; H, 3.06: N, 29.46 

This compound is referred to hereinafter as Compound 
146. 
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Example LXXVIII 

Preparation of 2,4-dichloro-6^ 
(l*morphQllnvl)-1.3.5^tria2ine 

Into a solution containing cyanuric 
cnioride (18.4 grams. 0.1 mole) in acetone (120 
milliliters) and crushed ice-water (200 milliliters) 
was added dropwlse morphollne (17.4 grams, 0.1 mole) 
while maintaining the reaction temperature below 
5«C. To this mixture was added a sodium hydroxide 
solution (25 milliliters of 2N solution) while 
keeping the temperature below 5«C and the pH below 
8.0. The reaction mixture was filtered and the 
separated solid recrystallized from ether to afford 
8.0 grams (0.03 mole) of 2,4-dlchloro-6- 
(l-morphollnyl)-1.3,5-trla2lne as a white solid 
having a melting point of 154*C-1S7»C. Elemental 
analysis of the. product Indicated the following: 

Analysis: S^8^^2^4^ 

Calculated: C. 35.76: H. 3.43*; N. 23.84 • 
Pound: C. 35.58; H« 3.60: N, 23.83 

This compound is referred to hereinafter as Compound 

147. 



Example LXXIX 

In a manner similar to that employed in 
Example LXXVIII. other compounds were prepared. The 
structures and analytical data f r Comp unds 148 and 
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149. Which compounds acei used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table H below. 
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Example LXXX 

Preparation of 2->bls(chloromethyl) 
amino->4 . 6'-dlchloro-l , 3 , S^trlazine 

2 1 4-Dichlo£o-6-dimethylaniiao-i « 3 , 5-tr iazine 
(18.0 grams* 0.09 mole) prepared ia Example Lxxvii 
vae heated to a temperature of 130^C, chlorizre gas 
introduced and the solution irradiated with 
ultraviolet light for a period of 5, hours. The 
resulting residue vas chromatographed on silica gel 
to afford 300 milligrams (0.001 mole) of 
2-bis(chloromethyl)amino*4-6-dichloro*L,3.5-triazine 
as an oil. Elemental analysis of the product 
indicated the following: 

Analysis: c h Cl^w, 

5 4 4 4 

calculated: C, 22.92; H« 1.54;>N, 21.39 
Found: 23.10: H« 1.87; rr« 21.93 

This compound is referred to hereinafter as Compound 
ISO. 



Example LXXX I 

Preparation of 2>2'^ri.2'>phenylenebisfox\ryi^ 
bis r4 . 6^dichloro-l. 3 . S-tr lazinel 

In a manner similar to that employed in 
Example LIV. cyanuric chloride vas reacted vith 
1,2-dihydroxybenzene in the presence of 2,6-lutidine 
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as an acid acceptor to give 2,2 '«[l,2-phenyleaebi8 
(oxy}]-bi6[4.6-dichloco-l,3,5-tria2ine] having a 
melting point of 154''C-156'^C. Elemental analysis of 
the product indicated the following: 

Analysis : C^^^^Cl^N^O^ 

Calculated: C« 35.50; H, 0.99; N« 20.70 

Found: 3«.60; H. 1.29; 20.68 

This compound is referred to hereinafter as Compound 
151. 



Example LXXXII 

Preparation of 2.4«dibromo^6^isopropoxv- 
1,3 .S-triazine 

Part A. Preparation of 2>4«dichlorO'* 
6-i80Propoxv*l . 3 . 5-triazine 
Into a stirred solution containing 20.0 
grams (0.108 mole) of cyanuric chloride in 150 
milliliters of acetone was added 12.6 milliliters 
(0.12 mole) of 2,6-lutidine dropvise at temperature 
of -70«c. 2- Propanol (8.3 milliliters. O.ll mole) 
was added and ^he resulting mixture stirred under. a . 
nitrogen atmosphere at room temperature for about 16 
hours. The reaction mixture was then evaporated 
free of solvent and the residue partitioned between 
ethyl ether and water. The organic layer was dried 
(anhydrous Na^so^). evaporat d and the residue 
distilled in vacuo to give 2.0 grams (O.oi mole) of 
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2,4-dlchlo£0-6-isop£opoxy-l,3*5-tj:iazine as aa oil 
having a boiling point of 152»C- 155«C/42 
millimeters Hg« 

Part B. Preparation of 2. 4>dibromo-6- 

iaopropoxv->l. 3 . S-tria2ine 

2,4-Dichloro-6-isopropoxy-lt3,5-tria2ine 
prepared in Part A was treated vitb gaseous hydrogen 
bromide in a methylene chloride solution at a 
temperature of 2S^C by employing a procedure similar 
to that described in Example XIX to give ^ 
2,4.-dibromo-6-isopropoxy-1.3.5-triazine as an 
unstable solid. Elemental analysis of the product 
indicated the following: 

Analysis: C^H^Br^N^O 

Calculated: C, 24.24; 2.36; N. 14.14: 

Br, 53.87 
Found: C, 21.14; H, 2.83; 

13.89; Br, 53.88 



This compound is referred to hereinafter as Compound 
152. 
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Example LXXXIII 

Preparation of 5^(3 ' . 5 ' ^dichloropheaoxv^- 
3 . 6"dichlorO'»l , 2 , 4*tr lazine 

Part A. Preparation of 3 . 5. 6*trlchloro- 
l,2,4-^tria2ine 

A mixture containing 6-azauracil (50 urams, 
0.44 mole), bromine (49. B milliliters, 1.0 mole), 
and water (625 milliliters) was stirred with a 
magnetic stirrer for 27 hours. The mixture was 
filtered to yield a white powder. Concentration of 
the filtrate gave additional product that was 
combined with the first. The white solid was 
recrystallized from water and dried to give 53.4 
grams (0.33 mole) of 5-bromo*6-a2auracil having a 
melting point of 234'*c-237«c. 

Into 14.4 grams (0.08 mole) of 
5-bromo-6<-azauracil prepared above in 299.5 
milliliters (3.4 mole) of phosphorus oxychloride was 
added 30.0 grams (0.14 mole) of phosphorus 
pentachloride and 30 milliliters (0.19 mole) of 
N,N-diethylaniline. The mixture. was magnetically 
stirred and heated under reflux for 2 hours and 
allowed to stand at room temperature for 24 hours. 
The excess solvent was -removed under reduced 
pressure and the residue extracted with eight 200 
milliliters portions of dry ether. The ether was 
removed and the residue distilled at 70''C/0.007 
millimeters to give 8.77 grams (0.05 mole) of 
3,5.6-trichl ro*l«2,4-triazin having a m Iting 
p int of 56«C-58*C. 
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Part B. PreBaratlcn of 5^(3 ' , 5 ^^dich lorophenoxv) 

*3.6^dichlQro-l,2.4>trlazine 

Into a solution containing l,84 grams (O.Ol 
mole) of 3,5,6-trichloro-l,2.4-tria2ine prepared in 
Part A in 50 milliliters of acetone was added, with 
cooling and stirring. 1*07 grams (0.01 mole) of . 
2,6-lutidine and 1.63 grams (0.01 mole) of 
3,5-dichlorophenol dissolved in 10 milliliters of 
acetone at such a rate that the reaction temperature 
remained at 0-5 'C. The reaction mixture was 
magnetically stirred for 2 hours and allowed to warm 
to room temperature. The precipitated 2,6-lutidine 
hydrochloride was filtered off and. washed in 50 
milliliters of acetpn^^.The acetone solution was 
poured onto about 100 grams of .ice and the product 
that precipitated was collected and washed with 20 
milliliters of cold lOX aqueous NaOH and 10 milli- 
liters of cold water. The solid was dried and 
crystallized from hexane to give 2.3 grams (0.007 
mole) of 5-(3' •5•-dichloropheno3cy)-3•6-dichloro- 
Ir2,4-tria^ine as a white solid having a melting 
point of 130*C-132«C. Elemental analysis of the 
product indicated the following: 

Analysis: ^9^3^^4^3^ 

Calculated: c. 34.76: 0.97; N. 13*51 

Found: C. 34.64; H. 0.93; N. 13.69 

This compound is referred to hereinafter as Compound 
153. 
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• Example LXXXIX 

In a manner similar to that employed in 
Example LXXXVIIl. other compounds were prepared. 
The structures and analytical data for Compounds 154 
through 156, which compounds were used in the 
examples hereinafter for reducing moisture loss from 
plants* are set forth in Table I below. 
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Example xc 

Preparation of 5-(2 * .4 ' «dlchloropheaoxy)» 
3,6>>dichloro-l,2.4-trla2lne 

3«5«6-Triehloro-l«2,4-triazlne and 
2«4-dichlorophencl were reacted in an acetone 
solution employing quinaldine as the acid acceptor 
in a manner similar to that employed in Example III 
to give 3.0 grams (0.01 mole) o£ 5-(2 ■ .4"-dichloro- 
phenoxy)-3.6~dichloro-l•2•4-tria2ine having a 
melting point' of 90''C-93^C after recrystallization 
from hexane. Infrared analysis of the product 
indicated the following: IB (KBr) 3090, 1530/ 1505. 
1470. 1400« 1295, 1235. 1205. 1100. 1050. 985, 865, 
830, 750 cm"^. 

This compound is referred to hereinafter as Compound 

157. 



Example XCI 

In a manner similar to that employed in 
Example XC, other compounds were prepared. The 
structure and analytical data for Compounds 158 
through 160. which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Table J below. 
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Example XCII 

Preparation of 2 > 6^dichloroben2aldehvde 
0-f 3.6-dichloro-l,2,4-tria2ln-4^vl)oxime 

In a nanxier similar to that employed in 
Example XXXVI , 3«S,6*trichloro-l,2,4-triazine was 
reacted with 2. 6-dichlorobenzaldoxime to give 0.93 
gram (0.003 mole) of 2*6-dichlorobenzaldehyde 
0*-(3,6-dichloro-l«2.4-triazin-4-yl}oxime having a 
melting point of 103^C-105^C. Elemental analysis of 
the product indicated the following: 

Analysis: H^ci^N o 

10 4 4 4 

calculated! C, 35.54; H« 1.19; N« 16.58 

Found: C, 35.76; H« 1.60; N, 17.04 

This compound is referred to hereinafter as Compound 
161. 



Example XCII I 

Preparation of 3*>GhlorQ^*6- 
, (2 ' .4 '*>dichlorophenoxv)Pvrida2ine 

A mixture containing 5.96 grams (0.04 mole) 
of 3.6-dichloropyridazine» 6.52 grams (0.04 mole) of 
2«4-dichlorophenol. and 5.80 grams (0.04 mole) of 
K^CO^ in 200 milliliters of acetone vas heated 

n a St am bath for a period f 2 hours. The 
solvent was removed and the residue washed with 100 
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milliliters of lOX aqueous NaOH and then 100 
milliliters of water. The crude solid was 
crystallized from hexane to give a total o£ 1.6 
grams (0.006 mole) of 3-chloro-6-C2' .4'-dlchloro- 
phenoxy)pyridazine as a white solid having a melting 
point of 89'*C-91^C. Elemental analysis of the 
product Indicated the following: 

Analysis : ^io^b^^b^z^ 

calculated: C. 43.59; 1.83; N, 10.17 

Found: C, 43.59; H. 1.91; N, 10.06 

This compound is referred to hereinafter as Compound 
162. 

Example XCIV 

In a manner similar to that employed in 
Example XCIII, other compounds were prepared. The 
structures and analytical data for Compound 163, 
which compound is used in the examples hereinafter 
for reducing moisture loss from plants* are set 
forth in Table K below. 
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Example XCV 

Preparation of tris(4,6^dichloro> 
1,3, S«triazin-2>vll amine 

In ttie procedure employed in Example LVI 
for the preparation of bis(4,6«-dichloro-l,3,5- 
triazin^2-7l)amine. a solid precipitate was isolated 
by filtration to give tris(4« 6*dichloro- 
l«3.5-triazin-2'»yl)amine as a by-product having a 
melting point of greater than sec'C (dec). 
Elemental. analysis of the product indicated the 
following: 

Ana lysis: 
Calculated: 
Found: 

This compound is referred to hereinafter as Compound 
164. 



Example XCVI 

, In a manner similar to that employed in 
Example XCIII. *~other compounds were prepared. The 
structures and analytical data for Compound 165. 
which compound is used in the examples hereinafter 
for reducing moisture loss from plants, are set 
forth in Table L below. 



C> 23.45: H. 0.00. N. 30.39 
C. 21.85: H. LIB: N, 33.65 
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Example XCVII 

Preparation of a^^chloro^ft- 
(3 ' -^chlorophenoxvlpyridazine 

Into a solution containing 1.93 grams 
(0«015 mole) of 3-ehlorophenol and 1.5 grams (0.005 
mole) of tetrabutylammonium bromide in 24 
millilitets of 1.25 N aqueous sodium hydroxide vas 
added 2.23 grams (0.015 mole) of 3,6-dichloro- 
pyridazine dissolved in 50 milliliters of toluene. 
The mixture was heated to a temperature of so^'c and 
stirred for 3 hours. The organic layer was 
separated, washed with dilute- HaOH solution and 
water, dried over MgSO^ and evaporated. The 
residue obtained was crystallized from hexane to 
give 1.55 grams (0.006 mole) of 3-chloro-6~ 
(3 '-chloro*phenoxy)pyridazine as a white solid 
having a melting point of 85'*C«-88<*C. Elemental 
analysis of the product indicated the following: 

Analysis: ^io^6^^2V 

calculated: C. 49.82; H, 2.51; M, 11.62 

Found: C. 49.87; H. 2.48; N/ 11.65 

This compound is referred to hereinafter as Compound 
166. 
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Example XCVIII 

Preparation of 4-f 4 '->nltrox)henQ3cv) 
-2^S. 6-trlchloropvrimidine 

In a manner Blmilar to that employed in 
Example I, 2«4,S,6-tetrachloropyrimidlne and 
4-*nitrophenol were reacted in acetone solution 
employing 2«6-lutidine as the acceptor to give O.S 
gram (0.002 mole) of 4-(4 ■-nitrophenoxy)-2,5t6- 
trichloropyrimidine having a melting point of 
114^C*116*C following vacuum sublimation and two 
recrystallizations from hexane. Elemental analysis 
of the product indicated the following: 

Analysis: 
Calculated: 

Found: 



This compound is referred to hereinafter as Compound 
167. 



Example JCIX 

In a manner similar to that employed in 
Example XCVIII* other compounds were prepared. The 
structures and analytical data for Compounds 168 and' 
169« which cojupounds. ar us \d in the xamples 
hereinafter for reducing moistur 1 ss fr m plants, 
are set forth in Table H b low. 



C. 37.47: H. 1.26; N. 13.11; 
CI, 33.18 

C, 36.89; H. 1.52; N, 13.00; 
CI. 32.79 
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Example c 

Preparation of 2-f2' ,4'-dlchloropheno3cv> 
pentachlorocvclotriphosphazene 

Into a solution containing 10.8 grams (0.03 
mole) of pbosphonitrilic chloride trimer in 50 
milliliters of acetone at a temperature of -60*C and 
under nitrogen atmosphere was added dropwise 3.1 
milliliters (0.03 mole) of 2.6«lutidine in lo 
milliliters of acetone and 5.0 grams (0.03 mole) of 
2«4-dichlorophenol in 40 milliliters of acetone. 
The reaction mixture was allowed to warm to room 
temperature, stirred for about 16 hourSi -filtered 
and the filtrate poured into ice water. The solid 
(6.8 grams) was collected by filtration, and 
sublimation removed the unconverted 2«4*dichloro- 
phenol. The pink semi-solid remaining in the 
sublimer was collected to give 0.9 gram (0.002 mole) 
of 2«*(2* .4**dichlorophenoxy)pentachlorocyclo-* 
triphosphazene. MMR analysis of the product 
indicated the following: 'H NMR (CDCl^): / 
7.20-7.55 ppm (m. aromatic protons). 

This compound is referred to hereinafter as Compound 
170. 
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Example CI 

Preparation of 2,4>dichloro-6* 
(2 ' . 4 ' ^dichlorophenoxv)hexafavdro-I. 3 , 5-tr lazine 

Into a suspensioa containing 340 milligrams 
(0.001 mole) of 2,4-dichloro^6*(2'4*-dichloro- 
phenoxy)-1.3,5*-tria2ine in SO milliliters of 
anhydrous ethyl ether was added 400 milligrams (O.Ol 
mole) of sodium borohydride and 5 milliliters of 
methanol in portions* The mixture was stirred for 5 
minutes and an additional 420 milligrams (0.01 mole) 
of sodium borohydride was added. After the mixture 
was stirred for 15 minutes* 150 milliliters of et^ej:^.. 
was added and the mixture then partitioned between 
ether and water. The organic layer was dried 
(Na^SO^) and evaporated to give 340 milligrams 
(0.001 mole) of 2,4*dichloro«6-(2* «4*-*dichloro- 
phenoxy)hexahydrd-l«3«5~triazine as a white unstable 
solid. NHR analysis of the product indicated the 
following: 

"c ^©(CD^CN/D^O): / 118. 53r 121.86. 124.87, \ 
125.71. 128.82. 129.5. 130.09 and 130.93 ppm. 

This compound Ls referred to hereinafter as Compound* 
171. 
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Example cii 

Preparation of 2. 4.^dichlQro->6> 
r4-f4-eth oxyphenvla2o)-l>naohthQXvU 
1.3.5-tria2ine 

In a manner similar to that employed in 
Example LIII. 2.4-dichloro-6-[4-(4-ethoxyphenyla2o)-. 
l-naphthoxy]-l,3,5-trlazine vas prepared having a 
melting point of 173*C-177*C. Elemental analysis of 
the product indicated the following: 

Ana ly 8 i s : gCl^NgO^ 

Calculated: c, 57.29; H. 3.43; N. 15.90 

Pound: C. 57.52; H. 4.08; N. 15.66 

This compound is referred to hereinafter as Compound 
172. 



Example CUT 

Preparation of 2.4^dichloro-6->(2>methoxvphenoxv)- 

1.3. S-triazlne 
In a manner similar to that employed in 
Part B of Example XXII, cyanuric chloride vas 
reacted with 2-methoxyphenol in the presence of 
2,6-lutidine as an acid acceptor to give 2,4-di- 
chloro.6-(2-methoxyphenoxy)-1.3,5-tria2ine having a 
melting point of 93*C-94.5»C. Elemental 
analysis of the product indicated the following: 
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Analysis: 
Calculated: 




This compound Is referred to hereinafter as Compound 
173. 

Example CIV 

Preparation of 2.4^diGhlQro^ 6-f 2^ben2vloxvphenoxy)- 
l^,3,s^trla2ine 
In a manner similar to that employed in 
Part B of Example XXII, cyanurlc chloride was 
reacted with Z-benzylo^phenoi-ln the presence of 
2,6-lutidinB^^lS*'an acid acceptor to give 2.4-di- 
chloro-6-(2-ben2yloxyphenoxy)-1^3,5-'trla2ine having 
a melting point of 92*C-94«C, Elemental 
analysis of the product indicated the following: 



This compound is referred to hereinafter as compound 
174. . 

Example CV 

Preparation of 2, 4*dichloro-6-r4>(l-*methvl- 
i^r4-propoxvphenvl>lethvl >lPhenoxy>l.3>S-tria2ine 

Part A. Preparation cf 4^ri^methv l-l-f 4- 

propoxvphenvl ) et hvl 1 phenol 

A mixture of Bisphenol A (5.0 grams « 0,02 
mole), p tasslum carbonate (3.04 grams-, 02- mole) 



Analysis:, ^leH^iClgNjO^ 

Calculated: C, 55.19; H. 3. IB; N. 12.07 

Found: C, 55.59; H, 3.19: Nr 11.76 
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and 100 milliliters of acetophenone was stirred and 
heated at a temperature of 150*C for a period of 2 
hours. After cooling to room temperature/ 
1-iodopropane (3.22 milliliters^ 0.03 mole) was 
added and the mixture was then stirred and heated at 
a temperature of lOO^C for a period of about 16 
hours. The reaction mixture was then allowed to 
cool and the solid removed by filtration. The 
acetophenone was removed by distillation under 
reduced pressure and the residue purified by flash 
chromatography (St ethyl acetate/hexane eluant) to 
give 2.12 grams (0.008 mole) of 4-[l-methyl-l-(4- 
propoxyphenyl}-ethyl]phenol. NMR analysis of the 
phenol intermediate indicated the following: 'H NMR 
(CDClj): / 0.80-1.91 (m. IIH), 3.90 (t, 2H. J » 
7H2), 5.15 (S. H). 6.57-7.21 (m, 8H) ppm. 

Part B. Preparation of 2.4-dichloro-6-r4- 
( l-methvl-l- r 4-pr opoxyphenvl 1 - 
e^hy; ) Ip^enoxY-^i ? i ^-tr iazine 
m a manner similar to that employed in 
Part B of Example XXII. cyanuric chloride was 
reacted with 4-[l-methyl-l-(4-propoxyphenyl)- 
ethyl Iphenol prepared in Part A above in the 
presence of 2,6-lutidine as an acid acceptor to give 
2 . 4-d ichlor 0-6- [ 4- ( 1-methyl-l- [ 4-pr opoxyphenyl J - 
ethyl) Iphenoxy-l. 3,5- triazine as an oil. Elemental 
analysis of the product indicated the following: 

Analysis: Si*^2l^^2^3^2 

Calculated: C. 60.30; H, 5.06; 10.04 

Found: C. 59.62; H, 5.06; N, 10.84 
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This coapound is referred to hereinafter as Coi&pound 
175. 

Example CVI 

. Preparation of 2.4-dichloro^6->r4^f l^methvl-l- 
r 4^methoxyp hetivl 1 ethvl ) 1 phenoxv-l . 3 . 5-t r iazine 

Part A. Preparatio n of 4^ri>Tnethvl-l-f 4^methoxv^ 
Phenyl ^ethvn Phenol 

In a iaaxmer similar to that employed in 
Part A of Example CV, Bisphenol A was reacted with 
methyl iodide in acetone solution and in the 
presence of potassium carbonate as an acid acceptor 
to give 4-Cl-methyl-l-(4-methoxyphenyl)ethyl]- 
phenol. NHR analysis of the phenol intermediate 
indicated the following: NMR CCDClj):/ 1.63 
Cs, 6H). 3.77 (S, 3H). 5.62 (S. H)-, 6.S5-7.27 (m, 
SH) ppm. 

Part B. Preparation of 2.4^dichloro^6-r4-f 1« 
methvl- 1- r 4 -methoxvphenvl 1 ethvl ) 1 - 
phenoxv^l . 3 , S--tr iazine 
In a manner similar to that employed in 
Part B of Example xxzz, cyanurie chloride was 
reacted with 4-[l~methyl-l-(4-methoxyphenyl>- 
ethyl]phenol prepared in Part A above in the 
presence of 2,6-lutidine as an acid acceptor to give 
2.4-dichloro-6-C4-{l-methyl-l-C4-ffiethoxyphenyll- 
ethyl)]phenoxy-l,3,5-tria2ine having a melting point 
of 108<'C-lll'»C. Elemental analysis of the 
product indicat d the f 11 wing: 
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Analysis : °i9^i7^^2''3^2 

Calculated: C« 58.47; H. 4.39: N« 10.77 

Found: 58.35; H« 4.40; N« 10.76 

Tbis compound is refecred to hereinaftec as Compound 

176. 

Example CVII 
Preparation of 2.4-dichloto-6-r4-(l-methvl-l> 
r4-ben2vloxvphenvnethvm-phenoxv-1.3 .S-triazlne 

Part A. Preparation of 4-ri-methvl-l-(4-ben2Vl - 

oxyphenvl ) ethvl 1 pheno 1 

In a manner similar to that employed in 
Part A of Example CV. Bisphenol A was reacted vith 
benzyl chloride in acetone solution in the presence- 
of potassium carbonate as an acid acceptor to give 
4- [ 1-methy 1-1- ( 4-benzyloxyphenyl ) ethyl ] pheno 1 . NMR 
analysis of the phenol intermediate indicated the 
following: NMR (CDCl^}:^ 1.60 (s« 6H), 4.57 
(S, H}, 5.00 (6, 2H). 6.56-7.48 (m, BH) ppm. 

Part B. Preparation of 2.4-dichloro-6-r4- 

{ ?,-B^^fty^-?,- r i-bQ^^s^yJlo^yp^^Qy 1 1 -ethyl ) 1 - 
Phenoxv-1 . 3 . S-tr iazine 
In a manner similar to that employed in 
Part B of Example XXI I. cyanuric chloride was 
reacted with 4-[l-methyl-l-(4-benzyloxyphenyl)- 
ethyllphenol prepared in Part A above in the 
presence of 2»6-lutidine as an acid acceptor to give 
2 . 4--dichloro-6- [4- ( 1-methyl-l- [ 4-benzyloxyphenyl ] - 
ethyl) ]phenoxy-l. 3 t5*tr iazine having a melting point 
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of 117.5«C-LI9''C. Elemental analysis of the 
product indicated the following: 

Analysis: S5^2l^^2"3^2 

Calculated: C. 64.39; 4.54; N« 9.01 

Found: C. 64.09; 4.59; N, 8.87 

This compound is referred to hereinafter as Compound 

177. 



Example CVIII 

Preparation of 2.4-dichloro-6-f2-n-butvloxvphenoxy)> 

1.3. 5-tria2ine 

Part A. -- Preparation of 2^ (n^butvloxv) Phenol 

In a manner similar to that employed in 
Part A of Example XXII, catechol was reacted vith 
1-bromobutane in the presence of sodium hydroxide as 
an acid acceptor to give 2-(n-*butyloxy}phenol. NMR 
analysis of the phenol intermediate indicated the 
following: 'H NMR (CDCl^):/ 0.73-1.95 (m, 7H) , 
3. 63-^4.08 (t« 2H}* 6.02-7.32 (m^ 4H) ppm. 

Part B. Preparation of 2.4-dlchloro-6-C2-n-butyloxy - 

phenoxy)-1.3. S-triazine 

In a manner similar to that employed in 
Part B of Example XXII « cyanuric chloride was 
reacted with 2- (n-butyloxy) phenol prepared in Part A 
above the presence of 2«6-lutidine as an acid 
acceptor to give 2,4-dichloro-6-(2«n-butyloxy- 
phenoxy)-lt3*5-triazine as an oil. Elemental 
analysis f the product indicat d the following: 
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Analysls: ^i3^i3^^2^3^2 
Calculated: C« 49.70; H, 4.17; 13.37 

Fouad: C. 50. B2: B, 4.69; N« 12.98 

This compound is referred to hereinafter as Compound 

178. 



Example CIX 
In a manner similar to that employed in 
Example CVIII, other compounds were prepared. The 
structures and analytical data for Compounds 179 
through 184 « which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Table N below. 
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Example CX 

Preparation of 2,4-dichloro>6-r4>(4^ben2Vloxy> 
Phenyl thio^ Tphenoxv-^1,3, 5->tEla2lne 

Part A. Preparation of 4-r U-benzvloxvphenvlthion^ 
phenol 

A mixture of 5.0 grams (0.02 mole) of 
4,4 ' •'thiobisphenol* 3.79 grams (0.Q3 mole) of 
potassium carbonate and 75 milliliters of acetone 
was beated under reflux for a period of 2 Hours. 
After cooling to room temperature. 4.35 grams (0.03 
mole) of benzyl cbloride added dropvise to the 
reaction mixture which was then heated under reflux 
for a period of .X6>. hours. The^ reaction mixture was 
then cooled to room temperature and filtered through 
Celite to remove solid materials. The filtrate was 
concentrated in vacuo and the residue purified by 
flash chromatography to give 2.82 grams (0.01 mole) 
of 4-C (4-benzyloxy- phenylthio) Iphenol. NMR 
analysis of the phenol intermediate indicated the 
following: 'H NMR (CDCl^):/ 4.98 (s, H)^ 5.08 
(8« 2H). 6.65*7.50 (m. 13H) ppm. 

Part B. Preparation of 2.4-dichloro--6-r4^(4- 

benzvloxvphenvlthio) lPhenoxv»1.3. S-triazine 
In a manner similar to that employed in 
Part B of Example XXII. cyanuric chloride was 
reacted with 4- C (4*benzyloxyphenylthio) ] phenol 
prepared in Part A above in the presence of 
2«6-lutidine as an acid acceptor to give 2,4-*di- 
chloro«6- [4- ( 4-benzyl xyphenylthio ) ] ph n xy-l, 3 , 5- 
triazine having a m Iting point of 119''C-120'*C. 



I 
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Elemental analysis of the product indicated the 

following: 

Analysis: c^gHj^gCljNjO^s 
calculated: C, 57,90: H. 3.31; N« 9.20 
Found: C, 58.49: H, 3.60; N. 8.94 

This compound is referred to hereinafter as Compound 

185. 



PX^mp^e CXI 
In a manner similar to that employed in 
Example CX. other compounds were prepared. The 
structures and analytical data for Compounds 1B6 and 
187. which compounds are used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table O below. 
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Example CXI I 

Preparation of 2-chloro-4-niettiyl-6*r4> f l-methvl--l- ' 
f 4-methoxvphenvl 1 ethvl ) 1 -phenoacv-l , 3 . 5->tr lazlne 
To a stirred solution of 0.72 gram (0.002 
mole) of 2,4-aichloro-6-C4-(l-methyl-l-[4-methoxy- 
phenyl]ethyl}]pnenoxy-lt3«S-t£iazine prepared in 
Example CVI in 50 milliliters of tetrahydrofuran was 
slowly added 2.04 milliliters (0.006 mole) of 2.7 M 
methylmagnesium bromide in ethyl ether solution 
while cooling the mixture in an ice bath. After 
this period, the reaction mixture was allowed to 
warm to room temperature and then stirred for a 
period of 15 hours. The solvents were removed by 
vaciium evaporation and the^x^sidue purified by flash 
chromatography (3t ethyl acetate in hexane eluant) 
to give 0.43 grams (0.001 mole) of 2-chloro-4-methyl- 
6- [ 4 - ( l-methy 1 - 1- [ 4-methoxypheny 1 ] ethyl ) 1 phenoxy- 
1,3.5-triazine as pale yellow crystals having a 
melting point of 65.0«C-67.5''C. Elemental 
analysis of the product indicated the following: 

Analysis: So^20^^^3S 

Calculated: C, 64.95: H, 5.45: n. 11.36 

Found: C. 64.58; 5.57: N« 11.25 

This compound is referred to hereinafter as Compound 
188. 
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ExaittPle CXIII 
Preparation of 2>4- dichloro^6-r4-fchlQro- 
phenvlsulf onvl) Tphenoxv^I >3 . 5->trlagiiie 

Part A. Preparation of 4^chlorophen vl 4* -hydroxy^ 
' phenyl sulfone 
To a stirred solution of 28.7 grams (0.1 
mole) of bis(4-chlorophenyl) sulfone in 100 
milliliters of dimethylsulf oxide was added a 
solution of 13,1 grams (0.23 mole) of potassium 
hydroxide in 15 milliliters of water over a 10 
minute period- while heating the reaction mixture at 
a temperature of 40»C. The reaction mixture - was - 
then heated at a temperature, of . lOSS.C.=.f OE-a period 
of 5 hours, cooled to room temperature and poured 
into 300 milliliters of water- A white, tttilky 
precipitate was filtered off and the filtrate 
acidified with HCl. The aqueous solution was 
extracted with ether (3 x 100 milliliters) and the 
combined ether layers washed with lOt aqueous NaOH 
(2 X 50 milliliters). The combined basic layers 
were acidified with HCl and extracted with ether (2 
X SO milliliters). Evaporation of ether gave 19.21 
grams (O.08 mole) of 4-chlorophenyl 4 • -hydroxyphenyl 
sulfone having a melting point of 143.0"C-146.0'»C. 

Part B. Preparation of 2. 4 -dichloro-6-r4-(4>chloto-> 
ohenvlfiulto nylllphenoxy>1.3.5^tria2ine 
In a manner similar to that employed in 
Part B of Example XXII. cyanuric chloride was 
reacted with 4-chl rophenyl 4'-hydroxyphenyl sulfone 
prepared in Part A above in the presence of 
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2.6-lutldine as an acid acceptor to give 2,4-dl- 
chloto-6- [4- (4-chlorophenylsulf onyl ) ]phenojty-l. 3 . 5- 
ttiazine having a melting point of 167*C. 
Elemental analysis of the product indicated the 
following: 

Analysis: Cj^s^e^^S^'s^a® 

Calculated: C. 43.24; H, 1.93; N. 10.08 

Found: C. 43.16} H, 2.01; N. 10.01 

This compound is referred to hereinafter as Compound 

189. 



gyample CXIV 

preparation of bisf^- f 4 . 6-die hloro-l. 3 . S-tria2ine-2- 
vloxv^phepyn eulfone 
In a manner similar to that employed in 
Part B of Example XXII. cyanuric chloride was 
reacted with bis(4-hydroxyphenyl) sulfone in the 
presence of 2.6-lutidine as an acid acceptor to give 
bis C4- (4 . 6-dichloro-l. 3 , 5-tria2in-2-yloxy) phenyl ] 
sulfone having a melting point of 230»-23S»c. 
Elemental analysis of the product indicated the 

following: 

Analysis: C^gH^Cl^NgO^ 

Calculated: C. 39.58: H. 1.48; N. 15.39 

Found: C. 41.30; H. 1.73: N. 14.61 

This compound is referred to hereinafter as Compound 

190. 



wo 87/04321 ^ PCT/US87/00240 



-4B6- 



Example CXV 

Preparation of f4.6-dichloro^l,3,S^triazin^2-vl) 
( 4 , S-'dimethvoxv-l . 3 , S — triaz in-2-vl ) ether 

Part A. Preparation of 2,4. 6-trimetho3CV« 
l.S.S-'triazine 

To a stirred solution of 12.0 grams (0^30 
mole) of soditua h/droxide in 100 milliliters of 
methanol was slowly added over a one hour period 
18.5 grams (0.10 mole) of cyanuric chloride in small 
portions while maintaining the. reaction temperature 
at 25^C*30''C. • After this period, the reaction 
mixture was stirred at room temperature for a two 
hpur^period. The mixture was filtered and methanol 
evaporated from the filtrate under reduced 
pressure. The residue was vacuum dried and 
crystallized from water to give 4.3 grams (0.025 
mole) of 2,4.6-trimethoxy-1.3.5-*triazine having a 
melting point of 122**C-129*^C. Reverse phase 
high pressure liquid chromatographic analysis 
indicated the product to be of approximately 75% 
purity. 

Part B. Preparation of sodium 4. 6*-dimethoxv« 
1.3. 5*tr ia2in*2-olate 

To a stirred solution of l«86 grams (0.05 
mole) of sodium hydroxide in 25 milliliters of 
methanol was added 4.0 grams (0.02 mole) of 
2.4.6«-tri-methoxy-1.3,5-triazine prepared in Part A 
above which was heated under reflux for a peciod of 
on hour. Th solution was allowed t cool and the 
white solid c llected and dried to give 3.95 grams- 
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(0.02 mole) Of sodium 4.6-dimettio3cy-l.3, 5-triazin- 
2-olat6. 

Part C. Preparation of f4.6-d iehloro-l,3.s- 

tr ia2in-2-vl > (A. 6 ^dimetho3cy-l. 3 . s^tplagin^ 
2-yl) ether 

Sodium 4 , 6-dimethoxy-l, 3 . 5-tr iazin-2-olate 
CI. 5 grams. 0.01 mole) prepared in Part B above was 
suspended in 25 milliliters of acetonitrile and the 
mixture cooled to a temperature of 5*C-10*C in 
an ice bath* A solution of 1.54 grams (0.01 mole) 
of cyanuric chloride in 25 milliliters of 
acetonitrile was then added dropwise with stirring 
while maintaining the temperature below lO^'C. ^.Ihe-^-- 
reaction mixture -was stirred -in the ice bath and 
allowed to warm slowly to room temperature. After 
stirring for a 16 hour period, the reaction mixture 
was filtered and solvent removed by evaporation. A 
white solid residue was purified by flash 
chromatography (30\ ethyl acetate in hexane) to give 
1.34 grams (0.004 mo]fe}.of (4.6-dichloro-l,3,5- 
triazin-2-yl) (4.6-dimethoxy-1.3.5-triazin-2-yl) 
ether having a melting point of 158.5«C-160«C. 
Elemental analysis of the product indicated the 
following: 

Analysis : ^e^fiCl^N^o^ 

calculated: c, 31.50; H, 1.98: 27.55 
Pound: C, 31.74: H, 2.07: N, 27.47 

This compound is referred to hereinafter as Compound 
191. 
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Exaint?le CXVI " 
Preparation of 2,2'-thiobisM.6^dichloro- 
1.3.S-tria2iiie) 
To a stirred eoltitioa of 10*0 grams (0.05 
mole) of cyanuric chloride in ~100 milliliters of 
acetone was added a solution of 3.26 grams (O.oi 
mole) of sodium sulfide nonahydrate in 30 
milliliters of water over a period of 30 minutes 
while maintaining the temperature of the reaction 
mixture at O-S^'C by external cooling. The 
reaction mixture was stirred at a temperature of 
0-5*>C for a period of 15 minutes and 150 
milliliters of ice water was added. A white . . 
precipitate formed and was immediately filtered off 
and dried. Unreacted cyanuric chloride -was removed 
from the crude product by vacuum sublimation and the 
remaining solid recrystallized from hexane/methylene 
chloride to giv^ 2.2'-thiobi8(4.6-dichloro-l,3,5- 
triazine) as a white solid having a melting point of 
140«C-145**C, High pressure liquid chromatographic 
analysis showed the product to have a purity of 
75%. Infrared analysis of the product indicated the 
following: IR (CHClg) 1500. 1240. 850. cm*^. 
Mass spectrometric analysis indicated m/e 330 
(calculated molecular weight 329.98). 
Thie compound is referred to hereinafter as Compound 
192. 
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Example CXVII 
Preparation of (4-cnioro-6-petho3cv-l. 3 , S-tria2in- 
2-vl)M,6-diinethoxv-1.3>5->triazln^2-vl) ether 

Part A. Preparation of 2>4-dlehloro-6-nethoxv- 
1.3, S^triazine 

A mixture of 20.2 grams (O.ll mole) of 
cyanuric chloride * 18.4 grams (0.22 mole) of sodium 
bicarbonate, 100 milliliters of methanol and 125 
milliliters of water was stirred for a period of 40 
minutes at room temperature and then diluted with 
100 milliliters of water and the resulting solid 
filtered off. The white solid was vacuum dried to 
give 13.4- grams-CO.oe mole) of 2«4-dichloro-6- 
methoxy-l,3,5-tria2ine having a melting point of 
88»C-90«»C. 

Part B. Preparation of (4-chloro-6-methoxy-i.3 ,5-> 
tr ia2in-2-vl ) M . 6-di -methoxv-l. 3 . 5^ 
tria2in-2-vl) ether 

To a stirred suspension of 2.91 grams (0.02 
mole) of sodium 4,6-dimethoxy-1.3.5-triazin-2-olate 
prepared in Part B of Example CXV in 50 milliliters 
of acetonitrile was added dropwise a solution of 
2.93 grams (0.02 mole) of 2,4-dichloro-6-methoxy- 
lt3.S-triazine prepared in Part-A above. The 
reaction mixture was heated under reflux for a 
period of 48 hours and then refluxed for a second 48 
hour period after addition of 1;17 grams (0.003 
mole) of dibenzo-18-crown*6. The mixture was 
allowed to cool, diluted with 75 milliliters of 
methylene chl ride and then filtered. After 
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evaporation o£ solvents the residue vas purified by 
flash chromatography (20% ethyl acetate in hexane 
eluant) to yield 1.60 grams (0.005 mole) o£ 
(4-chloro-6-methoxy-l»3*5-trla2in-2-yl) (4,6-di- 
methoxy-l,3,5-triazin-2-yl) ether having a melting 
point of 126.S*C-12B*C. Elemental analysis of 
the product indicated the following: 
Analysis: C^HgClN^O^ 
calculated: C. 35.95; 3.01; N, 27.95 
Found: C. 35.92; H. 3.12; N. 28.08 

This compound is referred to hereinafter as Compound 
193 . 

Example CXVIII , 
Preparation of 2-chloro-4,6.>dimethoxv-1.3.5-tria2ine 

A mixture of 18.5 grams (0.10 mole) of 
cyanuric chloride, 16. 8. grams (0.20 mole) of sodium 
bicarbonate. 57 milliliters of methanol and 5 
milliliters of water was stirred vigorously and 
carbon dioxide evolution was observed as the 
reaction temperature rose to about 40''C. After a 
period of 20 minutes, carbon dioxide evolution had 
slowed and the reaction mixture was then heated 
under reflux for a period of_30 minutes.. The 
mixture was cooled and diluted with water causing a 
white precipitate to separate. The solid was 
collected, waterwashed, vacuum dried and the crude 
product crystallized from cyclohexane to give 10.0 
grams (0.06 mole) of 2-chloro-4.6-dimethoxy- 
1.3.5-triazine as a white crystalline s lid having a 
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melting point of 69*C-71*C. Elemental analysis 

of the product indicated the following: 
Analysis: CgHgClN^O^ 

Calculated: C, 34.20; H, 3.44; N» 23.93 

Found: C. 34.14; H. 3.60; N« 2'3.96 

This compound is referred to hereinafter as Compound 

194. 



Example CXIX 
Preparation of 6^.(2. 4-dichlarophenvla2o)^ 
2 . 4-dichloro-l, 3 . S-tr iazine 
A slow stream of chlorine gas was passed 
for a period of ten minutes through a two-phase 
mixture consisting of a solution of 2.6 grams (0.008 
mole) of N-(2.4-dichlorophenyl)-N'-(4.6-dichloro- 
1.3,5->triazin-2-yl)hydrazine in 75 milliliters of 
CHCl^ and a solution of 1.34 grams (0.02 mole) of 
NaHCO^ in 40 milliliters of water. Nitrogen was 
then bubbled through the mixture to remove excess 
chlorine and the organic layer was separated, washed 
with water and dried over anhydrous Mgso^ to yield 
2.4 grams of a dark red solid. This was combined 
with 980 milligrams of product prepared from a 
previous -identical reaction except that 1.0 gram 
(0.003 mole) of N-(2r4-dichlorophenyl)-N-(4,6- 
dichloro-l,3,5-triazin-2-yl)hydra2ine was used. The 
combined products were f lash-chromatographed on 
silica gel using a 9:1 v/v hexane-ethyl acetate 
eluent to yield the crude product as a red solid. 
This crude product was recrystallized from hexane to 
give a material which was sublimed giving 0.91 grams 
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(0.003 mole) of 6-p(2,4-dichlorophenyla2o}-2,4- 
dichlo£o-1.3,5-trlazlae as a red solid having a 
melting point of H9*^C-X23*C. Elemental 
analysis of the product indicated the following: 
Analysis: C^H^Cl^Ng 
Calculatedr C« 33.47: H, 0.94; 21.68 
Found: C. 32.95: H. 0.97: 21.14 

This compound is referred to hereinafter as Compound 
195. 



Example cxx 

Preparation of 2-(4-methoxvphenyl>-4.6-diehloro- 

1.3.5^tria2ine 
In a manner similar to that employed in 
Example XL, cyanuric chloride was reacted with the 
Grignard reagent of 4-bromoanisole to give 
2-(4-methoxy-phenyl)-4 , 6-dichloro-l, 3 , 5-tr iazine 
having a melting point of i36.5'*C-138.5*C. 
Elemental analysis of the product indicated the 
following: 

Analysis: C,^H,C1^N,0 

10 7 2 3 

Calculated: c, 46.90: H, 2.76: n, 16.41 

Found: C. 46^7€: K, 2.78: 16.29 

This compound is referred to hereinafter as Compound 

196. 

Example CXXI 
In a manner similar to that employed in 
Example CXX* oth r comp unds were prepared . The 
structures and analytical data for Compounds 197 
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through 199 « which compouads ace used in the 
examples hereinafter for reducing moisture loss from 
plants* are set forth in Table P below. 
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Example CXXII 
Preparation of 2-r C2-Phenoxv)ethoxy1^4. 6- 
diehloro-L,3. S-triazine 
In a manner similar ta that employed in 
Example XXXII. 2-phenoxyethanol was reacted with 
cyanuric chloride in the presence o£ 2«6-lutidine as 
an acid acceptor to give 2-[ (2-phenoxy)ethoxy]- 
4.6-dichloro-l«3•5-tria^ine having a melting point 
of Bl^C-83*C. Elemental analysis of the product 
indicated the following: 

Analysis: ^ii^9^^2^3^2 

Calculated: C« 46.17; H« 3.17; N, 14.69 

Found: C* 46.41; 3.44: 14.68 

This compound is referred to hereinafter as Compound 

200. 

Example CXXII I 
Preparation of 2-r2-(2.4-dichlorophenoxv) 
ethoxyl-4. 6-dichloro-1.3. 5-triazine 

Part A. Preparation of 2-(2.4-dichlorophenoxy)- 
ethanol 

To a solution of 2.44 grams (0.06 mole) of 
NaOH in 20 milliliters of water was added 10.0 grams 
(0.06 mole) of 2«4-dichlorophenol portionwise. A 
4.8 milliliter (0.07 mole) portion of 2-bromoethanol 
was then added and the mixture heated at a 
temperature of 60**C for a period of approximately 
16 hours. After cooling* the reaction mixture was 
extracted with dichloromethane and the combined 
organic extracts then washed with IN NaOH solution 
and water and then dried over HgSO. . C ncentra- 
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tion under reduced pressure gave 8.02 grams (0*04 
mole) of 2-(2«4-dictxlorophenox7}dttxanol. NHR 
analysis o£ the phenol intermediate indicated the 
following: 'H NMR (CDCl^):/ 2.73 (m, H). 
3.7-4.4 (m. 4H>. 6.97 (d^ H, J « SHz). 7.33 (dd. H* 
J « 3. 8 Hz). 7.47 (d. H. J - 3 Hz) ppm. 

Part B. Preparation of 2-r2..f 2.4-dichlorophenoxv>^ 
ethoxv1>4 , 6^dichloro^l . 3 . S^triazine 
In a manner similar to that employed in 
Example XXXII. cyanuric chloride was reacted with 
2-(2«4-dichlo£ophenoxy)ethanol prepared in Part A 
above in the presence.of 2«6-lutidine as an acid 
acceptor to glve-2-£2^(2^4-dicUlorophenoxy)eth03cy]- 
4,6-dichloro-1.3«5-triazine having a melting point 
of 103''C-104.5<*C. Elemental analysis of the 
product indicated the following: 

Analysis : ^ii*S^^4^3^2 

Calculated: C, 37.21; H, 1.99; N. 11.84 

Found: C. 37.06; H. 2.19; N. 11.73 

this compound is referred to hereinafter as Compound 

201. 

Examole CXXIV 
Preparation of 2^r f 2.4*dlchlorobenzvloxv)» 
ethoxv^ -4 . 6->dichloro-l , 3 , 5-tr tazine 

Part A. Preparation of 2>-f 2.4>dichloroben2ylo3ey)> 
ethahol 

To a Blurry of 125 grams of neutral alumina 
in 125 milliliters of ether was added 5.0 grams 
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(0.03 mole) o£ 2«4-dichlorobenzyl alcohol and 62.5 
milliliters (0.12 mole) of a 2H solution of ethylene 
oxide in ether. This mixture was stirred for a 
period of approximately 16 hours at room 
temperature « poured into 500 milliliters of methanol 
and allowed to stand for 6 hours. The alumina was 
filtered off « washed with methanol and the filtrate 
concentrated under reduced pressure to give 9.26 
grams of crude product as a clear liquid. This was 
combined with 2.6 grams of crude product prepared 
from a previous identical reaction except that 2.0 
grams (O.Ol mole) of 2,4-dichlorobenzyl alcohol was 
used. The combined products were f lash-chromato- 
graphed using hexane-ethyl acetate (1:1 v/v) as the 
eluant to give 1.3 grams (0.006 mole) of 
2-(2«4-dichlorobenzyloxy) ethanol as a colorless 
liquid. NHR analysis of this intermediate indicated 
the following: NMR (CDCl^):/ 2.47 (br s. 
H). 3.5-4.0 (m, 4H). 4.60 (S. 2H) . 7.1-7.6 (m. 3H) 
ppm. 

Part B. Preparation of 2-r (2,4-dichloroben2yloxv) - 
ethoxv1-4 . 6-dichloro^l. 3 . S-triazine 
In a manner similar to that employed in 
Example XXXII. cyanuric chloride was reacted with 
2-(2.4-dichlorobenzyloxy)ethanol prepared in Part A 
above in the presence of 2,6-lutidine as an acid 
acceptor to give 2-t (2,4-dichlorobeh2yloxy)-ethoxy]- 
4•6-dichloro-l•3«5-tria^ine as a colorless oil. 
Elemental analysis of the product indicated the 
following: 
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Analysis : ^i2^9^^4^3^2 

Calculated: C« 39.05: H. 2.46; N, 11.39 

Found: C« 39.82; H, 2.55; N, 11.32 

Tbis compound is referred to hereinafter as Compound 

202. 

Example CXXV 
Preparation of 2-f 2-^2>(2.4■>dichlorophenoxy) - 
e1lhQxv^ethQ3cv>^4.6■dichloro-1^3,5-tria2ine 

Part A. Preparation of 2.-r2 -f 2 ,4-dichlorophenoxy)- 
ethoxvlethanol 

In a manner similar to that employed in 
Part A of Example CXXIII. 2.4-dichlorophenol was 
reacted with 2*(2-chloroethoxy)ethanol in the 
presence of sodium hydroxide as an acid acceptor to 
give 2-'[2-(2,4-dichlorophenoxy)ethoxy]ethanol as a 
colorless liquid. NMR analysis of this intermediate 
indicated the following: NBfR (CDCI3)/ 2.83 
(br S. H). 3.5-4.0 (m. 6H). 4.1-4.4 (m, 2H) , 6, 83 
(d. J - 2 H2). 7.20 (dd. H. J » 2.8 HZ). 7.37 (d, 
H, J « 2 Hz) ppm. 

Part B. Preparation of 2-f 2-r2-(2p4-diehloro- 
phenoxv^ethoxvTethoxv)^4,6-dichloro- 
1.3.S-triazine 

In a manner similar to that employed in 
Example XXXII. cyanuric chloride was reacted, with 
2-C2-(2,4-dichlorophenoxy)ethoxylethanol prepared in 
Part A above in the presence of 2«6-lutidine as an 
acid acc ptor to give-2-(2-[2-(2.4-dichlorophenoxy)- 
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ethoxy]ethoxy)-4«6-dichloro-l,3«5-t£iazine. having a 
melting point o£ 59 .S'^C-ei.S^C. Elemental 
analysis of the product indicated the following: 

Analysis: ^i3^n^^4^3^3 

Calculated: 39.12; H, 2.78; N, 10.53 

Found: C, 38.65; H, 2.76; 10.71 

This compound is referred to hereinafter as Compound 

203. 



Example CXXVI 
Preparation of 2-r4-(2.4-dichlorophenvl)butoxv1- 
4 , 6-dichloro-l . 3 . S-tr iazine 

Part A. Preparation of 2-(2.4-dichlorophenvl) 
ethvl bromide 

A mixture of 30.1 grams (0.16 mole) of 
2,4-dichlorophenethyl alcohol prepared in Part A of 
Example XLVIII and 140 milliliters of 48% aqueous 
HBr was heated under reflux for a period of 5 
hours. After cooling, the reaction mixture was 
partioned between ether and water and the ethereal 
phase then extracted with saturated aqueous 
NaHCO., dried over HgSO^ and concentrated under 
reduced pressure to give a brown liquid. Kugelrohr 
distillation gave 29.7 grams (0.12 mole) of 
2-(2,4-dichloro- phenyl)ethyl bromide as a colorless 
liquid having a boiling point of 70«c at 0.025 mm 
Hg. NMR analysis of this intermediate indicated the 
following: *H NMR (CDCl^) / 3.0-3.8 (m. 4H)« 
7.0-7.4 (m, 3H) ppm. 
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Part B. Preparation of 4-(2 , 4-dichlo rophenyl)> 
but:an^^l'>*ol 

To 0.96 grams (0.04 mole) of magnesium 
turnings in 20 milliliters of anhydrous 
tetrabydrofuran was added dcopvise a solution of 
2-(2r4-dicliloro-phenyl) ethyl bromide prepared in 
Part A above in 30 milliliters of tetrahydrofuran. 
When the magnesium had been consumed* the yellov 
solution of Grignard reagent was added dropvise to a 
cold (-30''C} mixture of 1.9 grams (O.Ol mole) of 
curpous iodide in 30 milliliters of tetrahydro- 
furan. This mixture was stirred for a period of 5 
minutes and 35 milliliters of tetrahyd£o£uiLaQ.,vas 
added. This mixture was stirted-for-a-^peciod qt 5 
minutes and 35 milliliters (0.07 mole) of a 2H 
solution of ethylene oxide was then added dropwise. 
The reaction mixture was stirred for a period of 2 
hours at a temperature of O^C and a 1 hour period at 
room temperature and then quenched with 50 
milliliters of water. The volume was reduced in 
vacuo and the residue extracted with ether. The 
ethereal layer was dried (MgSO^) and concentrated 
under reduced pressure to give a liquid which was 
chromatographed on silica gel to give 2.37 grams 
(0.01 mole) of 4-(2r4-dichlorophenyl)butan-l-ol as a 
pale yellow liquid. NHR analysis of this 
intermediate indicated the following: *H NHR 
«n>Cl^)/ 1,43-1.83 (m. 4H). 2.53-2.90 (m. 3H) , 
3.50-3.77 (m. 2H). 7.07 (m. 2H) . 7.33 (m, H) ppm. 
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Part C. Preparation of 2-r4-(2,4-dic hlQrophenyl)- 
biitQ3cv1-4 . 6-dichloro-l. 3 , S-tr iazine 
In a manner similar to that employed in 
Example XXXII. cyanuric chloride was reacted with 
4-(2,4-dichlorophenyl)butan-l-ol prepared in Part B 
above in the presence of 2,6-lutidine as an acid 
acceptor to give 2-[4-(2.4-dichlorophenyl)buto3cy]- 
4,6-dichloro-1.3.5-tria2ine as a pale yellow oil. 
Elemental analysis of the product indicated the 

following: 

Analysis: Cj^3H3^3l^14N30 

calculated: C. 42.53: H. 3.02; N, 11.45 

Found: C, 43.30; H. 3.08; N. 10.76 

This compound is referred to hereinafter as Compound 

204. 



Example CXXVII 
Preparation of 2.4-dichloro-6-f2,4-dichloro- 
3 , 5-dimethvlPhenoxvWl. 3 ■ 5-tr iazine 
In a manner similar to that employed in 
Example I. cyanuric chloride was reacted with 
2,4-dichloro-3.5-dimethylphenol in the presence of 
2.6-lutidine as an acid acceptor to give 2,4-di- 
chloro-6-(2.4-dichloro-3,5-dimethylphenoxy). 
l,3«5-triazine having a melting point of 
118»C-120»C. Elemental analysis of the product 
indicated the following: 

Ana lysis: C ^H^ C 1 

Calculated: C. 38.97; H. 2.08; 12.39 
Pound: C, 39.18: H. 2,25; N. 12.47 
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Ttiis compound is referced to heceinaftei as Compound 
205. 

Example CXXVIII 
In a manner similar to that employed 
in Example CXXVII. other compounds were prepared. 
The structures and analytical data for Compounds 206 
through 210. which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Table Q below. 
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Example CXXIX 
Preparation of acetone 0-(4.6-dlehloro-1.3.5- 
tria2tn'-2-yl)oxlme 
In a manner similar to that employed in 
Example XXXVI. eyanuric chloride was reacted with 
acetone oxime in the presence of sodium bicarbonate 
as an acid acceptor to give acetone 0-C4.6-dichloro* 
l,3,5-triazin-2-yl)oxime having a melting point of 
60®C-62«C. Elemental analysis o£ the product 
indicated the following: 

Analysis: S^e^^zV 

calculated: C, 32.60; H, 2.74; N, 2S.35 
Found: C, 32.24; H, 2.90; N. 25.26 

This compound is referred to hereinafter as Compound - 

211. 



Example CXXX 
In a manner similar to that employed in 
Example LXXIII* other compounds vere prepared. The 
structures and analytical data for Compounds 212 and 
213. which compounds are used in the examples 
hereinafter for reducing moisture loss from plants, 
are set forth in Table R below. 
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Example CXXXI 
Preparation of 2-chloro-4-ethynvl-6-ipethoxy- 
1.3.S-tria2ine 

To 1.0 gram (0.004 mole) of 
2.4-dichloro-6-trlmethylsilylethynyl-1.3, B-triazine 
prepared in Example LXXII in methanol solution was 
added 0.235 gram (0.004 mole) of potassium fluoride 
at at temperature of 0<*C. The reaction mixture 
was stirred for a period of 30 minutes, a saturated 
aqueous solution of ammonium chloride vas added and 
the methanol then evaporated in vacuo . The residue 
was extracted with ether and the ether solution was 
dried over Na^SO^* filtered and evaporated to 
give 0.33 gram (0.002 mole) of i^chloro-4-ethynyl- 
6-methoxy-I«3t 5-triazine having a melting point of 
.108<'C-110*>C. Elemental analysis of the product . 
indicated the following: 

Analysis: CgH^ClNgO 

Calculated: 42.50; H, 2.38; N, 24.78 

Found: C. 41.58; H. 2.29; N« 23.91 . 

This compound is referred to hereinafter as Compound 
214. 



Example CXXXII 
In a manner similar to that employed in 
Example LXI* other compounds were prepared. The 
structures and analytical data for Compounds 215 
through 217, which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Table S below. 
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Example CXXXIII 
Preparation of 2>4-dichloro>>6-Phenvlsiilfoaamido- 

i.3.5-tria2ine 
In a manner similar to that employed in 
Example LXZIV« cyanuric chloride was reacted with 
benzenesulfonamide in the presence of sodium 
hydroxide as an acid acceptor to give 2.4-di^ 
chloro-6-phenylsulfonamido-l,3.5-triazine having a 
melting point of 185»C-186*C. Elemental 
analysis of the product indicated the following: 

Analysis: ^9^6^^2^4°2® 

calculated: c, 35.42; H, 1.98; N. Ii3.36 

Pound: C; 35.04; H« 2.32; N, 18.09 

This compound is referred to hereinafter as Compound 

218. 



Example CXXXIV 
Preparation of 2^chloro-4>(2.4^dichlorophenoxy)- 
6-hexaf luoroiflopropoxv^l.s.s-triazine 
To a solution of 5.0 grams (0.02 mole) of 
2 . 4-dichloro-6- ( 2 . 4-dichlorophenoxy ) -1,3, 5- tr lazine 
prepared in Example XV in XQjO milliliters of acetone 
was added at a temperature of 40**C a solution of 1.9 
milliliters (0.02 mole) of 2.6-lutidine in 75 
milliliters of acetone followed by a solution of 1.9 
milliliters (0,02 mole) of hexaf luoroisopropyl 
alcohol in 75 milliliters of acetone. The resulting 
mixture was heated under reflux for a period of 10 
hours and then evaporated to dryness in vacuo . The 
residue was subject d t flash column chromatography 
on silica gel by first eluting with 5* thyl ecetate 
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in hexane and then with 15%^ dichlocomethane In 
hexane to give 1.34 gcams (0.0035 mole) o£ 
2-chlo£o-4- (2 • 4-dichlo£ophenoxy) -6-hexa£ luorolso- 
pcopoxy-1, 3,5-triazlne as an oil. Elemental 
analysis o£ the product indicated the following: 

Analysis : ^i2^4^^3^6*'3^2 

Calculated: C« 37.38: H» l.os: N, 10.90 

Found: C, 32.52: H. 0.89; N« 9.48 

This compound is refected to hereinafter as Compound 

219. 

Example CXXXV 
Preparation of 2-chloro-4-(l-naphthoxy>-6- 
(2,2. 2-trif luoroethoxv)-l. 3.S-tria2ine 

In a manner similar to that employed 
in Example CXXXIV, 2.4-dichloro-6-(l-naphthoxy)- 
1, 3 .S-triazine prepared in Example IX was reacted 
with 2,2«2-tri£luoroethanol in the presence of 
2,6-lutidine as an acid acceptor to give 2-chloro- 
4-(l-naphthoxy)-6-(2,2t2-tri£luoroethoxy)-l,3,5- 
triazine as an oil. Elemental analysis of the 
product indicated the following: 

Analysis : ^i5**i9^^^N3^2 

Calculated: C, 50.65: H. 2.55: N. 11.81 

Found: C, 51.04: H. 2.75: N« 11.53 ' 

This compound is referred to hereinafter as Compound 

220. 
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Ex a mple CXXXVI 
Preparation of 2^chloro-4^(2 ,4^dlchloxophenoxv)^ 
6>ethoxY-l^.S^yy|ai2^0e 

To a suspension of 0.19 gram <0.02 mole) of 
magnesium in 70 milliliters of dry tetrahydrofuran 
was added a solution of 3.17 grams (0.02 mole) of 
bromoacetaldebyde diethyl acetal In 10 milliliters 
Of dry tetrahydrofuran. The resulting mixture was 
stirred at room temperature for a period of l hour 
and a solution of 5.0 grams (0.02 mole) of 2«4-di- 
chloro-6* (2 « 4-dichloro*phenoxy } -1. 3 • 5-tr iazine was 
then added dropvise. The reaction mixture was 
stirred at room temperature for a period of 
approximately 16 hours* evaporaxed to dryness and 
the residue purified by f lash^column chromatography 
on silica gel by eluting with 5A ethyl acetate in 
hexane to give 1.9 grams (O.oi mole) of 2-chloro*-4- 
C2,4-dichlorophenoxy}-6-ethoxy«-l.3»5-triazine as an 
oil. Elemental analysis of the product indicated 
the following: 

Analysis: C^^HgCl^N^O^ 

Calculated: C. 41.22; *2.51; N« 13. 11 

Found: C. 41.24; H, 2.50: M, 12.75 

This compound is referred to hereinafter as Compound 
221. 



B^tample CXXXVI I 
Preparation of 2.4"dicfaloro-6-f 2.2.2- 

trichloroethoxv)-!. 3 , 5-tr iazine 
To a solution of 5.0 grams (0.03 mole) of 
cyanurie chloride in 100 milli-lit rs of acetone was.. 
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added at a temperature of 4^C a solutioa of 3.16 
milliliters (0.03 mole) of 2.6^1utidine followed by 
a solution of 2.60 milliliters (0.03 mole) of 
2.2,2-trichloroethanol in 150 milliliters of 
acetone. The mixture was stirred at room 
temperature for a period of about 16 hours and the 
solvent was removed by evaporation. The residue was 
partitioned betveen vater and dichloromethane, the 
organic layer dried over anhydrous sodium sulfate 
and the residue, following evaporation of solvents, 
purified by flash column chromatography on silica 
gel. Elution by ethyl acetate-hexane gave 1.1 grams 
(0.004 mole) of 2.4-dichloro-6«(2,2,2-trichloro- ... 
ethoxy)-l,3,5-triazine as yellow crystals having a: : . , 
melting point of 72«C-73^C. Elemental analysis 
of the product indicated the following: 
Analysis: CgH^Cl^N^O 

Calculated: C, 20.20: H. 0.68: N, 14.13 
Found: 20.19: H. 0.68: N, 14.48 

This compound is referred to hereinafter as Compound 

222. 



Example CXXXVIII 
Preparation of 2.4-dichloro-6-r2-fN> 

methvlPvrrolvin-1.3.S^triazine- ^ 
A mixture of 2.4 milliliters (0.03 mole) of 
N-methylpyrrole, 5.0 grams (0.03 mole) of cyanuric 
chloride and 50 milliliters of p-dioxane was heated 
under reflux for a period of 5 hours. The reaction 
mixture was poured into water and the precipitat 
which formed was collected by suction filtrati n and 
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dxied. Crystallization from hexane gave 2.0 grams 
(O.OI mole) of 2 ,4-dichloro*-6*-C2-(N-methylpyrrolyl) 
I.3*5--triazine as pale yellow crystals having a 
melting point of 153*c-154'*C. Elemental 
analysis of the product indicated the following: 
Analysis: C^HgCl^N^ 

Calculated: C, 41.95; 2.64; n/ 24.46 
Found: C, 42.00; H. 2.73; 24.46 

This compound is referred to hereinafter as Compound 

223. 

Example CXXXJX 
Preparation of W'-(4,6-dichloro-1.3.S*tria2in^2- 
vl) -2-oxohexamethvleneimine 
To a suspension of 10. O grams (0.09 mole) 
of potassium hydride in oil was added 200 
milliliters of dry tetrahydrofuran at a temperature 
of -eo^C followed by the addition of 10. 0 grams 
(0.09 mole) of £- caprolactam at the same 
temperature. The mixture vas warmed to room 
temperature and stirred for a period of one hour 
after which a solution of 16.3 grams (0.09 mole) of 
cyanuric chloride in 100 milliliters of tetrahydro- 
furan was added and stirring continued for an 
additional two hour period. The reaction mixture 
was vacuum evaporated and the residue purified by 
flash chromatography to give 1.2 grams (0.005 mole) 
of N- (4 • e-dichloro-l. 3 . 5-tria2in-2-yl)-2-oxohexa- 
methyleneimine as an oil. Elemental analysis of the 
product indicated the following: 
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Analysis: C^Hj^^Cl^N^O 

Calculated: C« 41.40: H. 3.86; N, 21.46 

Found: 40.85: H. 4.40: N« 21.01 

Tbis compound is Eeferred to hereinafter as Compound 

224. 



Example CXL 

Preparation of N-f4,6-dichloro-l,3.5^tria2in- 
2-yl)-2^oxotetramethvleneimine 
Zn a manner similar .to that employed in 
Example CXXXIX. 2-pyrrolidinone was treated vith 
potassium hydride and. the resulting potassium salt 
was then* reacted vith..cyanuric chloride to give 
N-(4,6-dichloro-lr3,5-triazin-2-yl)-2-oxotetramethylen- 
eimine having a melting point of 192«C-194>'C. 
Elemental analysis of the product indicated the 
following: 

Analysis : C^H^ci^N^o 

7 6 2 4 

Calculated: C» 36.07; H, 2.60; N« 24.04 
Found: C, 35.86; H« 2.54: N. 24.01 

This compound is referred to hereinafter as Compound 

225. 
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Eacample CXLI 
Preparation of N-f4.6-dichloro-1.3,5^trlaziii- 
2-vl)-l, 3 , 3-trimethvl-6-a2a-bicvclo r3 .2 , noctaae 
and 2 , 4-bis f 1> 3 , 3-tr imethvl-S-azabicvclo 
r3 .2.11 octan-6-yl)^6-chloro-l>3.S-trlazine 
In a manner similar to that employed In 
Example CXXXIX« 1.3,3-trimethyl-6-azableyclo [3.2.1] 
octane was treated with potassium hydride and the 
resulting potassium salt was then reacted vith 
cyanuric chloride to give N-(4. 6-dichloro-l.3,5- 
tr ia2in-2-yl ) -I, 3 , 3-tr Imethyl-e-azabicyclo [3.2.1] 
octane having a melting point of 133^C-135''C and 
2 .4<-bis~ (1.3. 3-trimetltyl-6-az4jPticyclo [3.2,11 
octan-6-yl)-6-chlari3-l'5 3i5-«tciaL;U.ne having a melting 
point of 161.5'*C*-163'»C by separating the two 
products by flash column chromatography. Elemental 
and NMR' analysis of the two products indicated the 
following: 

N-(4>6-dichlorQ-1.3.5->triazin-2-yl)^l>3.3-> 
trimethvl -6-azabicv clo r3.2.n octane 

Analysis: C^2"l8^4^3 
Calculated: C. 51.83; H. 6.02; N. 18.60; 
CI. 23.54 

Found: C. 51.82; H. 5.81; N« 18.47; 

CI. 23.78 

This compound is referred to hereinafter as Compound 
226. 
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2 . 4-Bi6 ( 1.3. 3^trimethvl-6-azablcvclo [3,2 > 11 octan- 
6-vl )-6-chloro-l. 3. S^triaziae 

•H NMR (CDClg) : / 0.80 (s. 6H> . 0.94 
(S. 6H). I.IO (8, 6H). 1.30-2.30 (m, 12H) . 2.90-3.70 
(a, 4H). 4.30-4.68 (m, 2H) ppm. 

Tbis compound is refeired to hexeinafter as Compound 

227. 



Example CXLII 

Prepacation of 4. 6-dlchloco-2-f 3-phe^vlphenQ3cv^.^ 
l,3, 5-tclazine 

In a* manner similar to that employed in 
Example X, cyanuric chloride vas reacted with 
3-phenylphenol in the presence of triisopropanol- 
amine as an acid acceptor to give 4,6-dichloro- 
2-(3-phenylphenoxy)-l,3,5-tria2ine having a melting 
point of 183«C-18S'»C. Elemental analysis of the 
product indicated the following: 

Analysis: Cj^gH^N^O . 

calculated: C« 56.63: H. 2.85: N, 13.21; 
CI, 22.29 

Found: C. 56.33; H. 3.29; N, 13.15; 

CI. 21.55 

This compound is referred to hereinafter as Compound 
228. 



WO«7/04321 



PCT/US87/0d24b^' 



.486* 



Example CXLIII 
Preparation of 2>3-dlchloro-N-(2-»chloroanllino) . 

maleimtde 

A stirred mixture o£ 5.0 grams (0.03 mole) 
of o-chlorophenylhydrazine hydrochloride, 4.7 grams 
(0.03 mole) of dichloromaleic anhydride and 20 
milliliters of acetic acid was heated at a 
temperature of lOO^C for a period of 45 minutes. 
The mixture was cooled to room temperature and water 
was added dropvise causing a precipitate to form. 
The first crop of product was filtered off and a 
second crop was obtained by slow evaporation of the 
mother liquor and a second f iltration* Cpmbiaing 
the two crops gave 5.55 grams (0.02 mole) of 
2<3*dichloro-N-(2-chloroaAilino}maleimide as yellow 
crystals having a melting point of 137»C-138«C. 
Elemental analysis of the product indicated the 
following: 

Analysis: *^io*^5^^3^2®2 

Calculated: C« 41.20; H. 1.73; N« 9.61 

Found: C. 40.80: H. 1.97; N, 9.75 

This compound is referred to hereinafter as Compound 

229. 

Example CXLIV 
In a manner similar to that employed in 
Example CXLIII* other compounds were prepared. The 
structures and analytical data for Compounds 230 
through 250. which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Tai>l-e T bel-ov. 
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Example CXLV 
Preparation off 6-hvdroxv-2-phenyl- 
3 (2H)pvrida2inone 
A stirred mixture of 10 milliliters (O.io 
mole) of phenylhydrazine. lo grams (o.io mole) off 
maleic anhydride aad 75 milliliters o£ acetic acid 
was heated under cefflux ffor a period off 6 hours. 
The mixture was cooled to room temperature causing 
separation off crystals which were ffiltered o££ 
giving 10.62 grams (0.05 mole> off 6-hydroxy-2- 
phenyl-3(2H)pyrddazinone as yellow crystals having a 
melting point off 262<*C (decomposition). NHR 
analysis indicated the ffollowing: *H NMR 
(CDCl^): J 7.21 (AB . 2H. J - 10 HZ) r 
7.50-7.87 (m, 5H) ppm. 

This compound is referred to hereinafter as Compound 
251. 



p?^atnple CXLVI 
Preparation off 4. 6-dichloro-2->Phenyl- 

3 ( 2B) pyr idaz i none 
A stirred mixture off 30 milliliters (0.32 
mole) off phosphorus oxychloride* 30 grams (0.14 
mole) off phosphorus pentachloride and 5.0 grams 
(0.024 mole) o*£ 6-hydroxy-2-phenyl-3(2H}pyrid- 
azinone prepared in Example CXLV was heated at a 
temperature off 160^C-170^C ffor a period off 90 
minutes. The mixture was cooled to room temperature 
and poured into ice water giving a yellow 
precipitate. The crude product was ffiltered offff and 
crystallized f rom methylene -chloride-hezane t-o -give 
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2.1 grams (0.01 mole) of 4.6-dichloro-2-phenyl-3(2H)- 
pycidazinone as yellov ctystals having a melting 
point of 110*C-111*C. Elemental analysis of the 
product indicated the following: 

Analysis: ^io^6^^2^2^ 

calculated: 49.33; H, 2.56; K. 11.18 

Found: C, 49.69; H, 2.61: 11.57 

This compound is referred to tiereinafter as Compound 

252. 

Eaeample CXLVII 
Preparation of 6->chloro-2-phenyl -3 (2H>Dyrida2inone 
A stirred mixture of 2.0 grams (0.01 mole) 
of 6-hydroxy-2-phenyl-3-{2H)pyrida2inone prepared in 
Example CXLV and 20 milliliters (0.21 mole) of 
phosphorus oxychlcride was heated at a temperature 
of 95<>C for a period of 2 hours. The reaction 
mixture was cooled to room temperature and then 
quenched with ice water. Hexane was added and the 
mixture was triturated giving white crystals. These 
erystkls were filtered off to give 0.81 gram (0.004 
mole) of 6-chloro-2-phenyl-3(2H)pyridazinone as 
off-white crystals having a melting point of 
112«C-113«C. Elemental analysis of the product 
indicated the following: 

Analysis:. : Cj^qH^CINjO 
calculated: C. 58.13: H. 3.42: N. 13.56; 
CI, 17.16 

Found: C. 58.10: K. 3.10: N. 13.41: 

CI, 16.47 
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This compound is coferred to heceinaftec as Compound 
253. 



Example CXLVIII 
Preparation of 4.S-dlchloro-6-hvdroxy-2- 
( 2 . 4-dichlorophenvI >-3 (2H) pvr idazi-none 

Into a mixture of 18.8 grams (0.09 mole) of 
2«4-dichlorophenylhydrazine hydrochloride and 600 . 
milliliters of 6N hydrochloric acid was added 14.7 
grams (0.09 mole) of dichloromaleic anhydride. The 
mixture was heated under reflux for a period of 6 
hours and the .resulting solid vas filtered off and 
washed with ice water and hexane to give* 7.6 grams 
(0.023 mole) of 4.5-dichloxo^.6^hydroxy-2--<2r4- 
dichlorophenyl)-3(2H)pyridazinone having a melting 
paint of 295"C-298<*C (decomposition). Elemental 
analysis of the product indicated the following: 

Analysis: C^^H^Cl^N^O^ 

Calculated: C. 36.85: H, 1.24: N, 8.59 

Found: C. 36.69; H, 1.37; N. 8.44 

This compound is referred to hereinafter as Compound 
254. 

Example CXLIX 
Preparation of 4.S-diehloro-6-hydroxy-2- 
(2-chloropheavl>-3(2H^pvrida2ittQne 
In a manner similar to that employed in 
Example CXLVIII. o-chloro-phenylhydrazine 
hydrochloride was reacted with dichloromaleic 
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anhydride to give 4.5-dichloro-6-hydro3cy-2- 
(2-chlocophenyl}-3(2H)pyridazLiione having a melting 
point of 242*C-244'*C. Elemental analysis of the 
product indicated the folloving: 

Analysis : Cj^QHgClgNjOj 
Calculated: C. 41.20; 1.73: N« 9.61 
Found: C. 41.19; H, 1.97; N« 9.60 

This compound is referred to hereinafter as Compound 
255. 

Example CL 

Preparation of 4.5-dichloro-6-hydroxv-2- 
f 3,4-dichlorophenvl)-3(2Hlpyrida2i-none 

A stirred mixture of 7.5 grams (0.03 mole) 
of 3.4*diphenylhydrazine hydrochloride. 5.0 grams 
(0.3 mole) of dichloromaleic anhydride and 100 
milliliters of glacial acetic acid was heated under 
reflux for a period of 2 days. The mixture vas 
cooled to room temperature causing yellow-orange 
crystals to separate. Suction filtration of the 
crystals gave 2.87 grams (0.01 mole) of 4,5-di- 
chlor o- 6-hydr oxy-2- ( 3 » 4-dichlorophenyl ) -3 ( 2H) - 
pyridazinone having a melting point of 241«C- 
242.5*'C. Elemental analysis of the product 
indicated the^following: 

Analysis : C^qH^CI^N^O^ 

Calculated: C. 36.85; H« 1.24; N, 8.59 

Found: C» 36.47; H, 2.07; N. 7.49 

This compound is referred to hereinafter as Compound 
256. 
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Example CLI 

Preparation of 2.3-d tehloEO-M-r2-methvlanillno^> 
malelmide and 4.S.dl ehlQro.6-hvdroaey.2- 
f2-methvlPb envlV-3f2H^pvglda2lnone 
In a manner similar to that employed in 
Example CXLIII. o-tolylhydrazlne hydrochloride vas 
reacted with dichloromaleic anhydride to give 2. 3- 
dichIoro-N-(2-methyIattilino)malelmide having a 
melting point of ■146«C-149"C and 4,5-dichloro- 
6-hydrory-2- (2-methylphenyl )-3 (2H) pyridazlnone 
having a melting point o£ 234'>C-235.5"C by 
separating the two products by recrystallization 
from methylene chloride. Elemental analysis of 
these two products indicated the followirng: 

2.3-diehloro-N-f2-methylanilinolmaleimida 

Ana ly 8 i a : C 2^2°2 

Calculated: c. 48.73: H. 2.97: N. 10.33 

Found: C. 48.64: H, 3.12: N, 10.23 

This compound is referred to hereinafter as Compound 

257. 

4 . 5-diehloro-6-hvdro3ev.2- f 2 -methvIph6nvl^- 
3f2H^PVtidazinon6 

Analysis: '■^xi^b^^Z^Z^Z 

Calculated: C. 48.73: H, 2.97: N. 10.33 

Found: C. 48.29; H. 3.06: n/ 10.16 

This compound is referred to hereinafter as compound 

258. 
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Example CLII 
Preparation of 4.5,6*trlchloro-2^(2,4- 
dlchlorophenyl ) ^3 ( 2H) pvr idazlnone 
A stirred mixture of 3.7 grams (0.02 mole) 
of phosphorus pentachloride* 37 milliliters (0.4 
mole) of phosphorus oxychloride and 7.6 grams (0.023 
mole) of 4.5-dichloro-6-hydroxy-2-(2.4«dichloro- 
phenyl}-3(2H}pyridazinone prepared in Example . 
CXLVZIZ was heated at a temperature of 
160<»C-170<'C for a period of 14 hours. The 
mixture was cooled to room temperature and poured 
into ice vater with addition of a small amount of 
hexane and stirring to promote precipitation. The 
crude product was filtered, washed with ice water^ 
and purified by flash chromatography-on silica gel 
by eluting with 5% ethyl acetate in hexane to give 
0.85 gram (0.0025 mole.) of 4. 5.6-trichloro-2-.(2,4- 
dichlorophenyl)-3 (2H)pyridazinone having a melting 
point of 154<'C*155.5<'C. Elemental analysis of 
the product indicated the following: 

Analysis : C, ^H^Cl^N^O 
10 3 5 2 

Calculated: C. 34.88; H/ 0.88; N. 8.13 
Found: C. 34.30; H« 0.96; N. 8.20 

This compound is referred to hereinafter as Compound 

259. 

Example CLIU 
In a manner similar to that employed in 
Example CLII« other compounds were prepared. The 
structure and analytical data for Compounds 260 
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through 264. which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Table U below. 
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Example CLiv 

Preparation of 2. 3-diniethvl-N-(2-chloroanillno)- - 

maleimide 

A stirred mixture of 7.1 grams (0.04 mole) 
of o-chlorophenylHydrazine hydrochloride, 5.0 grams 
(0.04 mole) of 2,3-dimethylmaleic anhydride and 25 
milliliters of acetic acid was heated at a ' 
temperature of lOO^'C for a period of 1 hour. The 
reaction mixture was cooled to room temperature and 
water was added dropwise causing a precipitate to 
form. The precipitate was filtered off and the 
f iltrate was cooled causing the crude, product to 
separate as a solid. The solid vas crystallized 
from methylene chloride-hexane to give 2.3 grams 
(0.01 mole) of 2,"3-dimethyl-N-(2-chloroanilino)- 
maleimide as orange crystals having a melting point 
of 115'*C-117.5''C. Elemental analysis of the 
product Indicated the following: 

Analysis: C^sH^^ClM^O^ 

Calculated: C. 57.49; H, 4.42; N. 11.17 

Found: C. 57.49; H, 4.32; N. 11.15 

This compound is referred to hereinafter as Compound 
265. 



Example CLV 
In a manner similar to that employed in 
Part B of Example LXXXIII* other compounds were 
prepared. The structures and analytical data for 
Compounds 266 and 267, which compounds are used in 
the examples hereinafter for reducing moisture loss 
from plants, are set forth in Tabl V below. 
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Example CLVI 
Preparation of N-HvdEoxvmaleimlde 
NrHydroxymaXeimide having a melting point 
of 133*C-135**C was purchased from the Aldrich 
Chemical Company and used without further 
purification. A log P determination for the product 
indicated the following: Octanol/Water Log P by 
Reversed Phase HPLC 0.00. 

This compound is referred to hereinafter as Compound 

268. 



Example CLVI I 
Preparation of 4, 5-dichloro-6-hydroxv-2- 
f3^trifluoromethvlphenv l)^3(2H)Pvrida2inone 
In a manner similar to that employed in 
Example CXLVIII, m-trif luoro-methylphenylhydrazine 
hydrochloride was reacted with dichloromaleic 
anhydride to give 4, 5-dichloro-6-hydroxy-2-(3- 
trif luoromethylphenyl)-3(2H)pyrida2inone having a 
melting point of 17l«'C-172«C. Elemental 
analysis of the product indicated the following: 

Analysis : ^ii^5Cl2^3^2^2 
Calculated: C, 40.64; H. 1.55; 6.62 
Found: C. 40.55; H, 1.50; N, 8.61 

This compound is referred to hereinafter as compound 

269. 
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Example CLVIII 
In a manner similax to that employed in 
Example CXLIII, other compounds were prepared. The 
structures and analytical data for Compounds 270 
through 275, which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants, are set forth in Table W below. 
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Example CLIX 
Preparation of 2-methvl-4 . 5 , s ^trichloro- 
3(?q)pyrMa2l;ioae 

Part A. Preparatloa of 2-methvl-4 . S-dichloro- 
6-hydroxV'-^3 f 2H)Pvrida2inone 
In a manner similar to that employed in 
Example CXLVIII. methyl hydrazine was reacted vith 
dichloromaleic anhydride in aqueous HCl solution to 
give 2-methyl-4, 5-dichloro-6-hydroxy-3(2H)Byrida- 
zinone having a melting point of 229''C-230'*C. 

•Part B. Preparation of 2-methvl-4 , 5 . 6-trichloro- 
3 (2H)pyrida2iaone 

A mixture of 3.0 grams (0^02 mole) of 
2-methyl-4 , 5-dichlor o-6-hydroxy-3 ( 2H) pyr idazinone 
prepared in Part A above and 20 milliliters of 
phosphorus oxychloride was warmed until a solution 
was obtained and the excess of phosphorus 
oxychloride was evaporated under reduced pressure. 
The residue was immersed in ice water and this 
mixture was then stirred for a period of 1 hour 
giving a slurry of a buff solid which was isolated 
and dried over Pj^g to give 0.6 gram (0.003 
mole) of 2-methyl-4,5,6-trichloro-3{2H>pyrldazinoixe 
having a melting point of 96*»C-98«C. 
This compound is referred to hereinafter as Compound 
276, 
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Example CLX 

^* Preparation of 2->benzvl-4 . 5-diehloEo« 

3 ( 2H) pyr idaz Inone 

• Part A- Preparation of 4. S-dichloro- 
3 (2H)pyrida2lnone 

To a refluxing solution of 33.6 grams (0.2 
mole} of mucochloric acid in 160 milliliters of 
absolute ethanol was. slowly added a solution of 6.7 
grams (0.2 mole) of 95% hydrazine in 20 milliliters 
of ethanol. Refluxing was continued for a period of 
2 hours after completing the feed and the mixture 
was then cooled causing separation of solids which 
were filtered off and air dried to give 24.4 grams 
(0.15 mole) of 4,5-dichloro.3(2H)pyrida2inone having 
a melting point of 193*C-194*C. 

Part B. Preparation x)f 2-ben-2Vl-4 , 5-dichloro- 
3 (2H)Pvrida2inone 

A mixture of 6.6 grams (0.04 mole) of 
4, 5-dichloro-3(2H)pyridazinone prepared in Part A 
above. 9.1 milliliters (0.06 mole) of benzyl 
chloride, 20 grams (0.14 mole) of potassium 
carbonate and 120 milliliters of N.N-dimethyl- 
formamide was heated at a temperature of 
« 40«C-90*»C causing the mixture to form a gel. 

The mixture was acidified, extracted with 
« ether/acetone and filtered to give a brown solid. 

The filtrate was partitioned between ether and 
water, the ether phase washed with lot sodium 
carbonate solution and with water, and then dried, 
and evaporated to give 0.5 gram (0.002 mole) of 
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2-b6nzyl-4,5-dichlo£o-3(2H}pyci(lazinone as white 
crystals having a melting point of 81*C-82*C. . 
This compound is referred to hereinafter as Compound 
277. 



Example CLXI 
Preparation of 2-(o-chloroben2vl)-4 . S-diehloro- 
3(2H)pyrida2inone 
A mixture of 3.4 grams (0.02 mole) of 
mucochloric acid, 5.1 grams (0.02 mole) of 
o-chlorobenzylhydrazine K^SO^ salt and 50 
milliliters of absolute ethanol was heated under 
reflux for a period of 6 hours. The mixture was 
cooled and the precipitate which formed was 
collected and air-dried to give 3,6 grams (0.01 
mole) of 2-(o-chlorobenzyl)-4.5-dichloro-3(2H)- 
pyridazinone as white crystals having a melting 
point of 114«»C. 

This compound is referred to hereinafter as Compound 
278. 



Example CLXI I 
Preparation of 2-chloro-N-(2-methyl phenyl) - 

maleimide 

Part. A. Preparation of 2-ror 3-)chloro-N-(2-methvl- 

phenyDmaleamic acid 

A mixture of 132 grams (1.0 mole) of 
chlo'romaleic anhydride and xylene was stirred and 
heated at a temperature of 70<'C while slowly 
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feeding in 107 grams (1.0 mole) of 2-methylaniline 
by means of a dropping funnel. On completing the 
2-methylaniline feed, the reaction mixture was . 
stirred for a period of one hour at a temperature of 
70«C. The mixture vas then cooled and a solid 
filtered off. washed with xylene, and hexane and 
then dried at room temperature to give 22S grams 
(0.94 mole) of 2-(or 3-)chloro-N-(2-methylphenyl)- 
maleamic acid having a melting point of 110**C. 

Part B.' Preparation of- 2-chloro-N-(2^methvl *> 
Phenyl ^maleimide 

To a stirred mixture of 8 grams (0.10 mole) 
of sodium' acetate and 95.0 grams (0.40 mole) 

of 2-(or 3-)chloro-N-(2-methylphenyl)maleamic acid 
prepared in Part A above was added 122.0 grams (1.2 
moles) of acetic anhydride at room temperature and 
the resulting mixture then stirred and heated at a 
temperature of 80«C for a period of 40 minutes. 
The reaction mixture was then cooled to a 
temperature of 25''C and added to 2 liters of ice 
water. The resulting mixture was extracted with 600 
milliliters of ethyl ether and the ether extract 
then distilled through a one-foot unpacked column to 
give 75.0 grams (0.34 mole) of 2-chloro-N-(2-methyl- 
phenyDmaleimide having a boiling point of 132*»C 
at 2 mm Hg. 

This compound is referred to hereinafter as Compound 
279. 
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Example CLXIII 
la a manner similar to that employed in 
Example CLXII. other compounds were prepared. The 
structures and analytical data for Compounds 280 
through 283 « which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants* are set forth in Table X below. 
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Example CLXIV 
Preparation of N-ethvlmaleimide 
N-Ethylmaleimide was purchased from the 
Aldrich Chemical Compaay and used without further 
purification* A loig P determination for the product 
indicated the following: Octanol/Water Log P by 
Reversed Phase HPLC I.IO. 

This compound is referred to hereinafter as Compound 
284. 



Example CLXV 
Additional compounds were purchased from 
the Maybridge Chemical Company, Limited, Trevillet. 
Tintagel. Cornwall, United Kingdom and evaluated for 
activity. The structures and analytical data for 
Compounds 285 through 288, which compounds are used 
in the examples hereinafter for reducing moisture 
loss from plants, are set forth in Table Y below. 
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Example CLXVI 
Preparation of 2-(3-trif luoromethvl)-4,5- 
dlchloro-3 (2H)Pvrlda2tnone 

2-(3-Trif luoromethyl).4,5-dichloro-3(2H)pyrid 
azinone was purchased from the Aldrich Chemical 
Company and used without further purification. A 
log P determination for the product indicated the 
following: Octanol/Water Log P by Reversed Phase 
HPLC 2.90. 

This compound is referred to hereinafter as Compound 

289. 



Example CLXVII 
Preparation of N-(2-eth03cvphenvl)succinimide 
A mixture of 50 grams (0.5 mole) of 
succinic anhydride and 300 milliliters of toluene 
was stirred and heated at a temperature of 
115*'C-120*»C and 69 grams (0.5 mole) of 
2-ethoxyaniline was fed to this mixture from a 
dropping funnel. The reaction mixture was then 
heated to boiling and toluene distilled off to a 
kettle temperature of 180«C-190*»C. The mixture 
was heated at a temperature of 180**C-190»C until 
the theoretical amount of water distilled from the 
system. The reaction mixture was cooled, diluted 
wich one liter of 99% isopropyl alcohol and allowed 
to stand for a period of about 16 hours. The 
separated solid was filtered off. washed with 
isopropyl alcohol and dried to give 72.0 grams (0.33 
mole) of N-(2-ethoxyphenyl)succinimide having a 
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melting point of 108«C. Elemental analysis of the 

product indicated the following: 

Analysis : c ^H, ^NO^ 
12 13 3. 
Calculated: N, 6.39 

Found: N, 6,73 

This compound is referred to hereinafter as Compound 
290. 



Example CLXVili 
Preparation of 3 , S-dichloro^6^(3 , S^dichloro- 
4^methoxvphenvI)-4-hvdroxvpvrida2in& 
3 . 5-dichloro-6- ( 3 . 5-dichloro-4-methoxyphenyl ) 
-4-hydroxypyrida2ine was obtained as a sainple from 
the Chemie Linz Company and used without further 
purification. NMR analysis of the product indicated 
the following: 'H NMR (CDCl^/DMS0-dg)5 164.50^ 
152.77. 147.92. 141.99. 131.05, 130.58. 128.88. 
128.34 and 60.51. ppm. 

This compound is referred to hereinafter as Compound 
291. 



Example CLXIX 
In a manner similar to that employed in 
Example CXLIII. other* compounds were prepared. The 
structures and analytical data for Compounds 292 
through 296. which compounds are used in the 
examples hereinafter for reducing moisture loss from 
plants are set forth in Table Z below. 
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Example CLXX 

* 

Effect of Representative Heterocvclie 
Nttroaen-Containina Compounds on 
Leaf Diffusion Resistance and Transpiration Rate 

Leaf diffusion resistance is a measurement 
of the resistance to diffusion of water vapor from a 
leaf and is indicative of the transpiration rate. ' 
Transpiration rate is a measurement of the 
evaporation of -water from cell vails and diffusion 
of the water out of the leaf through the stomata for 
a given time period. The relationship between leaf 
diffusion resistance and transpiration rate can be 
summarized as follows: the higher the leaf 
diffusion resistance, the lower the transpiration 
rate: and the lower the leaf diffusion resistance, 
the higher the transpiration rate. As used in Table 
AA below, leaf diffusion resistance and 
transpiration rate were determined according to the 
following general procedure: 

Solutions of the test compounds were 
prepared by dissolving 30.3 milligrams of compound 
in 5.S milliliters of acetone and then adding water 
to a final volume of 11.0 milliliters. If clouding 
• of the solution occurred as the water was added, the 

use of water was discontini::ed and acetone was added 
^ to a final volume of 11.0 milliliters. The 

resulting stock solutions contained 2530 parts per 
million by weight of compound. The test 
concentrations in parts of the test compound per 
million parts' by weight of final s lution employed 
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in the tests in Table AA below were obtained by 
appropriate dilutions of the stock suspensions with - 
water. 

Into 13,5 centimeter diameter plastic pots 
containing a potting soil mix, i.e., one-third sandy 
loam soil, one-third peat moss and one-third perlite 
by volume, were sown three snapbean seeds ( Phaseolus 
vulgaris var. Cranberry). Five to seven days after 
planting, the plants were thinned to one plant per: 
pot. Ten to twelve days after planting at the time 
of full expansion of the primary leaves, each 
concentration of the test compounds (each pot 
sprayed with 5 milliliters of solution) was applied 
to three snapbean plants as a foliar spray by use of 
an aspirated spray apparatus set at lo psig air 
pressure.' As a control, a water-acetone solution 
containing no test compound was also sprayed on 
three snapbean plants. When dry, all of the plants 
were placed in a greenhouse at a temperature o£ BO**F 
+ 5*»F and humidity of 50 percent + 5 percent. At 24 
hours and 48 hours after treatment, leaf diffusion 
resistance in seconds/centimeter (sec/cm) and 
transpiration ratd in micrograms o£ water/square 
centimeter * second (Ji{g H^O/cm^ • sec) were 
determined using a LI-COH ifroo steady-state 
porometer commercially available from Li-cor, 
Inc./Li-Cor. Ltd., Lincoln, Nebraska. The values 
obtained for each test compound concentration and 
control were averaged to obtain the results in Table 
AA. 
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TABLE AA 

Effect of Representative Heterocyclic 
NitroQen^Containxnc Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 

No. Resistance (sec/cm> (Xtg HpO/cm ^ * sec) 





1B40 DDm 


control 


1640 PDm 


Control 


1 


13 .8 


3 . 3 


0.3 


1.4 


2 


14 .0 


6.0 


1.3 


3.3 


3 


12.1 


3.4 


0.8 


2.3 


4 


15.5(C) 


5 . 6 


0.6(C) 


2.2 


5 


7 . 8 


4 • 8 


1.2 


1.9 


0 


16 . 5 


4 . 3 


0.5 


1.7 


7 


11 . 0 


5.5 


0.6 


1.2 


o 

D 


14 .0 


3 • 3 


0.5 


1.7 


Q 
7 


7.5 


0 • U 


0 • 6 


1.0 


10 


4.6 


2.2 


0.8 


1.5 


11 


4.6 


2.2 


0.8 


1.6 


12 


4.8(C) 


2.5 


0.8(C) 


1.2 


13 


12.7 


7.6 


1.0 


1.5 


14 


4.9 


2.9 


0.6 


• 1.2 


IS 


25.8 


5.0 


0.4 


1.6 


16 


18.0 


5.7 


0.5 


1.5 


17 


11.1 


5.8 


0.8 


1.3 


18 


9.4 


4,9 


1.0 


2.2 


19 


9.9 


6.0 


0.8 


1.3 


20 


18.0 


5.4 


0.7 


2.1 


21 


8.7 


1.7 


1.1 


5.0 


22 


8.9 


2.8 


1.0 


2.9 


23 


13.6 


4.7 


0.8 


2.0 


24 


24.9(b) 


4.6 


0.4(b) 


1.8 


25 


26.5 


5.8 


0.6 


2.5 
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TABLE AA (Cont,^ 

Effect of Representative Heterocyclic 
Nitroaen^Containinq Coropounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 

Ko« Resistance fsec/cm) (xiq H ^ O/cm * seO 

1940 ppm Control 1840 ppm Control 



26 


24.8 


6.2 


0.4 


1.9 


27 


6.9(b) 


2.2 


2.3(b) 


6.5 


28 


5.9 


1.9 


2.6 


5.9 


29 


13.8 


4.3 


0.8 


2.9 


30 


30.7 


3.7 


0.4 


2.8 


31 


28.2 


6.1 


0.6 


2.6 


32 


16.6 


3.4 


0.9 


3.6 


33 


11.8 


6.4 


0.9 


1.7 


34 


10.7 


5.6 


0.7 


1.2 


35 


12.9(b) 


5.7 


0.5(b) 


1.3 


36 


7.2 


3.8 


0.9 


1.6 


37 


6.7 


3.8 


0.6 


1.0 


38 


4.4 


2.5 


0.7 


1.4 


39 


5.1 


2.5 


0.7 


1.4 


40 


7.6 


3.0 


0.6 


1.5 


41 


3.6 


3.0 


1.0 


1.4 


42 


14.6 


4.0 


0.4 


. 1-5 


43 


13.7 


9.3 


0.6 


0.9 


44 


16.7 


4.3 


1.0 


3.5 


45 


6.6 


5.9 


1.7 


1.8 


46 


9.3 


3.3 


2.3 


4.0 


47 


25.6 


3.8 


0.7 


4.1 
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TABLE AA CCont. ) 

Effect of Representative Heterocyclic 
Nitroqen-Containino Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound 
No. 



Leaf Diffusion 
Resistance (sec/cm) 
1B40 ppm Control 



Transpiration Rate 
(MQ H 0/cm ^ - sec) 



1840 ppm 



Control 



4B 


10.1(b) 


9.4 


0.8(b] 


0.9 


49 


10.2 


9.1 


1.1 


1. 3 


50 


9.3 


4. .8 


1.0 


1.9 


51 


15.8 


5.6 


0.5 


1.5 


52 


13.2 


3.3 


1.8 


3.4 


53 


11.6 


4.4 


0.5 • 


1.3 


54 


7.8 


2.4 


1.0 


3.3 


55 


8.4 


4.3 


1.1 


3.3 


56 


16.1 


6.2 


1.0 


2.5 


57 


6.4 


2.1 


1.3 


3.7 


58 


3.8 


2.8 


1.7 


2.3 


59 


8.2 


2.8 


0.8 


2.2 


60 


3.9 


1.8 


2.1 


3.8 


61 


9.5 


5.6 


0.9 


1.5 


62 


15.4 


5.5 


0.6 


1.5 


63 


8.5 


6.9 


1.1 


1.4 


64 


8.7 


4.2 


1.6 


3.3 


65 


21.7 


13.9 


0.4 


0.8 


66 


11.2(c) 


8.5 


0.7(c) 


0.8 


67 


10.7 


8.1 


0.7 


0.9 


68 


5.2 


4.4 


1.2 


1.4 


69 


12.1 


4.4 


O.S 


1.3 
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TABLE (Cont. ) 

Effect of Representative Heterocyclic 
Nitroqen^Containigg Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 

2 

' No. Resistance fsec/cm) H ^ O/cm > sec) 

1840 ppm Control 1840 ppm Control 



70 


3.4 


2.2 


0.8 


X.3 


71 


2.5 


2.0 


1.4 


1.6 


72 


14.4 


2.1 


1.4 


4.3 


73 


5.4 


3.6 


1.4 


2.0 


74 


5.0(b) 


3.2 


0.9(b) 


1.4 


75 


10.3 


6.3 


1.3 


1.8 


76 


12.7 


7.4 


1.0 


1.7 


77 


13.5 


4.4 


0.6 


1.9 


78 


10.3 


3.7 


1.1 


2.8 


79 


19.8 


5.3 


0.4 


1.4 


80 


14.4(c) 


7.6 


0.8(C) 


1.5 


81 


10.1(c) 


4.7 


1.0(C) 


2.0 


82 


19.0 


6.1 


0.5 


1.3 


83 


26.7 


6.5 


0 3 


1.2 


84 


7.4(C) 


6.5 


1.1(c) 


1.3 


85 


13.4 


9.2 


1.0 


1.6 


86 


6.8 


4.0 


1.1 


1.5 


87 


14.8 


4.3 


0.9 


2.8 


88 


6.5 


6.8 


1.0 


1.2 


89 


11.4(b) 


9.7 


1.0(b) 


1.2 


90 


10.4(e) 


5.8 


i.2(e) 


2.0 
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TABLE AA (Cont. ) 

Effect of Repcesentative Heterocyclic 
Nltroqen-Containina Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 

Compound Leaf Diffusion Transpiration Bate 



No. 


Resistance 


(sec/cm) 


cuts H-O/em^. 


sec) 




1840 ODBl 


Control 


* 

1840 com 


Cotttro 


92 


9.5 


3.9 


0.7 


1.6 


93 


8.1 


3.5 


0.9 


2.0 


94 


12.0 


6.8 


0.8 


1.3 


95 


10.0(b) 


6.4 


0.9(b) 


1.4 


96 


10.0 


6.5 


1.0 


1.4 


97 


3.1 


1.7 


1.6 


2.1 


98 


2.7 


1.3 


1.4 


2.6 


99 


17.1 


9.9 


0.5 


0.9 


100 


6.2 


4.3 


1.3 


1.8 


ioi 


15.2(b) 


7.9 


0.7(b) 


1.3 


102 


13.3(b) 


4.7 


0.9(b) 


2.0 


103 


lO.S(b) 


5.5 


1.8(b) 


2.5 


104 


8.6 


2.1 


1.2 


4.2 


105 


9.9 


5.4 


0.9 


1.6 


106 


12.3 


10.1 


1.0 


1.3 


107 


7.4 


2.4 


0.5 


1.4 


lOB 


22.8 


9.5 


0.4 


1.0 


109 


7.1 


5.1 


1.4 


2.0 


110 


14.2(b) 


6.3 


0.7(b) 


1.4 


111 


11.2 


5.7 


0.6 


1.4 


112 


10.9 


6.7 


1.0 


1.6 


113 


13.3(b) 


5.6 


0.6(b) 


1.3 
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TABLE AA (Coat.) 

Effect of Representative Heterocyclic 
Nitroaen^Containinq Compounds on Leaf Diffusioa 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 



No. 


Resistance 


(sec/cm) 


2 

(Wa HjO/cm . 


sec) 




1840 vx>m 


Control 


1840 pom 


Contro 


114 


15.0(b) 


6 . 0 


0. 6 (b) 


1.4 


lib 


8 « 0 


O • 0 


0 • 7 


1.1 


116 


8 • 6 


7 . O 


1 » z 


i • 7 


117 


13 • 5 


3 . 6 


0.7 


Z • z 


X18 


3.3 


2.0 


1 • 2 




119 


8.7 


7.1 


0.6 


0.8 


120 


10.1 


9.8 


1.1 


1.3 


121 


11.4 


5.7 


0.7 


1.3 


122 


8.7(b) 


6.6 


0.8(b) 


1.4 


123 


1.9 


1.0 


2.4 


3.9 


124 


1.8(b) 


1«3 


2.3(b) 


2.6 


125 


8.9 


6.6 


0.8 


1-1 


126 


6.2 


5.8 


1.2 


1.3 


127 


7.9 


5.4 


1.0 


1.4 


128 


12.4 


5.8 


0.7 


1.6 


129 


5.1 


4.2 


1.1 


1.4 


130 


6.8 


5.0 


0.6 


1.0 


13 i 


11.2 


5.0 


0.6 


1.3 


132 


12.6(c) 


7.3 


0.9(C) 


1.5 


133 


6.6 


4.3 


1.3 


2.0 


134 


11.0 


8.4 


1.3 


1.5 


135 


9.7 


8.3 


1.2 


1.5 
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TABLE AA (Cont. ) 

Effect of Representative Heterocyclic 
Nitrooen-Containina Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 



No. 


Resistance 


(sec/cm) 


(AQ HjO/cm^. 


sec) 




1840 ODm 


Control 


1840 ppm 


Contto 


L36 


3.9 


3.7 


2.4 


2.6 


137 


6.4(C) 


5.7 


1.3(C) 


1.4 


138 


6.7(C) 


2.6 


0.6(0 


1.4 


139 


7.7(C) 


5.3 


1.0(C) 


1.5 


140 


8.8 


7.1 


1.5 


1.8 


141 


10.8(C) 


6.2 


0.7(C) 


1.2 


142 


8.4(C) 


6.7 


1.3(C) 


1.8 


143 


6.5 


5.2 


1.3 


1.7 


144 


8.1 


4.9 


0.9 


1.4 


145 


12.6(C) 


8.6 


0.8(C) 


1.1 


146 


8.4 


8.2 


1.1 


1.2 


147- 


7.8 


4.8 


1.1 


1.7 


148 


11.1(C) 


7.4 


0.5(0 


0.8 


149 


6.3(C) 


5.4 


1..4(C) 


1.6 


150 


5.S(C) 


4.6 


1.4(C) 


1.6 


151 


8.3 


6.1 


1.7 


2.3 


152 


12.7(C) 


6.5 


0.7(C) 


1.3 


153 


14.9 


2.3 


0.6 


3*5 


154 


9.4(b) 


8.1 


0.8(b) 


1.0 


155 • 


28.4(b) 


6.7 


0.3(b) 


1.1 


156 


12.0 


5.8 


0.6 


1.2 


157 


9.5 


2.2 


0.6 


1.9 
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TABLE AA CCont.') 

Effect of Representative Heterocyclic 
Nitroaen->Containina Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound 
No. 



Leaf Diffusion 
Resistance (sec/cm> 



1840 ppm 



Control 



Transpiration Rate 
2 

(JUg H ^ O/cm » sec) 



1840 ppm 



Control 



158 


10.8 


5.0 


0.6 


1.3 


159 


6.3 


1.9 


0.7 


1.6 


160 


6.5 


4.4 


0.9 


1.4 


161 


17.2 


8.2 


0.3 


0.8 


162 


4.3(a) 


3.4- 


0.9(a) 


1.2 


163 


3.2(a} 


2.6 


1.0(a) 


1.3 


164 


4.6 


4.4 


2.3 


2.4 


165 


4.0 


3.6 


2.5 


2.9 


166 


5.6(d} 


4.9 


1.1(d) 


1.3 


167 


9.9 


9.7 


1.2 


1.3 


168 


4.2 


3-5 


2.2 


2.7 


169 


5.4 


5.2 


1.9 


2.1 


170 


6.8 


3.1 


1.2 


3.0 


171 


6.4 


5.2 


1.2 


1.5 


172 


11.2 


8.1 


1.1 


1.4 


173 


22.2 


4.9 


0.5 


2.0 


174 


10.6 


6.3 


0.8 


1.9 


175 


6.4 


4.2 


1.8 


2.6 


176 


6.3 


4.9 


2.1 


2.6 


177 


7.3 


6.6 


1.4 


1.6 


178 


38.0 


5.5 


0.5 


3.1 


179 


12.4 


4.8 


1.1 


2.3 
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TABLE AA fCont, ) 

Effect of Representative Heterocyclic 
Nitrogen-Containing Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 



No. 


Resistance 


(sec/cm) 


2 


sec) 




1840 ppm 


Control 


18 40 PDia 


Cbntro 


180 


7.3 


6.9 


1.7 


1.8 


181 


10.8 


5.4 


2.0 


2.7 


182 


5.7 


3.5 


2.0 


3.5 


183. 


16.6 


8.5 


1.0 


2.0 


184 


7.1 


4.0 


1.0 


1.8 


185 


5.4 


4.9 


1.9 


2.0 


.186 


7.3 


5.8 


1.7 


2.3 


187 


6.7 


2.6 


1.1 


3.7 


188 


8.7 


4.7 


1.6 


2.6 


189 


11.5 


5.7 


1. 6 


2.6 


190 


2.7 


2.5 


3.1 


3.3 


191 


12.3 


6.4 


1.1 


1.7 


192 


15.0 


9.3 


1.1 


1.8 


193 


5.2 


4.0 


1.4 


1.9 


194 


3.7 


2.5 


2.5 


3.5 


195 


-9.5 


3.9 


1.3 


2.6 


196 


14.1 


2.2 


O.'j 


4.6 


197 


23.1 


3.3 


0.7 


5.1 


198 


19.2 


1.8 


0.7 


5.2 


199 


17.1 


3.7 


0.9 


4.0 


200 


8.2 


2.5 


1.3 


3.9 


201 


20.4 


3.6 


0.8 


3.7 
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TABLE RA (Cont.) 

Effect of Representative Heterocyclic 
Nitrooen-Containina Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound 
No. 



Leaf Diffusion 
Resistance fsee/cm> 
1840 ppm Control 



Transpiration Rate 

(Mq H70/em ^ . see) 
1840 ppm Control 



202 
203 
204 

205 

206 

207 

208 

209 

210 

211 

212 

213 

214 

215 

216 

217 

218 

219 

220 

22t 

222 

223 

224 



9.5 
19-7 
30.3 

7.7 

9.3 
20.9 
13. S 

8.1 

7.1 

6.0 (C) 

7.8 (b) 

6.0 (b) 

9.3 

6.6 

7.9 

5.9 

7.5 

8.3 
14.0 
10.6 
23.0 

9.9 

9.4 



3.5 

8.8 
4.1 

6.2 

6.0 

6.6 

4.8 

5.4 

5.4 

5.6 

4.5 

5.9 

7.1 

5.5 

5 8 

4.6 

4.6 

3.1 

4.6 

5.5 

6.9 

5.6 

3.8 



2.0 

0.7 
0.6 

1.4 

1.4 

0.6 

1.1 

1.1 

1.7 

2.3 (C) 

1.6 (b) 

2.0 (b) 

1.2 

1.0 

1.4 

1.7 

1.5 

1.8 

0.8 

1.2 

0.5 

1.3 

1.7 



4.3 

1.7 
3.5 

1.7 

2.0 

1.7 

3.0 

2:0 

2.3 

2.5 

2.7 

2.1 

1.6 

1.3 

1.9 

2.1 

2.0 

4.6 

2.3 

2.4 

1.6 

2.1 

3.7 
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TABLE AA (Cont>) 

Effect of Representative Heterocyclic 
Nitroqen-Containing Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 

No> Resistance (sec /cm) (Ma H ^ o/cm ^ * sec) 

1840 ppm Control 1840 ppm Control 



225 


6.7 




5.7 


2.4 




3.1 


Z26 


9.6 




6.9 


1.7 




2.2 


227 


8.4 


(b) 


6.7 


1.8 


(b) 


2.3 


228 


31.1 




5.7 


0.5 




2.3 


229 


25.0 




3.6 


0.4 




2.5 


230 


25.1 




6.7 


0.5 




1.6 


231 


5.9 




2.1 


1.9 




4.3 


232 


6.9 




3.8 


2.8 




4.0 


233 


11.8 




4.2 


1.6 




4.4 


234 


15.4 


(b) 


3.7 


0.9 


(b) 


3.3 


235 


12.6 




3.1 


1.0 




4.0 


236 


6.7 




5.3 


1.7 




2.1 


237 


21.8 




2.6 


0.7 




5.1 


238 


3.7 




2.6 


2.9 




3.9 


239 


25.1 




2.6 


0.8 




4.4 


240 


11.4 




5. 5 


1.3 




2.7 


241 


11.2 


(c) 


3.6 


1.3 


(c) 


3.5 


242 


11.5 




2.1 


l.J 




6.2 


243 


18.3 




5.6 


0.6 




1.8 


244 


11.5 




2.9 


0.4 




1.4 


245 


10.8 




3.4 


1.4 




3.9 


246 


11.4 




3.0 


1.1 




3.9 


247 


10.4 




2.6 


1.5 




5.2 
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TABLE AA fCont. ) 

Effect of Representative Heterocyclic 
NitroQen-Containina Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Rate 

No. Resistance (sec/cm) (JUa H-gO/cm ^ * sec) 

1840 ppm Control 1B40 ppm Control 



248 


3.8 


2.5 


1.1 


1.6 


249 


3.1 


2.8 


3.9 


4.3 


250 


2.6 


1.9 


6.0 


8.2 


251 


3.3- 


2.8 


3.8 


4.1 


252 


5.1 


4.1 


2.3 


2.9 


253 


3.3 (b) 


2.7 


3.5 (b) 


4.1 


254 


5.4 


4.2 


1.5 


2.0 


255 


5.0 


3.8 


2.0 


2.9 


256 


4.3 


2.2 


3.2 


5.5 


257 


28.8 


3.9 


0.5 


3.4 


258 


2.9 


2.7 


4.0 


4.7 


259 


14.2 


4.7 


0.7 


1.9 


260 


30.1 


2.9 


0.4 


3.2 


261 


10.4 


3.2 


0.4 


1.2 


262 


17.8 


2.8 


0.5 


3.6 


263 


10.2 


3.3 


0.4 


1.2 


264 


22.8 


4.6 


0.6 


2.7 


265 


3.7 


2.6 


2.5 


3.5 


266 


14.3 


5.7 


1.2 


2.9 


267 


12.0 


4.1 


1.0 


2.4 


268 


6.1 


2.6 


3.2 


6.7 


269 


11.3 


6.9 


1.7 


2.6 


270 


19.5 


6.4 


0.9 


2.6 
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TABLE AA (Cont.l 

Effect Of Representative Heterocyclic 
Nitroqen^Containma Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 



Compound Leaf Diffusion Transpiration Hate 

No, Resistance (sec /cm) (jua H70/cm ^ - sec) 

1840 ppm Control 1840 ppm Control 



271 


19.5 


(c) 


7.9 


0.9 


(c) 


2.4 


272 


18.6 




4.7 


0.9 




3.5 


273 


18.8 




5.1 


0.8 




3.1 


274 


2,1.8 




4.9 


0.8 




3.3 


275 


6.9 




3.3 


1.6 




3.2 


276 


5.3 




4.3 


2.2 




2.9 


277 


5.9 


(c) 


3.5 


3.0 


(c) 


3.4 


278 


11.0 




4.5 


1.8 




2.7 


279 


14.6 




4.0 


0.9 




2.8 


280 


17.6 




3.1 


0.6 




3.4 


281 


14.8 




5.3 


0.9 




2.3 


282 


12.4 




3.3 


1.1 




3.1 


283 


9.3 




3,7 


1.8 




4.4 


284 


8.8 


(d) 


3.9 


1.5 


(d) 


3.0 


285 


13.9 




2.4 


1.0 




5.5 


286 


9.7 




2.0 


1.2 




5.1 


287 


5.6 




2.4 


0.7 




1.5 


288 


6.2 




3.4 


2.2 




3.8 


289 


3.5 




2.8 


3.3 




4.3 


290 


9.0 




6.2 


2.0 




2.7 


291 


2.1 




1.9 


1.4 




1.5 


292 


23.8 


Cb) 


6.2 


0.6 


(b) 


2.3 


293 


4.8 


(c) 


4.4 


2.3 


(c) 


2.4 
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TABLE AA (Cont. ^ 

Effect of I^epceseatative Heterocyclic 
Nltroaen^Containing Compounds on Leaf Diffusion 
Resistance and Transpiration Rate 

CompoTind Leaf Diffusion Transpiration Rate 

No. Resistance (sec/cm) (Mq H^O/cm ^ > sec) 

1840 ppm Control 1840 ppin Control 



294 31.5 9.3 ' 0.5 L.B 

295 28.3 (C) 7.5 0.5 (C) 1.4 

296 27.6 6.7 0.5 2.0 



(a) Treated at lis parts per million. 

(b) Treated at 230 parts per million. 

(c) Treated at 460 parts per million. 

(d) Treated at 920 parts per million. 

(e) Treated at 3220 parts per million. 
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The results in Table AA demonstrate that 
, representative heterocyclic nitrogen-containing 

« 

compounds use;d in the method of this invention 
significantly increase leaf diffusion resistance and 
decrease transpiration rate relative to untreated 
controls . 
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Example CLXXI 

Water^UsQ Efficiency of 
Representative Heterocyclic 
Nitroqen-CoQtaining Compounds 



Water-use efficiency (WUE) is a 
determination of both the effectiveness of an 
antitranspirant compound, i.e.r control of water' 
usage by plants* and also the effect of such 
compound on plant growth, i.e., effect on plant 
photosynthesis. In particular. WUE is defined as 
the unit of plant dry matter produced per unit of 
water utilized for a given time period. As used in 
Tables BB through FF below, WUE * was determined 
according to the following general procedure: 

Solutions of the compounds identified in 
Tables BB through FF were prepared by dissolving 
62.5 milligrams of the test compound into 5 
milliliters of acetone. Two, one and 0.5 
milliliters of this solution were placed into 
separate tubes, acetone was added to each tube to a 
total volume of 12 milliliters and water was then 
added to each tube to a final volume of 20 
milliliters. Final concentrations of test compound 
In the above stock solutions were 1250 parts per 
million. 6:^5 parts per million and 312 parts per 
million by weight. The other concentrations in 
parts of the test compound per million parts by 
weight of final solution employed in the tests 
described hereinbelow were obtained by appropriate 
dilutions of the stock solutl ns with water. 
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♦ 

Into 10.2 centimeter diameter plastic pots 
^» containing a potting soil, i.e., one-tnird sandy 

loam soil, one-third peat moss and one-third per lite 
by volume, were sown 12 milligrams of Kentucky 
bluegrass seeds or tall fescue turfgrass seeds. The 
plastic pots and potting soil were each weighed 
before sowing the seeds. The bluegrass' and 
turfgrass were allowed to grow for a period of 8 to 
12 weeks after planting and the height of the 
grasses was maintained at 2.5-3.8 centimeters during 
this period. Twelve hours prior to application of 
the test compounds identified in Tables O through S, 
the bluegrass and turfgrass were clipped to a 
uniform height of 2.5-3.8 centimeters, and the 
weight of each pot was obtained prior to. treatment. 
Each concentration of the test compounds including 
the controls was applied by spraying to four pots 
(each pot sprayed with 5 milliliters of solution) by 
use of an aspirated spray apparatus set at 10 psig 
air pressure. As a control, a water-acetone 
solution containing no test compound was also 
applied to four pots. When dry, all of the pots 
were placed in a greenhouse at a temperature of BQ^T 
+ 5*r and humidity of 50 percent + 5 percent for a 7 
day period with no watering. All pots were weighed 
^ every 24 hours and the amount of water utilized was 

• determined by calculation using the daily weights 

^ and the initial weights. At the end of the 7 day 

period, visual observations were made of the grasses 
in all pots. The grasses were then clipped* to a 
uniform height and the clippings were collected, 
dried and weighed for each pot. 
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Hater use was calculated using the following 
equation: 

grams of H^O utilized by treated 
Water use « grasses 
(* of Control) grams of H^O ultilized by 

untreated grasses (control) 

WUE was calculated using the following equation: 

milligrams of dry weight of 

WUE ■ clippings 

grams of water utilized 

The WUE was standardized to the control for each 
o£. the tests using the following equation: 

WUE for treated grasses 

WUE Index a 

WUE for untreated grasses 
(control) 

The values obtained for each test compound 
concentration and control were averaged to obtain the 
results in Tables BB through FF. 
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TABLE BB 

Water-Use Efficiency of Representative 
Heterocvelie Nitrooen-Coritaining 
Compounds on Kentucky Blueqrasa 



Compound 'Concentration 
No . f ppm) 



Water Use 

(\ of Control) WUE WUE Index 



Control 



100 



0.59 



1.00 



28 



.312 
625 
1250 



55 
57 
54 



1.45 
2.04 
2.59 



2.46 
3.46 
4.39 



30 



312 
625 
1250 



62 
64 
65 



1.25 
1.53 
1.33 



2.12 
2.59 
2.25 



44 



312 
625 
1250 



66 
48 
35 



1.76 
2.40 
4.05 



2.98 
4.07 
6.86 
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TABLE CC 

Water-Use Efficiency of Representative 
Heterocyclic Nitroaen^Containing 
Compounds on Kentuclcy Bluegrass 



Compound 
No. 



Concentration 



Water Use 

1% of Control ) 



WUE 



WUE Index 



Control 
Atrazine* 



39 
78 
156 
312 



100 

48 
36 
37 
36 



0.78 

1.42 
1.34 
0.44 
0.31 



1.00 

1.82 
1.72 
0.56 
0.40 



26 



312 
625 
1250 



63 
59 
65 



2.49 
1.72 
1.20 



3.19 
2.21 
1.54 



44 



312 
625 
1250 



41 
39 
36 



3.07 
3.56 
3.51 



3.94 
4.56 
4.50 



*6ras6 damaged at all concentrations; nearly all grass dead at 
concentrations greater than 78 parts per mi*llion; substantial 
phytot.oxicity. 
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TABLE DP 

Water-Use Efficiency of Representative 
Heterocyclic Nitroaen-Containina 
Compounds on Kentuclty Bluearass 



Compound 
Wo. 



Concentration 



Water Use 

(% of Control) 



WUE 



WUE Index 



Control 



100 



2.47 



1.00 



Atrazine* 



10 
20 
39 



6S 
64 
65 



2.87 
2.42 
2.65 



1.03 
1.16 
0.98 



32 



312 
625 
1250 



69 
Bl 
87 



2.65 
2.85 
3.00 



1.07 
1.15 
1.21 



44 



625 
938 
1250 



58 
52 
49 



3.70 
4.38 
3.94 



1.50 
1.77 
1.59 



€4 



312 
625 
1250 



86 
87 
86 



2.54 
2.47 
2.73 



1.03 
1.00 
1.11 



*Grass damaged at all concentrations: substantial phytotoxicity . 
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TABLE EE 

Water^Use Efficiency of Representative 
Heterocyclic Nttroqen-Contatninq 
Compounds on Kentucky Blueqrass 



Compound Concentration Water Use * 

— ^ (r>Tym) (% of Control^ WUE WUE Index 

Control - 100 3.90 1.00 

4* 625 49.0 8.00 2.05 

938 41.3 12.0 3.08 

54 312 63.9 7.00 1.79 

625 53.1 6.50 1.67 
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TABLE FF 

Water-Use Efficiency of Representative 
Heterocyclic Nitrocen^ContaininQ 
Compounds on Tall Fescue Turfarase 



Compound 
No- 



Concentration 



Water Use 

ft of Control^ 



WUE 



WUE Index 



Control 
Atrazine^ 



5 
10 
20 



100 

81 
83 
106 



0.74 

1.26 
1.09 
0.80 



1.00 

1.70 
1.47 
1.35 



18 



312 
625 
1250 



62 
61 
57 



1.28 
2.02 
1.75 



1.60 
2.73 
2.36 



44 



625 
1250 



78 
54 



1.56, 
2.04 



2.11 
2.76 



101 



312 
625 
1250 



96 
58 
52 



1,77 
0,99 
1.86 



2.39 
1.34 
2.51 



*Grass damaged at all concentrations: substantial phytotoxicity. 
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The results in Tables BB through FF 
demonstrate that representative heterocyclic 
nitrogen-containing compounds used in the method of 
this invention significantly decrease water use 
relative to untreated controls with no negative 
effect on plant growth, i.e., no negative effect on 
plant photosynthesis, in contrast, the treatment of 
grasses with atrazine caused substantial 
phyto toxicity. 
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Example CLXXii 

•* Effect of ReDre sentatlve Heterocyclic 

NitroQe n^CoataininQ Compounds on 
Crop Yi eld Enhancement - Corn 
Agronomic uses of compounds having 
antitranspirant activity include not only water 
conservation but also crop yield enhancement. As an 
illustration, an antitranspirant compound applied to 
a crop may increase actual crop yields by reducing 
water loss during' periods of critical water need. 
*As used in Table GG below, crop yield enhancement 
was determined for corn according to the following 
* general procedure: 

Solutions of Compound 44 were prepared by 
dissolving either 0.78 grams, 1.55 grama or 3.10 
grams of the compound into 780 milliliters of 
acetone. Just prior to the time of application, 
water was added to each of the above solutions to a 
final volume of 1300 milliliters. Solutions of a 
control having no test compound were also prepared 
by mixing 780 milliliters of acetone and 520 
milliliters of water to a total volume of 1300 
milliliters. 

The above formulations were applied to corn 
by utilizing a statistical treatment procedure 
involving 42 separate plots. Each plot consisted of 
4 rows individually 20 feet in length and about 3 
/ teet between rows. Each experiment was designed as 

a xandomlzed complete block of six different 
repetitions in which each repetition Included the 
following: (i) treatment with control having no 
test compound: (2) tr atment with 0.78 grams/plot f 
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Compound 44 at time T^^ designated in Table GG; (3) 
treatment with 1.55 gcams/plot of Compound 44 at 
time designated in Table GG; (4) treatment with 
3.10 grams/plot of Compound 44 at time T^ 
designated in Table QG; C5) treatment with 0.78 
grams/plot of Compound 44 at time T^ designated in 
Table GG; (6) treatment with 1.55 grams/plot of ' 
Compound 44 at time T designated in Table GG; and 
(7) treatment with 3.10 grams/plot of Compound 44 at 
time T^ designated in Table GG. The above 
formulations were applied to each plot by use of a 
carbon dioxide backpack sprayer set at about 20-40 
psig air pressure^ The planting^ application and 
harvesting times for the corn crop are detailed in 
Table GG. The harvested corn crop for yield 
determination included the inner 10 feet of the 
middle 2 rows in each plot (5 feet in from ends of 
the middle 2 rows). Water stress conditions exisred 
to a degree during at least a portion of the growing 
period. The values obtained for each plot in eaph 
repetition were averaged to obtain the results in 
Table, GG. 
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TABLE QG 

Effect o f Represeatative Heterocyclic 
Nitroaen^Containina Compounds on 
Crop Yield Enhancement-Corn 



Compound 
No. 



Concentration 
Cam/Plot) 



Application Timing* 



Actual Yield 
(kg/Plot^ 



Control 



9.87 



44 



0.78 
1.55 
3.10 



Tassel (T^) 
Tassel (T^) 
Tassel (T^) 



10.71 
10.62 
10.39 



44 



0.78 
1.55 
3.10 



3 Weeks after Tassel (T^) 11.17 
3 Weeks after Tassel (T^) 11.18 
3 Weeks after Tassel (T ) 10.30 



"First application at tassel (T^), 46 days after planting; second 
application at 3 weeks after tassel (T^), 67 days after planting: 
and harvesting occurred 114 days after planting. 



wo 87/04321 



PCT/US87/00240 



- 550 - 



The results in Table G6 demonstrate that 
treatment of corn with a representative heterocyclic 
nitrogen-containing compound* i.e.. Compound 44, in 
accordance with the method o£ this invention 
significantly, .increases corn crop yield in 
comparison with untreated control corn crops at 
similar conditions. 
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Example CLXXIII 
Effect of Representative Heterocyclic 
Nitroaen-Containing Compounds on 
Crop Yield Enhancement - Cotton 

Agronomic uses of compounds having- 
antitranspirant activity include not only water 
conservation but also crop yield enhancement. As an. 
illustration, an antitranspirant compound applied to 
a crop may increase actual crop yields by reducing 
water loss during periods of critical water need. 
As used in Table HH below, crop yield enhancement 
was determined for cotton according to the following 
general procedure: 

Solutions of Compound 44 were prepared by 
dissolving either 0.78 grams, 1.55 grams or 3.10 
grams of the compound into 780 milliliters of 
acetone. Just prior to the time of application, 
water was added to each of the above solutions to a 
final volume of 1300 milliliters. Solutions of a 
control having no test compound were also prepared 
by mixing 780 milliliters of acetone and 520 
milliliters of water to a total volume of 1300 
milliliters. 

The* above formulations were applied to 
cotton by utilizing a statistical treatment 
procedure involving 36 separate plots. Each plot 
consisted of 4 rows individually 20 feet in length 
and about 3 feet between rows. Each experiment was 
designed as a randomized complete block of six 
different repetitions in which each repetition 
included the f llowing: (1) treatment with control 
having no test compound; (2) treatment with 0.78 
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grams/plot of Compound 44 at time designated In 
Table HH; (3) treatment with 1.55 grams/plot of 
Compound 44 at time designated in Table HH; (4) 
treatment vith 3*10 grams/plot of Compound 44 at 
time designated in Table HH;. <5) treatment with 
0.78 grams/plot of Compound 44 at time T^ 
designated in Table HH; and (6) treatment vith 3.10 
grams/plot of Compound 44 at time T^ designated in 
Table HH. The above formulations were applied to 
each plot by use of a carbon dioxide backpack 
sprayer set at about 20*40 psig air pressure. The 
planting* application and harvesting times for the 
cotton crop are detailed in Table HH. The harvested 
cotton crop for yield determination included the 
inner 10 feet of the middle 2 rows in each plot (5 
feet in from ends of the middle 2 rows). Hater 
stress conditions existed to a degree during at ' 
least a portion of the growing period. The values 
obtained for each plot in each repetition were 
averaged to obtain the results in Table HH. 
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TABLE HH 

Effect of Representative Heterocyclic 
NitroQen-Containing Compounds on 
Crop Yield Enhancement-Cotton 



Compound 
No, 



Concentration 
Cam/olotl 



Application Timing* 



Actual Yield 
fgm/plotv 



Control 
44 



44 



0.78 
1.55 
3.10 

0.78 
3.10 



Bloom (T^) 
Bloom (T^) 
Bloom (Tj^) 



3 Weeks after Bloom (T^) 

2 

3 Weeks after Bloom (T } 



984.5 

1081.0 
1160.4 
1175.3 

•1057.8 
1065.1 



*First application at bloom (T^), 47 days after planting; second 
application at 3 weeks after bloom (T^), 67 days after planting; 
and harvesting occurred 126 days after planting. 
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The results in Table HH demonstrate that 
treatment of cotton with a representative 
heterocyclic nitrogen-containing compound, i.e.. 
Compound 44, in accordance with the method of this 
invention significantly increases cotton crop yield 
in comparison with untreated control cotton crops at 
similar conditions. 
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Example CLXXiv 

J* Effect o f Representative HeterocvGlie 

Nitroaen-Contalnina Compounds on 
Crop Yie ld Enhancement - Sveet Potatoeg 

Agronomi^c uses of compounds having 
antitranspirant activity include not only water 
conservation but also crop yield enhancement. As an 
illustration, an antitranspirant compound applied to 
a crop may increase actual crop yields by reducing 
water loss during periods of critical water need. 
As used in Table II below, crop yield enhancement 
was determined for sweet potatoes according to the 
following general procedure: 

Solutions of Compound 44 were prepared by 
dissolving either 0.78 grams, 1.55 grams or 3.10 
grams of the compound into 780 milliliters of 
acetone. Just prior to the time of application, 
water was added to each of the above solutions to a 
final volume of 1300 milliliters. Solutions of a 
control having no test compound were also prepared 
by mixing 780 milliliters of acetone and 520 
milliliters of* water to a total volume of 1300 
milliliters. 

The above formulations were applied to 
sweet potatoes by utilizing a statistical treatment 
^ procedure involving separate plots. Each plot 

consisted of 4 rows Individually 20 feet In length 
^ and about 3 feet between rows. Each experiment was 

designed as a randomized complete block of six 
different re'petitlons In which each repetition 
included the following: (1) treatment with control 
having no test compound: (2) treatment with 0,78 
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grams/plot of Compound 44 at time designated in 
Table II; (3) treatment witb 1.55 grams/plot o£ 
Compound 44 at time designated in Table II; (4) 
treatment with 3.10 grams/plot o£ Compound 44 at 
time T^ designated in Table II; (5) treatment with 
0,78 grams/plot of Compound 44 at time T 
designated in Table II; and (6) treatment vith 1.55 
grams/plot of Compound 44 at time T^ designated in 
Table II. The above formulations were applied to 
each plot by use of a carbon dioxide backpack 
sprayer set at about 20-40 psig air pressure. The 
planting, application and harvesting times for the 
sweet potatoe crop are detailed in Table II* The 
harvested sweet potatoe crops for yield 
determination included the inner 10 feet of the 
middle 2 rows in each plot (5 feet in from ends of 
the middle 2 rows). Water stress conditions existed 
to a degree during at least a portion of the growing 
period. The values obtained for each plot in each 
- repetition were averaged to obtain the results in 
Table II. 
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TABLE II 

Effect of Representative HeterocvcliQ 

Nitroaen-Containina Compounds on 
Crop Yield Enhanceffient->Sweet Potatoes 



Compound 
No. 



Concentration 
^am/Plot) 



Application Timing* 



Actual Yield 
(kg/Plot^ 



Control 
44 



44 



0.78 
1.55 
3.10 

0.78 

1.55 



Tuber Initiation (T^) 
Tuber initiation '(T^) 
Tuber Initiation (T^) 



4 Weeks after Tuber 
Initiation (T^) 
4 Weeks after Tuber 
Initiation (T^) 



95.48 

111.10 
99.88 
99.88 

107.36 

98.78 



*First application at tuber initiation (T^). 43 days after 
transplanting; second application at 4 weeks after tuber initiation 
CT^). 77 days after transplanting; and harvesting occurred 14b 
days after transplanting. > 
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The results in Table II demonstrate that 
treatment of sweet potatoes with a representative 
heterocyclic nitrogen-containing compound, i.e.. 
Compound 44. in accordance with the method of this 
invention significantly increases sweet potatoe crop 
yield in comparison with untreated control sweet 
potatoe crops at similar conditions^ 
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Example CLXXV 
Effect of Representative Heterocyclic 
Nitroaen->Containinq Compounds on 
Crop Yield Enhancement - Soybeans 

Agronomic uses of compounds having 
antitranspirant activity include not only water 
conservation but also crop yield enhancement. As an 
illustration* an antitranspirant compound applied to 
a crop may increase actual crop yields by reducing 
water loss during periods of critical water need. 
As used in Table JJ below« crop yield enhancement 
was determined for soybeans according to the 
following general procedure: 

Solutions of Compound 44 were prepared by 
dissolving either 0.7B grams, 1.55 grams or 3.10 
grams of the compound into 780 milliliters of 
acetone. Just prior to the time of application* 
water was added to each of the above solutions to a 
final volume of 1300 milliliters. Solutions of a 
control having no test compound were also prepared 
by mixing 780 milliliters of acetone and 520 
milliliters of water to a total volume of 1300 
milliliters. 

The above formulations were applied to 
soybeans by utilizing a statistical treatment' 
, procedure involving 36 separate plots. Each plot 

consisted of 4 rows individually 20 feet in length 
^ and about 3 feet between rows. Each experiment was 

designed as a randomized complete block of six 
different repetitions in which each repetition 
included the following: (1) treatment with contr 1 
having no test compound: (2} treatment with 1.55 
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grams/plot of Compound 44 at time designated in 
Table JJ; (3) treatment vith 3.10 grams /plot of 
Compound 44 at time designated in Table JJ; (4) 
treatment with 0.78 grams /plot of Compound 44 at 
time T^ designated in.Table JJ; (5) treatment with 
1.55 grams/plot of Compound 44 at time T^ 
designated in Table JJ; and (6) treatment wi^h 3.10 
grams/plot of Compound 44 at time T^ designated in 
Table JJ. The above formulations were applied to 
each plot by use of a carbon dioxide bacicpaclc 
sprayer set at about 20'-40 psig air pressure* The 
planting, application and harvesting times for the 
soybean crop are detailed in Table JJ. The 
harvested soybean crop for yield determination 
included the inner 10 feet of the middle 2 rows in 
each plot (5 feet in from ends of the middle 2 
rows). Water stress conditions existed to a degree 
during at least a portion of the growing period. 
The values obtained for each plot in each repetition 
were averaged to obtain the results in Table JJ. 
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TABLE JJ 





Effect of 


Reoresentative Heterocvclic 






Nitrocen-Containina ComDOunds on 
Crop Yield Enhancement-Sovbeans 




Compound 
No. 


Concentration 
f ara/olotV 


Application Timlnc* 


Actual Yield 
f ka/plot> 


Control 




0.48 


44 


1.55 
3.10 


Flowering (T^) 
Flowering (T^) 


0.55 
0.55 


44 


0.78 
1.55 
3.10 


3 Weeks after Flowering (T^ 
3 Wee)cs after Flowering (T^ 
3 Hee]C6 after Flowering (T^ 


) 0.58. 
} 0.60 
) 0.52 



•First application at flowering (T^^). 63 days after planting;, 
second application at 3 weeks after flowering (T^), 85 days after 
planting; and harvesting occurred 201 days after planting. 
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THe xesultB in Tabid JJ demonstrate that 
treatment of soybeans with a representative 
heterocyclic nitrogen-containing compound, i.e.. 
Compound 44, in accordance with the method of this 
invention significantly increases soybean crop yield 
in comparison with untreated control soybean crops 
at similar conditions. ' 
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Example CL3CXVI 

Effect of Representative Heterocyclic 
Nitroaen-Containina Compounds on 
Crop Yield Enhancement - Cotton and Potatoes 

Agronomic uses of compounds having 
antitranspirant activity include not only water 
conservation but also crop yield enhancement. As an 
illustration« an antitranspirant compound applied to 
a crop may increase actual crop yields by reducing 
water loss during periods of critical water need. 
As used in Tables KK and LL below, crop yield 
enhancement was determined for cotton and potatoes 
according to the following general procedure: 

An emulsifiable concentrate of Compound 44 
was prepared containing 39.3 weight percent of 
propylene carbonate, 39.3 weight percent of Exxate 
700 (Exxon Chemicals, Houston. Texas). 10.0 weight 
percent of Atlox 3455F (ICI Americas, Wilmington, 
•Delaware) and 11.4 weight percent of Compound 44. 
Just prior to the time of application. 31 
milliliters (3.5 grams of Compound 44) or 62 
milliliters (7.0 grams of Compound 44) of the above 
emulsifiable concentrate was added to water to a 
final volume of 3125 milliliters. 

The above formulations were applied to the 
• particular crop designated in Tables KK and LL by 

utilizing a statistical treatment procedure 
J* involving 30 separate plots. Each plot consisted of 

4 'rows individually 30 feet in length and about 3 
feet between rows. Each experiment was designed as 
a randomized complete bloc)c of six different 
rep titions in which each repetition Included th ' 
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following: (1) treatmeat with control having no 
test compound; (2) treatment with 3.5 grams/plot o£ 
Compound 44 at time T^^ designated in Table KK and 
LL: (3) treatment with 7.0 grams /plot of Compound 44 
at time designated in Tables KK and LL: (.4) 
treatment with 3«5 grams/plot of Compound 44 at time 
T^ designated in Tables KK and LL; and (5) 
treatment vith 7.0 grams/plot of Compound 44 at time 
T^ designated in Tables KK and LL. The above 
formulations were applied to. each plot by use of- a 
carbon dioxide backpack sprayer set at about 20-40 
psig air pressure. The planting, application and 
harvesting times for each crop are detailed in 
Tables* KK and LL. The harvested crops for yield 
determination included the inner 20 feet of- the 
middle 2 rows in each plot (5 feet in from ends of 
the middle 2 rows). Water stress conditions existed 
to a degree during at least a portion of the growing 
period. The values obtained for each plot in each 
repetition were averaged to obtain the results in 
Tables KK and LL. 
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TABLE KK 

Effect of Representative Heterocvclic 
Nitroaen-Containlng Compou'ndg oq 
Crop Yield Enhancement-Cottog 



Compound 



Concentration 
fgm/plot^ 



Application Timing* 



Actual Yield 
()ca/plot) 



Control 



3.18 



44 



44 



3.5 
7.0 

3.5 
7.0 



Two weeks before Bloom .{T^) 
Two weeks before Bloom (T^) 



Bloom (T ) 

2 



Bloom (T^) 



3.49 
3.43 

3.61 
3.35 



*First application at two weeks before bloom (T^^), 61 days after 
planting; second application at bloom (T^), 73 days after 
planting; and harvesting occurred 167 days after planting. 
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Effect of Representative Heterocyclic 
Nitroaen^Containina Compounds on 
Crop Yield Enhancement-Potatoes 



Compound 
No. 



Concentration 

(OTO/PlOt) 



Application Timing* 



Actual Yield 
(Icq/Plot^ 



Control 
44 



3.5 
7.0 



Flowering (T^) 
Flowering (T^) 



9.01 

10.94 
10.23 



44 



3.S 
7.0 



3 Weeks after Flowering 
3 Weeks after Flowering 



10.30 



9.87 



*Pirst application at flowering (T^), 75 days after planting; 
second application at 3 weeks after flowering (T^), 96 days after 
planting; and harvesting occurred 125 days after planting. 
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The results in Tables KK and LL demonstrate 
that treatment of cotton and potatoes with a 
representative heterocyclic nitrogen*containing 
compound, i.e.. Compound 44 « in accordance with the 
method of this invention significantly increases 
crop yield in comparison with untreated control 
crops at similar conditions. 
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Example CLXXVII 

Effect of Representative Heterocyclic . 
Nitrooen-Containinq Compounds on 
Crop Yield Enhancement - Soybeans 

Agronomic uses of compounds having 
antitranspirant activity include not only water 
conservation but also crop yield enhancement. As an 
illustration* an antitranspirant compound applied to 
a crop may increase actual crop yields by reducing 
water loss during periods of critical water need. 
As used in Table MM below« crop yield enhancement 
was determined for .soybeans according to the 
following general procedure: 

An emulsif iable concentrate of Compound 44 
was prepared containing 39.3 weight percent of 
propylene carbonate, 39.3 weight percent of Exxate 
700 (Exxon Chemicals, Houston, Texas), 10. 0 weight 
percent of Atlox 3455F (ICI Americas, Wilmington, 
Delaware) and 11.4 weight percent of Compound 44. 
Just prior to the. time of application, 31 
milliliters (3.5 grams Compound 44) or 62 
milliliters (7.0 grams Compound 44} of the above 
emulsif iable concentrate was added to water to a 
final volume of 3125 milliliters. 

The above formulations were applied to the 
soybeans by utilizing a statistical treatment 
procedure involving 18 separate plots. Each plot 
consisted of 4 rows individually 30 feet in length 
and about 3 feet between rows. Each experiment was 
designed as a randomized complete block of six 
different rep titions in which each repetition 
included the following: (1) tr atment with control 
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having no test compound; (2)' treatment with 3.5 
grams/plot of Compound 44 at time designated in 
Table mil and (3) treatment with 7«o grams/plot of 
Compound 44 at time designated in Table MM. 
The above formulations were applied to each plot by 
use of a carbon dioxide backpack sprayer set at 
about 20-40 psig air pressure. The planting, 
application and harvesting times ior the soybean 
crop are detailed in Table MM. The harvested 
soybean crop for yield determination included the, 
inner 20 feet of the middle 2 rows in each plot (5 
feet in from ends of the middle 2 rows). Water 
stress conditions existed- to a degree during at 
least a portion of the growing period. The values 
obtained for each plot in each repetition were 
averaged to obtain the results in Table MM. 
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TABLE MM 

Effect of Representative Heterocyclic 
Nitroaen-Containina Compounds on 
Crop Yield Enhancement-Soybeans 



Compound Concentration Actual Yield 

No, fam/plot^ Application Timing* (Icq/plot) 

Control - ' - ■ -6.29 

44 3.5 Flowering (T^) 6.87 

• 7.0 Flowering (T^) 6.50 



*FirBt application at flowering (T^). 48 days after planting; and 
harvesting occurred 186 days after planting. 
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The results In Table MM demonstrate that 
treatment of soybeans with a representative 
heterocyclic nitrogen-containing compound, i.e.. 
Compound 44, in accordance with the method of this 
invention significantly increases soybean crop yidld 
in comparison with untreated control soybean crops at 
similar conditions. 
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Example CLXXVIII 

Effect of Representative Heteroevclle 
Mitroaen-Cohtaining Compounds on 
Crop Yield Enhancement - Alfalfa 

The effect of representative heterocyclic 
nitrogen-containing compounds on crop yield 
enhancement was also determined for alfalfa 
according to the following general procedure; 

Solutions of Compound 44 were prepared by 
dissolving either 6.60 grams or 13.20 grams of the 
compound into 3300 milliliters of acetone. Just 
prior to- the time of application* water was added to 
each of the above solutions to a final volume of 
5500 milliliters. Solutions of a control having no 
test compound were also prepared by mixing 3300 
milliliters of acetone and 2200 milliliters of water 
to -a total volume of 5500 milliliters. 

The above formulations were applied to 
designated plots of one year old established alfalfa 
crop by utilizing a self-propelled chemical spray 
applicator set at 40 psig air pressure. Each plot 
had the following dimensions: 20 feet in width by 
30 feet in length. Each treatment including the 
controls consisted of 6 replications on 6 separate 
plots. The above formulations were applied 20 days 
following a cutting and the alfalfa was harvested .28 
diays following the treatment. The harvested alfalfa 
crop for yield determination included a one square 
meter area from the center of each plot. Water 
stress c nditions existed to a degree during at 
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^ least a portion o£ the growing period. The values 

obtained for each plot in each repetition were 
averaged to obtain the results In Table NN below. 



4 
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TABLE WN 

Effect of Representative Heterocyclic 
Nitrocen-Containina Compounds on 
Crop Yield Enhancement-Alfalfa 



Compound 
No. 



Concentration 
(qm/plot) 



Actuad Yield 



Fresh Weight' 
( qm/m ^ } 



Dry Weight' 



Control 
44 



6. so- 
ls. 20 



301.2 
331.2 

342. a 



128.2 

146.7 
153-2 



"""Fresh weight was determined by weighing the alfalfa Immediately 
after harvest. 

**Dry weight was determined by drying the harvested alfalfa in an 
oven at 90^C for 24 hours and then weighing the dried alfalfa. 
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The results in Table NN demonstrate that 
treatment of alfalfa with a representative 
heterocyclic nitrogen-containing compound, i,e.. 
Compound 44, in accordance with the method of this 
invention significantly increases alfalfa crop yield 
in comparison with untreated control alfalfa crops. 
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Kicample CLXXIX 

Effect Qg Representative Heterocyclic 
NltroqeD-Containina Com pounds oa 
Photosvnthetic glectron Transport 

Because the two photosystems, i.e., 
Photosys terns I and H, involved in plant 
photosynthesis are interconnected by an electron 
transport chain, the use of artificial electron 
donors and acceptors allows the study of specific 
partial reactions of the light reactions of 
photosynthesis. In accordance with the procedure 
described in Brewer, P.E.. Arntzen. C.J.. and" Slife-, 
P.W.. Weed science 27: 300-308 (1979). an isolated 
chloroplkst assay was used to determine the degree 
of photosynthetic inhibition caused by the compounds 
identified in Table 00. In general, the procedure 
involved osmotically disrupting isolated pea 
chioroplasts. placing the chloroplasts in a reaction 
mixture and utilizing methylviologen as the terminal 
electron acceptor. Oxygen consumption was measured 
using a Clark electrode attached to a Qilron 
auxograph. The results in Table 00 are reported as 
percent inhibition compared to an untreated control. 
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TABLE 00 

Effect Of Representative Heterocyclic 
Nitrogen-Containing Compounds on 
Photosvntfaetic Electron Transport 



Compound 
No. 



Concentration 
( q/liter) 



Percent Inhibition 
f Oxyge n Uptake) 



Control 
44 
93 

Atrazine 
Diuron 



0 

622 
650 
108 
47 



0 
0 
0 

65 
55 
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The results in Table 00 demonstrate tbat 
compounds used in this invention cause no inhibition 
of photosyntheti'c electron transport whereas 
atrazine and diuron both cause substantial 
inhibition of photosynthetic electron transport. 
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Although the invention has been illustrated 
by the preceding examples t it is not to be construed 
as being limited thereby; but rather, the invention 
encompasses the generic area as hereinbefore 
disclosed. Various modifications and embodiments 
can be made without departing from the spirit and 
scope thereof. 
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Claims 

1« A method of reducing moisture loss from 
plants which comprises applying to the plant surface 
an effective amount, sufficient to reduce moisture 
loss from the plant surface without substantially 
inhibiting plant photosynthetie electron transport, 
of a compound having the formula: 




wherein: 

is a substituted or unsubstituted, 
carbocyclic or heterocyclic ring system selected from 
a monocyclic aromatic or nonaromatic ring system, a 
bicyclic aromatic or nonaromatic ring system, a 
polycyclic aromatic or nonaromatic ring system, and a 
bridged ring system which may be saturated or 
unsaturated in which the permissible substituents are 
the same or different and are one or more hydrogen, 
halogen, alkylcarbonyl, al}cylcarbonylalkyl« 
alkoxycarbonylalkyl, alkoxycarbonylalkylthio, 
polyhaloalkenylthio. thiocyano, propargylthio, 
hydroxyimino, alkoacyimino. trialkylsilyloxy, 
aryldialkylsllyloxy, triarylsilyloxy, formamidino, 
alkylsulf amido, dialkylsulf amido, alkoxysulf onyl, 
P 0 ly ha 1 0 a 1 koxy su 1 f o ny 1 . hy d r o xy , amino , 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl. aminothiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl/ . - 
nitro, cyano, hydroxycarbonyl and d rivative salts, 
formamldo, alkyl, alkoxy, polyhaloalkyl. 
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polyhaloalRoxyi alKoxycaibonyl/ substituted amino in 
which the permissible substituents are the same or 
dififeteat and are one or two propargyl« alkoxyallcylt 
alkylthioallcyl, alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulfinyl. alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulfonylamino, 
alkylcarbonylamino • polyhaloalkylsulf onylamino , 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts* phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy, 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol , cyanoalkylamino, 
semicarbazonomethyl . alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted or 
substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono*, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy. aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl, arylth^oalkyl, arylsulfinyl, 
arylsulf onyl, haloalkylsulfinyl, haloalkylsulfonyl, 
haloalkenyloxy, haloalkynyloscy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenyl8ul£onyl, 
alkoxysulf onyl, aryloxysulfonyl, propargyloxy, aroyl, 
haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl , alkylaminosulfonyl « 
dialkylaminosulf onyl , arylaminosulfonyl , 
carboxyalkoxy, carboxyalkylthio. 
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alkoxycarbonylalkoxy« acyloxy« haloacyloxy* 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy, acylsulf onyloxy, 
haloalkylsulf onyloxy. polybaloallcylsulf onyloxy, 
ar oylamino , haloaeylamino « allcoxycatboayloxy , 
arylsulf onylamino , amlnocarbonyloxy • cyanato » 
isocyanato* Isothiocyano* cycloaIIcylamino« 
trialkylammoninm. arylamino« arylCalkyl) amino » 
aralkylanino. alkoxyalkylphosptiinyl, 
alkoxyallcylpnosplxinottiioyl, alkylhyaroxyphosphinyl , 
dialkoxypho6phino« hydroxyamino, alkoxyamino, 
aryloxyamino, aryloxyimlao, oxo, thiono, 
alkylamlnoalkoxy. dialkylaminoalkoxyr alkpxyalkoxy , 

alkoxyalkenyl, cyanoalkoxy. dialkylsulf onliinir 

t 

^X, a X, -X a R3, a X--H3 « 

-X - R3 « — P — Y2R4 r "^4 — P - ^2^4 

.Y3R5 Y3R5 



or 

Y2R4 



or 



R^ is a substituted hetdroatom or 
substituted carbon atom, or a substituted or 
unsubstituted, branched or straight chain containing 
twa or more carbon atoms or heteroatoms in any 
combination In which the permissible substituents 
are the same or different and ar one or mor 
hydrogen, halog n. alkylcarbonyl, 
alkylcarbonylalkyl . alkoxycarbonylalkyl , 
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alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiocyano, propargylthlo, hydroxylmino. alkoxyioino. 
ttialkylsilyloxy, aryldialkylsilyloxy, 
triarylsilyloxy, f ormamidlno . alkylsulf amido, 
dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl. hydroxy, amino.. 
amiaocarbonyl« alkylaminocarboayl, 
dialkylaminocarbonyl , aminothiocarbonyl • 
alkylaminothiocar bonyl , dialkylaninothiocarbonyl . 
nitro. cyano. hydroxycarbonyl and derivative salts 
formamido. alkyl, alkoxy, polyhaloalkyl. 
polyhaloalkoxy, alkoxycarbonyl, substituted amino In 
which the permissible subsuituents ate the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl* alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkyLthio, 
alkylsulf inyl, polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulf onyl, alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino« alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy. alkenyl, polyhaloalkenyl. 
alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy, 
polyhaloalkynyl. polyhaloalkynyloxy, 
polyf luoroalkanol« cyanoalkylamino. 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl. 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl. hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono<-» di- r polysaccharide. 
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haloalkyl, haloallcenyl, haloalkynyl* alkoxyalkyl, 
aryloxy, aralkoxyf arylthio, acalkylthlo. 
alKylthioalkylf arylthioaI)cyl« azylsulflnyl, 
arylsulf oayl , haloaDcylsulf inyl , baloallcylsulf oayl , 
haloalkenyloxy, haloallcyayloxy, haloalkynylthio, 
haloalkenylsulf oayl«^ polyhaloallceaylsul^onyl. 



alkoxysulfonyl, aryloxysulfoayl. propatgyloxy, 
aroyl, haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulfonyl, allcylaiainosulf oayl* 
diaDcylaminosulfonyl, arylaminosulf onyl* 



alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenyXsulf onyloxy. arylsulf onyioxy, 
haloalkylsulfonyloxy, polyhaloalJcylsulf onyioxy, 
aroylamino, haloacylamino, allcoxycarbonyloxy. 
arylsulf onylamlno. aminocarbonyloxy. cyanato, 
isocyanato, isothiocyanOt cycloallcylamino« 
t r ialkylammonium, arylaiaino • aryl ( alky 1 } amino , 
arallcylamino, alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothioylt alkylhydroxyphosphinyl, 
dlalkoxyphosphino , hydroxy amino , alkoxyamino , 
arylozyamino, aryloxyimino, oxo* tbiono, 
alkylaminoalkoxyr dialkylaminoalkoxy« alkoxyalkoxy« 
alkoxyalkenyl. eyanoalkoxy. diallcylsulfonlum, 

"Ji, a X( —X * R3 ' " X— R3 r 



carboxyalkoxy, carboxyallcylthio. 



-X - R3 



- P 



II 




or 
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^ Y3R5 

X is a covalent single bond or double bond« 
a substituted or unsubstituted heteroatom or 
substituted carbon atom* or a substituted "or 
unsubstituted « branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or dif£erent and are one or more 
hydrog.en, halogen, alkylcarbonyl . 
alkylcarbonylalkyl, alkoxycarbonylalkyl , 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino. 
trialkylsilyloxy. aryldialkylsilyloxy, 
triarylsilyloxy, formamidino, alkylsulfamido, 
dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl . alkylaminocarbonyl . 
dialkylaminocarbonyl, amino^hiocarbonyl« 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl, 
nitro« cyano« hydroxycarbonyl and derivative salts 
formamido, alkyl, alkoxy, polyhaloalkyl. 
polyhaloalkoxy, alkoxycarbonyl« substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl* alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl. haloalkenyl or 
p^olyhaloalkenyl: alkylthio. polyhaloalkylthio. 
alkylsulfinyl, polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulf nyl, alKylsulfonylamlno, 
alkylcarbonylamino. polyhal alkylsulf nylamino* 
polyhaloalkylcarbonylamino, trialkylsilyl. 
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aryldialkylsilyl. trlarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alltylaminocarbonyloxy. 
dialkylaminocarbonylory, alkenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy. 
polynaloalkynyl. polyhaloalkynyloxy. 
pclyf luoroalkanol. cyanoalkylamino. 
semicarbazononethyl. alkoxycarbonylhydrazonomethyl, 
alkoxyiftinomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydtazonomethyl, unsubstituted 
.or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. baloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy. arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulfonyl. 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylsulfonyl, 
alkoxysulfonyl. aryloxysulf onyl. propargyloxy, 
aroyl, haloacyl, polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl. alkylaminosulfonyl. 
dialkylaminosulf onyl, arylaminosulfonyl. 
carboxyalkoxy. carboxyalkylthio. 
alkoxycatbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy. alkylsuif onyloxy. 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy, 
aroylamino. haloacylamino, alkoxycarbonyloxy. 
arylsulf onylamino, aminocarbonyloxy. cyanato. 
isocyanato. isothiocyano. cyqloalkylamino. 
trialkylammoniun. arylamino, aryl(alkyl)amin , 
aralkylamin . alkoxyalkylphosphinyl. 
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al)coxyalkylphosphiaothioyl, alkylhydroxyphosphinyl* 
dial}coxyphosphlno« hydroxyamino, alkoxyamino, 
aryloxyamino. aryloxyimino,. oxo, thlono, 
alkylaminoaDcaxy, dialkylaminoalkoxy, alkoxyalkoxy* 
alkoxyalkenyl, cyanoalkoxy, dlalkylsulfoaium, 

-Xf ■ Xi -X - R3 , a X-R3 , 

II .11 

—X - R3 $ — P - ^2^4 ' "^4 — P — y2R4 

Y3R5 Y3E5 



or 



Y2R4 
Y3R5 



and 



R is a substituted or unsubstituted« 
heterocyclic ring system having at least one 
nitrogen atom which is selected from a monocyclic 
aromatic or nonaromatic ring system, a bicyclic 
aromatic or nonaromatic ring system, a polycyclic 
aromatic or nonaromatic ring system, and a bridged 
ring system which may be saturated or unsaturated in 
which the permissible substituents are the same or 
different and are one or more hydrogen, halogen* 
alkylcarbonyl , alkylcarbonylalkyl. 
alkoxycar bonyla Ikyl « alkoxycarbonylaikylthio « 
polybaloalkenylthio, thiocyano, propargylthio, 
hydroxyiminp, alkoxyimino, trialkylsilyloxy, 
aryldialkylsilyloxy, triarylsilyloxy. formamidino, 
alkylsulf amido, dialkylsulf amido, alkoxysulf onyl, 
' polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocar bonyl , alkylaminocarbonyl , 
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dialkylamlaocarbonyl r aminothlocarbonyl . 
alkylaminothiocatbonyl, dialkylaminothiocarbonyl. 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido. alkyl, alkoxy, polyhaloalkyl. 
polyhaloaikoxy, alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsultinyl. polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamlno, ,trialkylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloacy. 
polyhaloalkynyl, palyhaloalkynyloxy. 
polyf luoroalkanol, cyano alkyl ami no. 
semicarbazonomethyl, alkoxycarbonylhydra2onomethyl, 
alkoxyiminomethyl. unsubstituted or substituted 
arylqxyiminomethyl , hydrazonomethyl , unsubstituted 
or substituted arylhydra^onomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyX. alkoxyalkyl. 
aryloxy. aralkoxy. arylthio, aralkylthio, 
alkylthioalkyl. arylthloalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio. 
hal alkenylsulfonyl, p lyhaloalk nylsulfonyl, 
alkoxysulfonyl. aryloxysulf onyl, pr pargyloxy. 
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aroyl, haloacyl, polyhaloacyl, aryloxycarbonyl. 
aminosulf onyl. alkylaminosulf onyl. 
dialkylaminosulf onyl. arylaminoaulf onyl. 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, baloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy. arylsulf onyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy, 
aroylamino. haloacylamlno, alkoxycarbonyloxy. 
arylsulf oaylamino, aminocarbonyloxy, cyanato, 
isocyanato, isothiocyano, cycloalkylamino* 
trialkylanuaonium. arylamino. aryl(alkyl)amino, 
aralkylamino* alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino. hydroxyamino, alkoxyamino, 
aryloxyamino. aryloxyimino, oxo, thiono. 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onlum. 

-X, a X, -X « R3, s X-R3, 

n II 
X - R3 , - P - Y2R4 . -Y4 - P - Y2R4 

^YjRs ^YgRg 



or 



-< 



Y2R4 



Y3R5 



wherein: 



is a substituted or unsubstitutedi 
carbocyclic r heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
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system, a bicyclic aromatic or nonaromatlc ring 
system, a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl. alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy^ aryldialkylsilyloxy, 
triarylsilyloxy, formamidino, alkylsulf amldo« 
dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl • aminothiocarbonyl , 
alkylaminothiocarbonyl, dialkylaminothiodarbonyl, 
nitro, cyano, hydroxycarbonyl and derivative salts 
f ormamido,alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulfonyl, alkylsulf onylamino. 
alkylcarbonyXamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamlno, trialkylsilyl, 
aryldialkylsilyl, triarylsilyl, sulfonic acid and - 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy« 
dialkylaminocarbonyloxy, alkenyl. polyhaloalk nyl, 
alkenyloxy, alkynyl, alkynyloxy, p lyhaloalkenyloxy. 
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polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino. 
semloarbazonomethyl^ alkoxycaibonylhydrazonomethyl, 
alkoscyiminomethyl, unsubstituted oi substituted 
aryloxyiminomethyl. hydrazonomettiyl, unsubstituted 
oc substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-/ di- or polysacetiaride. 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy. aralkoxy, arylthio. aralkylthio, . 
alkylthioalkyl. arylthioalkyl, arylsulfinyl. 
arylsulfonyl. haloalkylsulf inyl. baloalkylsulf onyl. 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio. 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl, 
alkoxysulf onyl. aryloxysulfonyl. propargyloxy. 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulfonyl, alkylaminosulf onyl, 
dialkylaminosulf onyl, arylaminosulf onyl, 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy, haloacyloxy. 
polyhaloacyloxy, aroyloxy. alkylsulfonyloxy, 
alkenylsulf onyloxy, arylsulfonyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulfonyloxy, 
ar oylamino , haloacy lamino , alkoxycarbonyloxy« 
arylsulfonylamino, aminocarbonyloxy, cyanato, 
isocyanato, isothiocyand, cycloalkylamino, 
trialkylanuDonium, arylamino. aryl(alkyl) amino « 
aralkylamino. alkoxyalkylphosphinyl. 
alkoxyalkylphosphinothioyl, alkylhydroxyphosphinyl, 
dialkoxypho8phino« hydroxyamino, alkoxyamino. 
aryloxyamino, aryloxyimino, oxo, thion , 
alkylaminoalkoxy, dialkylaminoalkoxy, ^Ikoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 
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-X, a X, -X a R3 




- P Y2R4 




or 




R is a substituted hetecoatom or 



substituted carbon atom, or a substituted or 
unsubstituted, branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or different and are one o.r more 
hydrogen, halogen, alkylcarbonyl, 
alXylcarbonylalkyl. allcoxycarbonylaDcyl. 
alkoxycarbonylalkylthio. polyhaloalKenylthio, 
thiocyano. propargylthio. hydroxyimino. alkoxyimiho. 
triallcylsilyloxy. aryldialkylsilyloxy. 
triarylsilyloxy, formamidino. alJcylsulf amido. 
dialkylsulfamido, alJcoxysulf onyl. 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl. 
dialkylaminocarbonyl , aminothiocarbonyl , 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitro. cyano. hydroxycarbonyl and derivative salts 
formamido. alkyl. alkoxy. polyhaloalkyl, 
p;olyhaloalkoxy, alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthi alkyl. alkyl. alkenyl. hal alkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio. 



wo 87/04321 



PCT/US87/00240 



- 593 - 



alkylsulf inyl. polyhaloalJcylsulf inyl, alJcylsulf onyl, 
polyhaloalkylsulf onyl. allcylsulf onylamino. 
alkylcarbonylamino , polyhaloalkylsulf onylamino , 
polyhaloalkylcarbonylamino . tr lalkylsilyl , 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts « phosphonic acid and derivative 
salts « alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocaxbonyloxy, alkenyl. polyhaloalkenyl« 
alkenyloxy, alkynyl. alkynyloxy. polyhaloalkenyloxy , 
polyhaloalkynyl. polyhaloalkynyloxy. - 
poly£luo£oalkanol, cyanoalkylaminot 
semicatbazonometbyl , alkoxycatbonylhydzazonomethyl « 
alkoxyiminomethylt unsubstituted oz substituted 
aryloxyiminomethyl. hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl . arylthioalkyl . arylsulf inyl , 
arylsulf onyl, haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy« haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulf onyl, aryloxysulf onyl, propargyloxy, 

aroyl. haloacyl, polyhaloar.yl, aryloxycarbonyl, 

I 

aminosulfonyl, alkylaminosulf onyl, 
dialkylaminosulf onyl, arylaminosulfonyl, 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino , haloacylamino , alkoxycarbonyloxy , 
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arylsulf oaylamino , aminocazbonyloxy , cyaaato , 
isocyanato« isothiocyano, cycloalkylamino, 
trialkylammonium. acylamino, aryl (alkyi) amino, 
arallcylaiaino, alkoxyallcylphOBphinyl^ 
aDcoryalkylphasphinathioyli alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxy ami no, alkoacyamino, 
aryloxyamino, afyloxyiminor oxo« thiono. 
alkylaminoalkoxy. dialkylaminoalXoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium. 



rX# ■ X# -X a R3, « X-R3, 

II II 
-X - R3 , - P^YzR* . -Y4 - P^Y2E4 

Y3R5 Y3R5 



0£ 



Y3R5 



sulfur: 



and Y, are independently oxygen or 

1 4 



Y^ and Y^ are independently oxygen. 



sulfur, amino or a covalent bond; and 

and are independently hydrogen or 
4* 5 

substituted or unsubstituted alkyl, polyhaloalkyl, 
phenyl ot benzyl in which the permissible 
substituents are the same or different and are one 
oj^ more hydrogen* halogen, alkylcarbonyl. 
alkylcarbonylalkyl, alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio, polyhaloalkenylthiov 
thiocyan . propargylthio. hydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldialkylsilyloxy. 
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triarylsilyloxy. formamidino, alJcylsulf amido, 
dialJcylsulfamido, alkoxysulfonyl. 
polyhaloallcoxysulf onyl, hydroxy, amino, 
aminocarbonyl. alkyLaminocarbonyl, 
dialkylaminocar bonyl , aminothiocaibonyl , 
alkylaminothlocarboayl^ dialkylamlnothlocarbonyl, 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamldo, alkyl, alkoxy, polyhaloalkyl. 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
vhich the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkylt alkyl* alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alkylcarbonylamino , polyhaloalkylsulf onylamino , 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy , 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhal^alkynyloxy, 
po lyf luor oa Ikano 1 , cyaiioalky lamlno , 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl, arylthi alkyl, arylsulf inyl. 
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arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl, 
haloalJcenyloxy. haloallcynyloxy. haloalkyaylthio, 
haloallceixylsulf onyl, polyhaloalkenylsulfonyl, 
alkoxysulf onyl, aryloxysulf onyl. propargyloxy, 
aroyl* haloacyl. polyhaloacyl, aryloxycarbonyl. 
aminosxilf onyl , alkylaminosulf onyl , 



dialkylaminosulf onyl. arylaminosulf onyl, 
carboxyalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. Haloacyloxy. 
polyhaloacyloxy. aroyloxy. alkylsulf onyloxy, 
alkenylsulf onyloxy. arylsulf onyloxy, 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy, 
aroylamino . haloacylamino . alkoxycar bonyloxy . 
arylsulf onylamlno. aminocarbonyloxy, cyanato, 
isocyanato . isothiocyano . cycloalkylaaino , 
trialkylammonium. arylamino, aryl(alkyl)amino, 
aralkylaraino. alkoxyalkylphosphlnyl, 
alkoxyalkylphosphinothloyl, alkylhydroxyphosphinyl. 
dialkoxyphosphino. hydroxyamino. alkoxyamino, 
aryloxyamino. aryloxyimino. oxo, thiono. 
alkylaminoalkoxy. dialkylaminoalkoxy, alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium, 

-X. "> X. -X a R3 , =» X^R3. 



-X - R3 



- p 
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2. The method of claim 1 wherein and 
are independently a substituted or 
unsubstituted, carbocyclic or heterocyclic ring 
system selected from a monocyclic aromatic or 
nonaromatic ring system having the formula 



a bicyclic aromatic or nonaromatic ring system 
having the formula selected from 




z 

and 



a polycyclic aromatic or nonaromatic ring system 
having the formula selected from 
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and a bridged ring sY^tem which nay be saturated or 
unsaturated having the formula selected from 
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and 



wherein: 



^2 ^3 



/ "l3 2 



represents a ring-forming chain of 



atoms which together with forms a carbocyclic 
or heterocyclic ring system containing from 0 to 4- 
double bonds or from 0 to 2 triple bonds; 

represex'ts a saturated or unsaturated 



carbon atom; 

ring-forming chain of atoms which together with B 



and A^ independently represent a 



2 

and B^ form a carbocyclic or heterocyclic ring 
system: 

B^ and B. are independently a saturated 
2 3 

or unsaturated carbon atom or a saturated nitrogen 
atom; 
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A^. Ag. Ag and A^ independently 
represent a ring-forming chain o£ atoms which 
together with B,, B^. B^ and B_ form a 

4 5 0 7 

carbocyclic or heterocyclic ring system; 

B.. B^. B^ and B^ are independently 

4 5 o 7 

a saturated or unsaturated carbon atom or a 

saturated nitrogen atom: 

A . A^ and A,^ independently 
8 9 10 
represent a ring-forming chain of atoms which 

together with B^. B^. B^^ and B^^ form a 

carbocyclic or heterocyclic ring system: 

B^. B^ and B,^ are independently a 
8 9 10 , 

saturated or unsaturated carbon atom or a saturated 

nitrogen atom; 

^11 ^®P^®s®^^^ ^ saturated or unsaturated 
carbon atom, nitrogen atom or phosphorous atom; 

^11* ^12 "^13 iO'l^P^^^^^^^y 

represent a ring-forming chain of atoms which 

together with B^^ ®i3 ^^^^ ^ carbocyclic or 
.heterocyclic ring system; 

B and B are independently a 
saturated carbon atom or a nitrogen atom; and 

Z is the same or different and is one or 
more of hydrogen, halogen, alkylcarbonyl* 
alJtylcarbonylalkyl. alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio, polyhaloalkenylthio. 

thiocyano. proper gylthio. hydroxyimino, alkoxyimino, i 
trialkylsilyloxy, aryldialkylsilyloxy, 
triarylsilyloxy. formamidino. alkylsulf amido, 
dialkylsuiramido. alkoxysulf onyl, 
polyhaloalkoxysulf onyl. hydroxy, amino, 
amin carbonyl. alkylaminocarbonyl. 
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dlalkylaminocarbonyl • aminothiocarbonyl . 
alkylaminothiocarbonyl. dialkylaminothiocaibonyl • 
nitro. cyanot hydroxycacbonyl and derivative salts 
formamido, alkyl, alJcoxy, polyhaloalkyl , 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
vbich the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl . polyhaloalkylsulf inyl, alkylsulf onyl , 
polyhaloalkylsulf onyl, alkylsulf onylamino* 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 

polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsilyl. triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts , alkoxycarbonylamino, alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy, 
-po ly ha 1 0 a 1 ky ny 1, polyhaloal kyny 1 o xy . 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl . alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyijnlnomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio. 
alkylthioalkyl. arylthioalkyl, arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkanylsulf nyl> 
alkoxysulf onyl. aryl xysulfonyl, proper gyloxy. 
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aroyl. haloacyl, polyhaloacyl, atyloxycarbonyl. 
aminosulf onyl, alkylamlnosulf onyl. 
dialkylaminosulf onyl, arylaminosulf onyl . 
cacboxyalkoxy . carboxyalkylthio . 
alJcoxycarbonylallcoxy, acyloxy, haloacyloxy. 
polyhaloacyloxy, aroyloxy, alkylstilf onyloxy. 
allcenylsulf onyloxy. arylsulf onyloxy. 
haloalkylsulfonyloxyt polyhaloalkylsulfonyloxy, 
aroylamino^ haloacylaoino. alkoxycacbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato^ isothiocyano. cycloalkylamino* 
trialkylammonlum, arylamino. aryl(alJcyl) amino, 
aralkylamino , alkoxyalkylphosptiinyl , 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphlno. hydroxy ami no. alkoxyamino. 
aryloxyamino, arylbxyimlno, oxo. thiono. 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 

—X. =» X# -X 
-X - R3 • 

or 

— ^ Y2R4 
X Y3R5 

wherein R^.R^. R-. . Y., Y,. Y^ and 
3 4 5 1 2 3 4 

X are as defined in claim 1. 



Ri 



X-R-! 



P - Y2R4 



Y^R 



3«5 



-Y4 - P^Y2R4 
^3^5 
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3. The method of claim 1 in which the 
compound has the formula 



wherein: 

R*^ is the same or different and is one 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl, alkoxycarbonylalJcyl , 
alkoxycarbonylalJcylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino. alkoxyimino, 
trialkylsilyloxy, aryldialkylsilyloxy , 
triarylsilyloxy, f ormamidino, alkylsulf amido, 
dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl , aminothiocarbonyl, 
alkylaminothiocarbonyl. dialkylaminothlocarbonyl, 
nitro. cyano, hydroxycarbonyl and derivative salts 
formamido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl,- alkyl. alkenyl-. haloalkenyl 
polyhaloalkenyl; alkylthio, polyhaloalkylthio. 
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alkylsulf inyl, polyhaloallcylsulf inyl. alkylsulfonyl, 
polyhaloalJcylsulf onyl , al)cylsulf onylamino , 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylaralno, tcialkylsilyl. 
aryldialkylsllyl, trlatylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts. aUcoxycarbonylamino. alkylaminocarbonyloxy . 
dialkylaminocarbonyloxy. alkenyl, polyhaloalkanyl. 
alkenyloxy, alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl . ' polyhaloalkynyloxy . 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl . hydrazonomethyl . unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy. arylthio, aralkylthio. 
alkylthioalkyl. aryithioalkyl. arylsulf inyl. 
arylsulfonyl. haldalkylsulfinyl. haloalkylsulf onyl. 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl . 
alkoxysulfonyl. aryloxysulf onyl. propargyloxy. 
aroyl, haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulfonyl . a Iky laminosulf onyl . 
dialkylaminosulf onyl, ary laminosulf onyl. 
carboxyalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy," acyloxy. haloacyloxy, 
polyhaloacy_loxy. aroyloxy. alkylsulf onyloxy. 
alkenylsulfonyloxy. arylsulf onyloxy. 
haloalkylsulf onylcxy, .palyhaloalkylsulf onyloxy, 
aroylamino. haloacylamino. alkoxycarbonyloxy. 
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arylsulf onylamino. aminocarbonyloxy. cyanato. 
Isocyanato. isothiocyano. cycloaDcylamino. 
trialkylammoalum, atylamlno, a£yl(al)cyl)amino« 
aralkylamino* alkoxyalkylphosphLnyl, 
alkoxyalkylphosphinothioyl , alkylhydcoxyphosphinyl . 
dialkoxyphosphino, hydroxyaminOt alkoxyamlno, 
aiyloxyamino, aryloxylminOt oxo, thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium. 

-X, « X, -X « R3, « X-R3, 

II 

— X — R2 • — P — ^2^4 * 
OC 




Y2R4 
Y3R5 



X'^ is O. S. so. SO^. NH. CH^, CO. a 
single covalent bond. CH^O. CH^S. -CH(CH^)0, 
-CH(CN)0-, -CH-NO-. -C(CH^)»NO-. -CH^CH^O-, 
-CH^CH^-. -CSC-. -CHjSO-. -CHjSO^-. 
-OCHjCHjO-, -CH(allcyl)- or -CONH-; and 

Y« and Y' are independently halogen, 
alkyl or alkoxy; 

wherein X, R,, R^. R_. Y. , Y_. Y, and 

3 4 5 1 Z 3 

are as defined in claim 1. 

4 

4. The method of claim 1 in which the 
compound has the formula 



-Y4 . P - Y2R4 



Y3R5 
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Where in: 

R» and are the same ox different 
2 3 

and ®^ more hydrogen, halogen, 

alkylcarbonyl. alkylcarbonylalkyl. 
alkoxycarbonylallcyl. alkoxycarbonylalkylthio. 
polyhaloallcenylthio. thiocyano. propargylthio. 
hydroxyimino. alkoxyimino. trialkylsilyloxy. 
aryldialkylsilyloxy, triarylsilyloxy, formamidino. 
alkylsTilfamido, dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl. hydroxy^ amino, 
aminocarbonyl. alkylaminocarbonyl, 
dialkylaminocarbonyl • aminothiocarbonyl . 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl. 
nitro. cyano. hydroxycarbonyl and derivative salts 
formamido. alkyl. alkoxy, polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible subatituents are the same or 
different and are one or. two propargyl. alkoxyalkyl, 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio. 
^Ikylsulfinyl, polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloaXkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylsilyl. 
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aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts , alkoxycarbonylanino , alJcylaminocar bonyloxy , 
diallcylaiainocarbonyloxy. allcenyl, polyhaloallcenyl, 
alJcenyloxy, alJcynyl, allcynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroallcanol, cyanoalRylamino, 
semicarbazonomethyl , alkoxycarbonylhydr azonomethyl . 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl . hydrazonomethyl , unsubst ttuted 
or substituted arylhydrazonomethyl . a hydroxy group 
condensed with a mono-« di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy, arylthio. aralkylthio. 
alkylthioalkyl, arylthioalkyl, arylsulf inyl, 
arylsulfonyl, haloalkylsulf inyl, haloalkylsulfonyl. 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio, 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkoxysulf onyl. aryloxysulf onyl. propargyloxy. 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl , alkylaminosulf onyl . 
dialkylaminosulfonyl, arylaminosulf onyl , 
carboxyalkoxy. carboxyalkylthlo. 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulfonyloxy, 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
axoylamino, haloacylamino, alkoxycarbonyloxy. 
arylsulf onylamino. aminocarbonyloxy, cyanato, 
isocyanato, isothiocyano, cycloalkylamino. 
trialkylaiamonium« arylamino. ary4 (alkyl ) amino, 
aralkylamino, alkoxyalkylphosphinyl. 
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alkoxyalkylphosphinothloyl. alkylhydroxyphosphinyl. 
dialkoxyphosphino. hydroxyaxaino, alkoxyamino, 
atyloryamino. aryloxyimino, oxo, thlono, 
aDcylaminoalkoxy. dialkylamlnoalkoxy. allcoxyallcoxy , 
alkoxyallcenyl. cyanoalkoxy, diallcylsulf onium. 

-X, a X, -X a R^. » X-R^. 

n n 

-X - R3 . - P - Y2H4 . -Y4 - P - Y2E4 

\ \ 

Y3RS Y3R5 



01 



Y3R5 



X'2 is 0. S. SO. SO^. NH. CHj. CO. a 

single covalent bond. -CH(CH^)0-. -CH(CN)0-. 

-CH»N0-. -C(CHj)=NO-. -CH^CH^O-. -C3C-. 

-CH,SO-. -CH.SO,-. -OCH.CH 0-. -CH(allcyl)- 

or -CONH-; and 

is halogen; 

wherein X, R^. R^. R^. Y^, Y^. and 

Y are as defined in claim 1. 
4 

5. The method of claim 1 in which the 
compound has the formula 
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Wherein: 

R' • R* and R' are the same or 
4 5 6 

different and R* is one or iaore hydrogen. 

4 

halogen, alkylcar bonyl , alkylcarbonylallcyl , 
alkoxycarbonylalkyl, alkoxycarbonylalkylthio. 
polyhaloalkenylthio, thiocyano, propargylthio, 
hydroxyimino, alkoxyimino. trialkylsilyloxy. 
aryldialkylsilyloxy, triarylsilyloxy, f ormamidino, 
aXkylsulCamido, dialkylsulf amido« alkoxysulf onyl , 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl, 
dialkylaminocarbonyl, amino tiiiocarbonyl, 
alky 1 amino thiocarbonyl, dialkylaminothiocarbonyl , 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido, alkyl, alkoxy. polyhaloalkyl. 
.polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl« alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsiilf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino, 

* alkylcarbonylamino, polyhaloalkylsulf onylamino, 

polyhaloalkylcarbonylamino, trialkylsilyl, 

^* aryldialkylsilyl, triarylsilyl, sulfonic acid and 

derivative -salts, phoisphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarboaylaxy. alfcenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenylpxy. 
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polyhaloalkynyl. polyhaloalkynyLoxy. 
polyf luoroallcanol, cyanoalkyiamino. 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl. 
alkoxyimlnomethyl. unsubstituted or substituted 
aryloxyiminomethyl. ttydrazonomethyl. unsubstitoxted 
or substituted arylhydrazonometiiyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy. aralkoxy. arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 
arylsulfonyl. haloalkylsulf iayl, haloalkylsulf onyl. 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio. 
haloalKenylsulfonyl. polyhaloallceaylsulf onyl. 
alkoxysulfonyl. aryloxysulf onyl, propargyloxy. 
aroyl, haloacyl. polyhaloacyl, aryloxycarbonyl. 
aminosulfonyl, alkylaminosulf onyl, 
dialkylaminosulfonyl. arylaminosulfonyl. 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acylo^y, lialoacyLoxy . 
polyhaloacyloxy. aroyloxy. alkylsulf onyloxy. 
alkenylsulfonyloxy. arylsulfonyloxy, 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy. 
aroylamino. baloacylamino. alkoxycarbonyloxy. 
aryls^lf onylamino, aminocarbonyloxy-, cyanato, 
iaocyanato , isothiocyano . cycloa Iky lamino . 
trialkylanuaonium. arylamino, aryl(alkyl)aiaiao. 
aralkylamino. alkoxyalkylphosphinyl • 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl. 
dlalkoxyphosphino. hydroxyamino. alkoxyaaino, 
aryloxy amino, aryloxyimino. oxo. thiono, 
alkylaminoalkoxy,- Haialkylaminoalkoxy^ a-lkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy. dialKylsulf oaiiam. 
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• 

4 



-X* » X« -X « R3 , a X-R3 « 

Yi ^1 

n I* 

-X - R3 « - P - Y2R4 • "^4 • P " ^2^4 
^ Y3R5 YgRs 



or 

y2R4 

Y3R5 ; and 



X' is O. S. so. so . NH. CH . CO. a 

single covalent bond. -CH(CH^)0-, -CH(CN)0-, 

-CHaNO-. -C(CH^)«NO-, -CH^CH^O-. -CSC-. 

-CH^SO-. -CH^SO^-. -OCH^CH^O-. 

-CH(alkyl)- or -CONH-: 

wherein X. R. • R^. R^, Y . and 
3 4 5 12 3 
are as defined in claim 1. 

4 

6. The method of claim L In which the 
compound has the formula 
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Wherein: 

y^. Y'g. Y'g. Y*^^ and Y»g are 
the sane or different and are hydrogen, halogen, 
alkylcarbonyl, allcylcarbonylalkyl, 
alkoxycarbonylalKyl. allcoxycarbonylalkylthio, 
polyhaloaDcenylthio. thiocyano. propargylthio. 
hydroxyimino. alkoxyimino, trialkylsilyloxy, 
aryldlalkylsilyloxy, triarylsilyloxy. f ormamidino. 
alkylsulfamido, dialkylsulf amido. alkoxysulf onyl. 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl, 
dialXylaminocarbonyl, aminothiocarbonyl, 
alkylaminothiocarbonyl , dialkylaminothiocarbonyl , 
nitro, cyano, hydroxycarbonyl and derivative dalts 
formamido, alkyl. alkoxy, polyhaloalkyl, 
polyhaloalkoxyr alkoxycarbonyl, substituted amino in* 
which the permissible substituents are the same or 
different and are one or two propargylr alkoxyalkyl, 
alkylthioalkyl. alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulf onyl , alkylsulf onylamino, 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino, trialkylsilyl. 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxyr 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. .alkynyl. alkynyloxy. polyhaloalkenyloxy, 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoroalkanol. cyanoalkylamino. 
seraicarbazonomethyl. alkoxycarbonylhydrazonomethyl. 
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aDcoxyiminomethyl. oineubstituted or substituted 
aryloxyiminometliyl, liydra2onomethyl, unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di* or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alJcoxyalJcyl . 
aryloxy. aralkoxy. arylthio. aralkylthio. 
alkylthioaDcyl. arylthioalkyl. arylsulf inyl, 
arylBulfonyl. haloalkylsulf Inyl. haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio. 
haloalkenylsulf onyl . polyhaloalkenylsulf onyl . 
alkoxysulfonyl. aryloxysulf onyl. propargyloxy. 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl . 
aminosulf onyl . allcylaiainosulf onyl . 
dialkylaminosulf onyl. arylaminosulf onyl, 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haioacyloxy. 
polyhaloacyloxy. aroyloxy/ alkylsulf onyloxy , 
alkenylsulf onyloxy. arylsulf onyloxy. 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy , 
arylsulf onylamino, amlnocarbonyloxy . cyanato , 
isocyanato, iaothiocyano, cycloalkylamlno, 
trialkylammonium. arylanino. aryl(alkyl) amino, 
aralkylamino. alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
• dialkoxyphosphino, hydroxyamino. alkoxyamino. 

aryloxyamino, aryloxyimino. oxo. thiono, 
alkylaminoalkoxy. dlalkylamlnoalkoxy , alkoxyalkoxy . 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 



-X. =1 X. -X « R3,- » X-R3. 
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II M 

—X - 9 - P — f *"^4 — P — ^2^4 

Y3R5 Y3R5 



or 



Y2R4 
Y3R5 



same oc different and are hydrogen, halogen, alkyl, 
polyhaloalkyl, cyano or aryl; 

m* and n* are the same or different and are 
a value of from 0 to 5; 

X'^ is O. S. SO-, SO^. NH, CH^, CO, a 
single covalent bond, -CH(CH^)0-, -CH(CN)0-. 
-CH.NO-, -C{CH2)=N0-, -CH^CH^O-. -CSC-, 

-CH<allcyl)- or -CONH^; and 

Y' ^ and Y\, are the same or different 
13 14 
and are halogen, alkyl or alkoxy; 

wherein X, R,, R^ , R_, Y_ . Y^, Y, and 

3 4 5 1 2 3 

Y^ are as defined in claim 1. 
4 

7. The method of claim 1 in which the 
compound has the formula 
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Wherein: 

Y'^, Y»5, Y'g, Y'^ and Y'g ace 
the same or different and are hydrogen, halogen, 
alkylcarbonylr alkylcarbonylalkyl. 
alkoxycarbonylalkyl, alkoxycarbonylallcylthio, 
polyhaloalkenylthio. thiocyano. prcpargylthio, 
hydroxyimino. alKoacylmino. , trialkylsilyloxy, 
aryldialJcylsilyloxy, trlarylsilyloxy, f ormamidlno, 
alkylsulf aiaido« dial)cylsul£amido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl» hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl. 
dialkylaminocacbonyl, aminothiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl , 
nitro. cyano. hydcoxycarbonyl and derivative salts 
formamido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which- the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbbnylamino, trialkylsilyl, 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative .salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy. 
dialkylaminocaxbonyloxy, alkenyL. polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenyloxy. 
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polyhaloalkynyl. polyhalaallcynyloxy, 
poXyf liioroaDcanol , cyanoalkylamino , 
semicarbazonomethyl, al)eoxycarboaylhydrazonomethyl« 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, Hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
coaden^ed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy* aralkoxy. arylthio. aralkylthio* 
alkylthioalkyl. arylthioalkyl, arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl . 
haloallcenyloxy. haloalkynyloxy. haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulfonyl. aryloxysulfonyl. propargyloxy. 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl. 
aminosulfpnyl. alkylaminosulfonyl, 
dialkylaminosulfonyl. arylaminosulf onyl. 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy. alkylsulf onyloxy. 
alkenylsulfonyloxy. arylsulf onyloxy, 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy, 
aroylaminq, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino. aminocarbonyloxy, cyanato. 
isdcyanato . isothiocyano . cycloalkylamino , 
trialkyiammonium. arylamino. aryKalkyl) amino, 
aralkylamino, alkoxyalkylphosphinyl. 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino. hydroxyamino. alkoxyamino, 
aryloxyamino", aryloxyinino, oxo. thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoacy. 
alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium. 
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-X, « X, -X ■ Rj, " X-Rg, 



Yl Yi 
II II 

-X - R3 . - P - Y2R4 . -Y4 - P - Y2R4 

^ Y3H5 ^YaRg 

or 



-< 



Y2R4 



Y3R5 



Y' ana Y' ^ are the same or different 
9 10 

and are hydrogen, halogen, alkyl. polyhaloallcyl, 
cyano or aryl; 

m' and n* are the same or different and are 
a value of from 0 to 5; 

X*^ is the same or different and is 0« 5« 
SO, SO^. NH, CH^. CO, a single covalent bond, 
-CH(CH^)0-, -CH(CN)0-. -CH=.NO-, -C(CH^)-NO-. 
•-CH^CH^O- -CH^SO-, -CH^SO^-* 

-OCH^CH^O-. -CH(al)cyl)- or -CONH-; 

Y'^g is o or Sj 

Y*^^ and Y'^^ independently 
halogen: and 

X'g is 0 or S; 
wherein X. R^. R^. R^. Y^^. Y^, Y^ and 
Y^ are as defined in claim 1. 

4 



8. The method of claim 1 in which the 
compound ha~s the formula 
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J'" 

'I* V' 



wheteia: 

Y'^. Y'g. Y'g. Y'^ dn<3 Y'g are 
the same as different and are hydrogen, halogen. 
aUcylcarbonyl. allcylcarbonylallcyl. 
alkoxycarbonylallcyl. alkoxycarbonylal)cylthio. 
polyhaloalkenylthio. thiocyano, propargylthio, 
hydroxyimino. alkoxyimino, trialJcylsilyloxy, 
aryldiallcylsilyloxy. triarylsilyloxy, foraamldlno, 
alkylsulfamldo, dialkylstilf amido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl. hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl. 
dialkylaminocarbonyl , aminothiocarbonyl . 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl. 
nitro. cyano, hydroxycarbonyl and derivative salts 
formamido, alkyl. alkoxy. polyhaloalkyl. 
polyhaloalkoxy, alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalJsyl. alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio. 
alkylsulf inyi. polyhaloalkylsulf inyl. alkyls^ilf ixyl, 
polyhaloalkylsulfonyl. alkylsulfonylamino. 
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alkylcarbonylamino. polyhaloallcylsulf onylaminop 
polyhaloalKylcarbonylamino, ttlalkylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. allcylaminocarbonyloxy. 
dialkylaainocarbonyloxy. alkenyl. polyhaloalkenyl, 
aDcenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy, 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl , alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl« unsubstltuted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide.- 
haloalkyl. haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy. aralkoxy, arylthio, aralkylthio. 
alkylthioalkyl, arylthioalkyl. arylsulf inyl. 
arylsulf onyl. haloalkylsulf inyl. haloalkylsulf onyl , 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio. 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl. 
alkoxysulf onyl. aryloxysulf onyl, propargyloxy , 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl, alkylaminosulf onyl, 
dialkylaminosulf onyl, ^rylaminosulf onyl, 
carboxyalkoxy, carboxyalkylthio, 
• alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 

polyhaloacyloxy, aroyloxy. alkylsulf onyloxy. 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulfonyloxy. polyhaloalkylsul£ onyloxy. 
aroylamino. haloacylamino. alkoxycarbonyldxy. 
arylsultonylaiaino. aminocajrbonyloxy, cyanaLto« 
isocyanato, isothiocyano« cycloalkylamino. 
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tilallcylatanoaium. arylamino, atyl(allcyl}amlno, 
acalkylamino. alkoxyaHcylphosphinyl, 
alKoxyalXylphosphinothloyl. alkylhydcoxyphosphlnyl, 
dialltoxyphosphlno. hydtoxyamlno, alkoxyaaino, 
aryloxyamino, atyloxyiniao. oxo, thiono. 
alkylaminoallcoxy. dialkylaminoalkoxy, alkoxyalkoxy. 
alkoxyalkenyl, cyanoallcoxy. dialkylsulfoniun. 

-X, » X, -X « H3, « X-R3. 

n " 

-X - R3 r - P - YjRa- . -Y4 - P - Y2R4 

\ \ 

Y3R5 Y3R5 



or 



Y2R4 
Y3R5 



X' is the same or different and is 0. S 
7 

SO, SO^r NH/ CH^t CO, a single covalent bond, 
'^CK{QE^)Q-. -CH(CN)0-. -CH=NO-. -C(CH2)«N0-. 
-CH^CH^O-, -CSC-, -CH^SO-. -CH^SO^-, 
-CH^SO^-. -OCH^CH^O-, .CH(al)cyl)- or -CONH-; 

m* is a value of from 0 to 5; 

Y'^g is hydrogen, alkyl, alkylcarbonyl, 
alicylsiilfonyl. or polyhaloallcylsulf onyl; and 
Y'^^ and Y'^^ are independently halogen; 
wherein X. R^. R^. R^. Y^. Y^* Y^ and 
Y^ are as defined in claim 1. 

4 

9. The method of claim 1 in which the 
compound has the formula 
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Wherein: 

Y'^. y^. Y-g. Y'^ and Y.g are 
the same or different and are hydrogen, halogen, 
aDcylcarbonyl, alkylcarbonylallcyl. 
alkoxycarbonylalkyl. al)coxycarbonyIalkylthio, 
poLyhaloalJcenylthio. thiocyano, propargylthio, 
hydroxyimino. allcoxyimlno. trialkylsilyloxy, 
aryldialkylsilyloxy, triarylsilyloxy, f ormamidino, 
alkylsulfamido, dialkylsulf amido, alkoxysulf onyl . 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl, 
dialkylaminocarbonyl , aminothiocarbonyl , 
aikylaininothiocarbonyl , dialkylarainothiocarbonyl , 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido. alkyi. alkoxy. polyhaloaUcyl. 
polyhaloalkoxy, alkoxycacbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulf inyl. polyha.loalkylsulf inyl., alkylsulfonyl. 
polyhaloalkylsulf nyl. alkylsulf onylamino. 



. 622 - 



alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalltylcatbonylamino. ttlallcylsilyl. 
aryldiallcylsilyl. ttiatylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alJcylaminocarbonyloxy. 
dialkylaminocarbonyloxy. allcenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy, 
polyhaloalkynyl. polyhaioalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl. 
alkoxyiminomethyl. unsubstituted or Bubstituted 
aryloxyiminomethyl. hydrazonontethyl, unaubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy, aralkoxy. arylthio. aralkylthio. 
alkylthioalkyl. atylthioalkyl. arylsulfinyl. 
arylsulfonyl. haloalkylsulfinyl. haloalkylsulf onyl. 
haloalkenyloxy, haloalkynyloxy. haloalkynyl thio, 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkoxysulfonyl. aryloxysulfonyl, propargyloxy, 
acoyl. haloacyl. polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl , alkylaminosulfonyl , 
dialkylaminosulfonyl. arylaminosulf onyl. 
carboxyalkoxy, carboxyalkyl'thio. 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy. 
polyhaloacyloxy. aroyloxy. alkylsulf onyloxy. 
alkenylsulfonyloxy. arylsulf onyloxy, 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy. 
aroylamino, haloacylamino. alkoxycatbonyloxy. 
arylsulf onylamino. .aminocatbonyloxy....-cyanato, . 
isocyanato, isothlocyano. cycloalkylamino. 
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trialkylammoaium, arylamino, aryl(alkyl)amino. 
ataDcylamino, alKoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl, allcylhydtoxyphoephlnyl, 
dialkoxyphosphino « hydroxyamino . alkoxyamino , 
aryloxyamirio, atyloxyimino* oxo, thiono. 
alkylaminoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium, 

— X» aX, — X« ^3 • ■ X— R3 # 

^1 ^1 

II » 
-X - R3 . - P - Y2R4 - -Y4 - P - Y2R4 

\ \ 
Y3R5 Y3R5 



0£ 



Y2R4 

Y3R5 ; and 



^'95 ^'96 independently halogen: 
wherein X, R^, R . R^, Y - Y^, Y^ and 

3 4 5 1 2 3 

Y^ ace as defined in claim 1. 
4 

10. The method of claim 1 in which the 
compound has the formula 




v.; 



wherein: 



Y'j^g and Y'21 aJ^o same or different 



and Y'^g is* one or more hydrogen, halogen, 
alkylcarbonyl, alkylcarbonylalkyl. 
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allcoxycarbonylallcyl , alkoxycatbonylalkylthio, 
polyhaloalkenylthio, thiocyano. propatgylthiq. 
hydroxyimino. alkoxyimino. ctialkylsllyloxy. 
aryldlalkylsilyloxy. triarylsilyloxy. f ocmamidino, 
alkylsulfamido, dialkylsulf amido. alkoxysulf onyl, 
polyhaloalkoxysulfonyl. hydroxy, amino, 
amino cat bony 1. alkylaminocatbonyl. ^ 
dialkyXaminocatbonyl. aminothiocatbonyl. 
alkylaminothiocacbonyl, dlalkylamlnothiocarbonyl, 
nitto, cyano, hydtoxycarbonyl and derivative salts, 
formamldo. alkyl, alkoxy, polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl. substituted amino in 
which the permissible substituenta are the same or 
different and are one or two propargyl. alkoxyalkyl, 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf Inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamlno. 
alkylcarbonylamlno. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. tcialkylsllyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamlno, alkylamlnocarbonyloxy , 
dlalkylamlnocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy, alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol , cyanoalkylamino , 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl, 
ai.koxyiminomethyl, unsubstltuted or substituted 
aryloxyiminomethyl. hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a. hydroxy group 
condensed with a mono-, di- or polysaccharide. 
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haloalkyl. haloalkenyl, haloalkynyl. alkoxyaDcyl. 
aryloxy, arallcoxy, arylthlo. aralkylthio, 
alkylthioallcyl. arylthioalkyl, arylsulf layl, 
arylsiaifonyl. haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio. 
haloalkenylsulf onyl . polyhaloalkenylsulf onyl . 
alkoxysulf onyl , aryloxysulf onyl , propargyloxy, 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl. 
aminosulfonyl, alkylamlnosulf onyl. 
dialkylaminosulf onyl . arylaainosulf onyl , 
carboxyalkoxy, carboxyalkylthio. 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy. 
polyhaloacylbxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy. arylsulf onyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy , 
aroylamino, haloacylamino« alkoxycarbonyloxy* 
arylsulf onylamino. aminocarbonyloxy. cyanato. 
isocyanato, isothiocyano, cycloalkylamino, 
trialkylammonium. atylamino. aryl(alkyl)amino, 
aralkylamino. alkoxyalkylphosphinyl, 
alkoxyalkylphosphlnothioyl. alkylhydtoxyphosphinyl. 
aialkoxyphosphino. hydroxyamino. alkoxyamino, 
acyloxyamino, acyloxyimino, oxo, thiono« 
alkylaminoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dlalkylsulf onium. 

-Xg a X, -X » • = X-R^ # 

- n 

II 

-X — Rj s — P — Y2R^ « ""^4 

Y3R5 



- p - Y2E4 
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or 



-< 



A* is as defined for R^^ in claim ir 

X' ^ is as defined for X in claim i: and 
10 

Y'jQ is halogen, cyano. alkyl, alkoxy. 

polyhaloalkyl. polyhaloalkoxy . or 

polyhaloallcylsulfonyloxy; 

wherein X. R^, R^. R^. Y^, Y^., and 

Y are as defined in claim 1. 
4 

11. The method of. claim 1 in whic.h the 
compound has the formula 



Xi3 



Wherein: 



R' ^ is as defined for R, in claim 1; 

12 1 
Y'22 is halogen, cyano. alJcyl. allcoxy. 

polyhaloalkyl, polyhaloalkoxy, or 

polyhaloaDcylsulf onyloxy; and 

^'23 hydrogen, halogen, alkylcarbonyl , 

alkylcarbonylalltyl. alkoxycarbonylalkyl. 

alkoxycarbonylalkylthio, polyhaloalkenylthio. 

thiocyano, propargylthio, hydroxyimino. alkoxyimino. 

trialkylsilyloxy. aryldialkylsilyloxy. 

triarylsilyloxy. formamidino. alkylsulf amido, 

dialkylsulfamido, alkoxysulfc-nylv 

polyhaloalkoxysulf onyl. hydroxy, amino. 
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aminocacbonyl « alkylaminocarbonyl « 
dialkylamlnocarbonyl* aminothiocarbonyl, 
allcylaminothiocarboayl , aialkylaminothiocarbonyl . 
nitro, cyano, hydxoxycarbonyl and derivative salts 
focmamidOt alkyl, aDcoxy, poIybaloaDcyl, 
polybaloalkoxy« alkoxycarbonyl, substituted amiao ia 
vhicii the permissible substituents are the same or 
* different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylBUlf inyl. polyhaloalkylsulf inyl. alkylsulf onyl , 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alkylcarbonylamino« polyhaloalkylsulf onylamino. 
polyhaloa Iky Icar bony lamino, tr ialkylsilyl, 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts* alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy, 
'.polyhaloalkynyl, polyhaloalkynyloxy , 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyimlnome thyl , hydrazonomethy I , unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 

* condensed with a mono-, di- or polysaccharide, 

haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 

^« aryloxy, aralkoxy, arylthlo, aralkylthio, 

alkylthioalkyl, arylthioalkyl. arylsulf inyl, 
arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy^ haloalkynyloxy. haAoalkynylthio, 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl. 
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alkoxyaulf onyx, aryloacysulf onyl, propatgyloxy. 
aroyl. haloacyl. polyhaloacyl, atyloxycarbonyl, 
aninosuXfonyl, allcylaminosulf onyl. 
aiallcylaminosulfonyl, atylamittosulf onyl. 
carboxyalkoxy. carboxyalkylthio. 
alkoxycatbonylalkoxy. acyloxy, haloacyloxy, 
'polyhaloacyloxy. atoyloxy, alkylsulf onyloxy, 
alXenylBulfonyloxy. arylsulfonyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulfonyloxy. 
atoylamino. haloacylamino. alkoxycatboayloxy, 
arylsulf onylamino. aminocarbonyloxy. cyanato, 
isocyanato. isothiocyano, cycloalkylamino, 
trialkylammonium. arylamino, aryl(aIkyl)amino. 
atalkylamino. alkoxyalkylphosphinyl. 
alkoxyalkylphosphinothioyl. alkylhyaroxyphosphinyl. 
dialkoxyphosphino. hydroxyamino, alkoxyamiao, 
acyloxyamino, aryloxyimino, oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf oniua. 



-X. 



» X. -X a R 



2 » ■ X-Rg r 



X - R3 




or 




wherein X. R^. R^. Rg. Y^^. Y^. and 



Y are as defined- in claia-1.-- 
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12. The method of claim 1 in which the 
compound has the formula 




vherein: 

A'^ is as defined for in claim 1: 

and 

Y' , and Y' ^ are the same or different 
31 32 
and are halogen, alkyl or alkoxy« 

13. The method of claim 1 in which the 
compound has the formula 




wherein: 

A' is as defined for in claim l; 
2 1 

is as defined for X in claim 1; and 

y» ^ and Y' , are the same or different 
33 34 

and are halogen, alkyl or alkoxy. 

14. The method of claim 1 in which the 
compound has the formula select d from 
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Y'g^ are the same or different and Y*^^, ^'45* 
Y' and Y* ^ are one or more 

4d 5Z bo 37 



hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl. alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio. polyhaloalkenylthlo, 
thiocyano, propargylthio. hydroxyimino. alkoxyimino. 
trialkylsilyloxy. aryldialkylsilyloxy. 
triarylsilyloxy. f ormamidino, alkylsulf amido. 
dialkylsulf amido. alkoxysulf onyl. 
polyhaloalkoxysTilfonyl. hydroxy, amino, 
aminocarbonyl, alkylamlnocarbonyl, 
dialkylaminocarbonyl. aminothiocarbonyl, 
alkylarainothiocarbonyl, dialkylaminothiocarbonyX. 
aitro, cyano, hydroxycarbonyl and derivative salts 
formamido. alkyl. alkoxy, polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
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different and are one or two propargyl. alkoxyalJcyl, 
alkylthioalKyl, alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl: allcylthio. polyhaloalkylthlo, 
alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl. alkylsnlf onylamino, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylsllyl, 
aryldialkylsilyl. trlarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl., 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl. hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalTcenyl, haloalkynyl, alkoxyalkyl. 
aryloxy. aralkoxy. arylthio. aralkylthio. 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl, haloalkylsulf onyl , 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysuifonyl. aryloxysulf onyl, propargyloxy. 
aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 
§minosulf onyl , alkylaminosulf onyl • 
dialkylaminosulf onyl . arylaminoaulf onyl , 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy.*. haloacylojcjr,. 
polyhaloacyloxy, aroyloxy, alkylsulfonyloxy. 
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allcenylsulf onyloxy, acylsulf onyloxy/ 
haloalkylsulf onyloxy. polyhaloallcylsulf onyloxy. 
aroylamino* haloacylamino, allcoxycarbonyloxy. 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato. isothiocyano. cyclbaUcylamino, 
trialkylammonium. arylamino. atyl(allcyl) amino, 
aralkylamino. alkoxyalkylphosphlnyl. 
alkoxyal)cylphosphinothioyl, alkylhydtoxyphosphinyl. 
dialkoxyphosphino. hydroxyamino, alkoxyamino, 
aryloxyamino. aryloxyimino, oxo. thiono. 
alkylaminoalkoxy. dialkylaminoalkpxy. alkoxyalkoxy , 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium. 

-X, 0X4 -X a R3 # « X-R3 , 

■1 u 

-X - R3 . - P - Y2H4 . -Y4 - P - Y2H4 



or 



-< 



Y3R5 



A'^. A'g. A'g, A'^ and A'g 

are as defined for R^ in claim l: and 

^■14' ^*i5- ^'i6- ^.'17- ^'le 

X' are the same or different and are O, S. so. 

19 ^ ^ 

SO^. NH. CH^. CO, a single covalent bond. 

•CHCCH^yO-. -.CH(CN)0-. -CHaNO-. -C(CH^)-NO-. 

-CH^CH^O-. -CSC-, ^CH^SO-. "CH^SO^. 

-OCH^CH^O-. -CH(alkyl)- or -CONH-: 

wherein X, .R^. R^, R^. Yj^, Y^. Y^. and 

ar as defined in claim 1. 

4 
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15. The method of claim 1 in which the 
compound has the formula 




wherein: 

A'^Q is- as defined for in claim 1; 

X'^Q is as defined for X in claim 1; 

A'^^ is a substituted or unsubstituted , 
5-membered heterocyclic ring system having at least 
one nitrogen atom in which the permissible 
substituents are the same or different and are one - 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl. al)coxycarbonylal)cyl, 
allcoxycarbonylal)cylthio, polyhaloalkenylthio. 
thiocyano, propargylthio, hydroxyimino. alkoxyimino. 
trialJcylsilyloxy, aryldialkylsilyloxy. 
triarylsilyloxy. formamidino, alkylsulf amido. 
dialkylsulfamido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl . 
di^alkylaminocarbonyl . aminothiocar bonyl , 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl. 
nitro. cyano, hydroxycar bonyl and derivative salts 
formamido. alky.!., alkoxy. polyhal.oalkyl. 
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polyhaloallcoxy. allcoxycarbonyl. substituted amino ia 
which the permissible substituents ace the same oc 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl. alkenyl, haloallcenyl or 
polyhaloalkenyl: alkylthio. polyhaloallcylthio, 
alJcylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylBulfonyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
po.lyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbcnyloxy. 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl . 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoroalkanol. cyanoalkylamino. 
semicarbazonomethyl . a Ikoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted 
ox substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy. arylthio, aralkylthio, 
alkylthioalkyl. arylthioalkyl, arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkoxysulf onyl. aryloxysulf onyl. propargyloxy, 
atoyl. haloacyl, polyhaloacyl. aryloxycarbonyl. 
aminosulfonyl, alkylaminosulf onyl. 
dialkylaminosulf onyl. arylaminosulf onyl., 
carboxyalkoxy. carboxyalkylthio. 
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allcoxycarbonylallcoxy. acyloxy, haloacyloxy, 
polyhaloacyloxy. aroyloxy. alkylsialf onyioxy. 
allcenylsulfonyloxy, atylsulf onyloxy. 
haloalkylsulf onyloxy, polyhaloal)cylsul£onyloxy. 
aroylamino. haloacylamino, al)coxycatbonyloxy, 
arylsulf oxxylamino, aminocarbonyloxy, cyanato, 
isocyanato. isothiocyano. cycloallcylamlno, 
trialkylammoaium. arylamino, acyl{al)cyl)amino. 
aralJcylamino, alkoxyalkylphosphinyl, 
alkoxyalkylphosphiaothioyl, alkylhydcoxyphosphinyl. 
dialkoxyphoaphlno , hydcoxyamino . alkoxyamino, 
aryloxyamino, aryloxyimino, oxo, thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy . alkoxyalkoxy, 
alkoxyalkenyl. cyaaoalkoxy, dialkylsulf onium. 

-X, » Xf -X 
-X - R3 . 

or 

\ Y3R5 

Y' , and Y' . ate the same or different 

63 64 

and are one or more hydrogen, halogen, 
alkylearbonyl, alkylcarbonylallcyl. 
alkoxycarbonylallcyl, alkoxycarbonylallcylthio, 
polyhaloallcenylthio, thiocyano, propargylthio. 
hydroxyimino. alkoxyimlno. trialkylsllyloxy, 
aryldialkylsilyloxy. triarylsilyloxy, formamldin , 
alkylsulfamido. dialkylfiulf amido, alkoxysulf onyl. 



R3 , ■ X-R3 I 



^1 



p - Y2R4 



-Y4 - P - Y2R4 



Y3R5 



Y,R 
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polyhaloalkoxysulfonyl. hydroxy, amino, 
aininocarbonyl , alkylaminocaEbonyl • 
dialkylaminocarbonyl . aminothiocarbonyl . 
alkylamlnothiocaxbonyl. dialkylamiaothiocarbonyl, 
nitro, cyano. hydroxycarbonyl and derivative salts 
formamido. alkyl. alkoxy. polyhaloalkyl. 
polyhaloalkoxy, alkoxycarbonyX. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulfonyl, alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy. alkenyl, polyhaloalkenyl. 
alkenyloxy, alkynyl. alkynyloxy. polyhaloalkenyloxy, 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl r alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
• condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyl* alkoxyalkyi. 
axyloxy. aralkoxy. arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy. hal alkynyloxy. haloalkynyithio. 
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haloalkenylsulf onyl« polyhaloalkenylsulf onyl, 
alKoxysulf onyl, azyloxysulfonyl, pcopacgyloxy, 
aroyl, haloacyl, polyhaloacyl, aryloxycarbonyl. 
aminosulf oQyl« alkylaminosulf onyl , 
dialkylaminosul£onyl« arylamlnosul£onyl« 
caiboxyalkoxyt carboscyalkyltlxio* 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy. arylsulf onyloxy. 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino. tialoacylamino, alkoxycacbonyloxy« 
arylsulfony lamino • aminocarbonyloxy « cyanato . 
isocyanato« isothiocyano* cycloalkylamlao« 
ttialkylammonium. ary lamino, aryl(alkyl} amino, 
aralkylamino, alkoxyalkylphosphinyl« 
alkoxyalkylphosphinothioyl, alkylhydroxyphosphinyl, 
dialkoxyphosphino. hydroxyamino, alkoxyamino. 
aryloxyamino. aryloxyimino, oxo, thiono. 
alkylaminoalkoxy* dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulfonium, 

-X, » X, -X « R3, 3 X-R3 , 



-X - R3 



- p ^ Y2R4 
Y3R5 



Yl 

II 




or 




wherein X.- It^, R^; R^. Y^, Y^. -and 
Y^ are as defined in claim 1. 
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16. The method of claim 1 In which the 
compound has the formula selected from 




are the same or different and ^'70' 
yi ^ yi yi are one or more hydrogen. 



halogen, alkylcarbonyl. alkylcarbonylalkyl, 
alkoxycarbonylallcyl. alkoxycarb nylalkylthio. 
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polyhaloalkenylthio, thiocyano. propargylthio, 
hydroxyimino, alkoxyimino. trialkylsilyloxy, 
aryldialXylsllyloxy. triarylsilyloxy , f ormamidiao . 
alkylsulfamido.. diallcylsulf amido. alkoxyeulf onyl. 
polyhaloaDcoxysulfonyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocar bonyl • aminothiocarbonyl , 
al)cylaminothiocarbonyl. dialkylaminothiocarbonyl , 
nicco. cyano. hydioxycarbonyl and derivative salts 
formamido. aDcyl. alkoxy. polytialoaDcyl. 
polyhaloaDcoxy , allcoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulf inyl . polyhaloalkylsulf inyl . alkylsulf onyl . 
polyhaloalkylsulf onyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol. cyanoalkylamino, 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl , hydr azonomethyl . unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono--, di- or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl, alkoxyalkyl. 
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aryloxy. arallcoxy, arylthio, aralkylthlo. 
al)cylthioalkyl. arylthioalkyl. acylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloallcylsulfonyl . 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio, 
haloallcenylsulfonyl. polyhaloalkenylsulf onyl, 
alkoxysulf onyx, aryloxysulf oayl. propargyloxy, 
aroyl. haloacyl, polyhaloacyl. aryloxycarbonyl, 
aminoaulf onyl, alkylaminosulf onyl. 
dialkylaminosulf onyl, arylaminosulf onyl. 
carboxyaXkqxy. carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy. alkylsialf onyLoxy. 
alkenylsulfonyloxy. arylsulf onyloxy. 
haloalkylsulf onyloxy. polyhaloalkylsulfonyloxy. 
aroylamino. haloacylamiao, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato. 
isocyanato. isothiocyano, cycloalkylamlno, 
trialkylamraonium. atylamino, aryl(alkyl) amino, 
aralkylamino , alkoxyalkylphosphinyl . 
alkoxyalkylphosphinothioyl, alkylhydtoxyphosphinyl. 
dialkoxyphosphino . hydcoxyamino . alkoxyaaino , 
aryloxyamlno. aryloxyimino, oxo, thiono. 
alkylaminoalkoxy,. dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium, 

-X, « X, -X » R3, « X-S3 # 

II n 
-Jt - R3 . - P - Y2R4 . -Y4 - P - Y2R4 

'^Y3R5 ^YgRg 
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or 



-< 



Y2R4 
Y3R5 



r' is a value of 0 or 1; 

A'l2- *'l3' *'l4- ^'l5' ^'l6 

A* are as defined for in claim l; and 

^'21' ^'22' ^'23' ^'24' ^'25 ^'^^ 
X* are as defined for X in claim 1; 
26 

wherein X. . R^. Rc'.Y . Y.. Y_ and 
3 4 5 1 2 3 

are as defined in claim I. 

4 

17. The method of claim 1 in which the 
compound has the formula 




wherein: 

Y I Y » Y » Y ' and R ' 
^ 82* ^ 83* ^ 84' ^ 85 ^^"^ " 17 
are the same or different and are hydrogen, halogen, 

allcylcarbonyl. alkylcarbonylalKyl. 

alJcoxycarbonylaDcyl, alkoxycarbonylalkylthio, 

pdlyhaloalkenylthio, thiocyano. propargylthio. 

hydroxyimino, alKoxyimino, tcial)tylsilyloxy. 

aryldialkylsilyloxy, triarylsilyloxy. formamidino, 

alkylsulfamido, diaDcylsulf amido. alJcoxysulf onyl , 

polyhaloalkoxysulf onyl, hydroxy, amino. 

aminocarbonyl. alkylaminocarbonyl, 

dialkylaminocarbonyl. aminothiocarbonyl, 

alkylaminothiocarbonyl. dialkylaminothiocarbbnyl . 
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nitro, cyano. hydroxycarbonyl and derivative salts 
formamido. alJcyl. alkoxy. polyhaloalkyl. 
polylialoallcoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, allcoxyallcyl. 
alkylthioalkyl, alkyl, alkenyl. 'haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl, alkylsulf onylamino, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsllyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl, alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy, 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl, arylthioalkyl. arylsulf inyl, 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio, 
h^loalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulf onyl, aryloxysulf onyl, propargyloxy, 
aroylr haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulf onyl, alkylaminpsulf onyl. 
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dialkylaminosulf oayl, arylamliiosulfonyl, 
carboxyalkoxy, cacboxyaDcylthio, 
alkoxycarbonylalKoxy. acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, aDcylsulf onyloxy, 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulfonyloxy , 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aainocatbonyloxy, cyanato, 
isocyanato, isochiocyano, cycloalkylamino, 
trialkylammonium, arylamino, a£yl(alkyl}amino, 
acalkylamino, aDcoxyalkylphosphlnyl , 
alkoxyalkylphosphinothioyl. aikylhydroxyphosphinyl, 
dialkoxyphofiphino. hydroxyamino, alkoxyamino, 
atyloxyamino, aryloxyimino, oxo. thlono, 
al)cylaminoal)coxy, dialkylaminoaDcoxy, alkoxyalkoxy, 
alkoxyalkenyl . cyanoalkoxy , dialkylsulf onium, 

— X, « X, —X » R3 # " X— • 

II 

-X - • - P - Y2R4 « 

Y3R5 

ot 

Y3R5 ; and 

^' 2j defined foE X in claim l; 

wherein X. R^, R^. Rj. Y^. Y^. Y^ and 
Y. axe as defined in claim 1. 



.Y4 - P - Y2R4 



Y,R 



3«5 
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18. The method o£ claim 1 in which the 
compound ha& the formula selected froq 




wherein: 

R* and Y' ^ are the same or different 
18 90 
and R* is one or more hydrogen, halogen. 
18 

alkylcarbonyl, allcylcarbonylalkyl. 
alkoxycarbonylalJtyl. allcoxycarbonylaHcylthio, 
polyhaloalkenylthio, thiocyano, propargylthio, 
hydroxyimino. alkoxyimino, trialkylsilyloxy, 
aryldialkylsilyloxy. triarylsilyloxy, formamidino, 
alkylsulfamido. dialkylsulf amido, alkoxysulf onyl, 
.polyhaloalkoxysulf onyl. hydroxy, amiiio, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl, aminothiocarbonyl, 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl. 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido. alkyl, alkoxy. polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substltuents are the same or 
different and are oiie or two propargyl* alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl. haloalkenyl or 
polyhaloalJcenyl: alkylthio. polyhaloalkylthio. 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl. alkyl sul-fonylamino. 
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alJcylcarbonylamino, polyhaloalJcylsulf onylamino, 
polyhaloalKylcarbonylamino. trialkylsilyl, 
atyldialkylsilyl, trlarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl . 
alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy, 
po 1 y ha 1 o a 1 ky ny 1, polyhaloal ky ny 1 o xy , 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkcxycarbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl. hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharidet 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl. 
aryloxy. aralkoxy, arylthio, aralkylthio. 
alkylthioalkyl, arylthioalkyl, arylsulfinyl, 
arylsulf onyl. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio, 
" -haloalkenylsulfonyl, polyhaloalkenylsulf onyl. 

alkoxysulf onyl, aryloxysulf onyl, propargyloxy. 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl , 
aminosulf onyl, alkylaminosulf onyl. 
dlalkylaminoBulf onyl . arylaminosulf onyl . 
carboxyalkoxy. carboxyalkylthio, 
• alkoxycarbonylalkoxy. acyloxy, haloacyloxy. 

polyhaloacyloxy. aroyloxy. alkylsulf onyloxy, 
alkenylsulfonyloxy, arylsulfonyloxy, 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy. 
aroylamino; haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato. 
isocyanato, isothiocyano, cycloalkylamino. 
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tcialkylamnonium. arylanlno, aryl(alkyl)aiBino, 
aralkylamino. alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl . alkylhydroxyphosphinyl , 
dialkoxyphosphino, hydtoxyamino. alkoxyamino. 
aryloxyanilno. axyloxyimino. oxo, ttiloao. 
alkylaminoalkoxy. dialkylamlnoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy. dialkylsulfontum, 

-X, » X, -X ■ R3 , =» X-R3, 

-X - R3 . - P - Y2R4 • - P - Y2R4 

"^YsHg Y3R5 



or 



and 



Y3R5 : 

A* is as defined for R. in claim 1; 
18 1 



X' is as defined for X in claim 1; 
29 

wherein X, R^. R^ . ^^c''^-.' ^1 
Y are as defined in claim 1. 

4 



19, The method of claim 1 in which the 
compound has the formula 
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wherein: 

R'^^ is as defined for in claim 1; 

X' ^ is as defined for X in claim l; 
30 

Z'^ and Z'2 31^® independently O, S, 

C^-Cg alkylidene, substituted or unsubstituted 

benzylidene, NH or NR" ' wherein R" * is alkyl. 

aryl. aralkyl, alkenyl or alkynyl; and 

Y' , and Y* ^ are independently 
91 92 

halogen, alkyl or alkoxy. 

20, The method of claim 1 in which the 
compound has the formula 




wherein: 

R' ^ is as defined for R, in claim 1; 

20 1 
X'^^ is as defined for X in claim 1; 

Z' is O, S, C -C^ alkylidene, 

substituted or unsubstituted benzylidene, NH or 

NR"' Wherein R' ' ' is alkyl, aryl, aralkyl. alkenyl 

or alkynyl; and 

^*93* ^'94 ^'95 ^^^^ 

different and are hydrogen, halogen, alkylcarbonyl , 

alkylcarbonylalkyl, alkoxycarbonylalkyl. 

alkoxycarbonylalkylthio, polyhaloalkenylthio, 

thiocyano, -propargylthio, hydroxyimino, alkoxyimino. 

trialkylsilyloxy. aryldialkylsilyloxy. 

triarylsilyloxy. f ormamidino, a.lky.ls.ulf amido.. 

dialkylsulfamido, alkoxysulf onyl. 
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polyhaloalkoxysulfoayl, hydroxy, amino, 
amlaoeacbonyl . alkylaminoearbonyl . 
dialltylaiainocatbonyl , amlnothiocarbonyl . 
alkylaminothiocatbonyl, dia Iky laminotbiocar bony 1. 
nitto, cyano. hydroxy carbonyl and derivative salts, 
formamido, alkyl, alkoxy. polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl, substituted amino In 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloaLkylsulfonyl, alkylsulf onylamino. 
alkylcarbonylamino . polyhaloalkylsulfonylamino . 
polyhaloalkylcarbonylamino, trialkylsilyl. 
aryldlalkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycatbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenylDxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luor oalkanol . cyanoalkylamino , 
semicarbazonomethyl , alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl. hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyl, alkoxyalkyl. 
aryloxy, aralkoxy, arylthio, aralkylthio. 
alkylthioalkyl . arylthloalkyl. arylsulf inyl. 
arylsulfonyl, haloalkylsulf inyl, haloalkylsulf onyl. 
haloalkeriyloxy, halo alkynyloxy, haloalkynylthi , 
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haloalkenylfiulf onyl. polyhaloalkenylsulf onyl. 
allcoxysTilf onyl. atyloxysulf onyl. propargyloxy. 
aroyl. haloacyl, polyhaloacyl . aryloxycarbonyl. 
aminosulf onyl, allcylaminosulf onyl, 
diaDcylaminosulf onyl , arylaminoBulf onyl , 
carboxyalkoxy, carboxyallcylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy, arylsulf onyloxy. 
haloalkylsulConyloxy, polyhaloalkylsulf onyloxy, 
atoylamino, haloacylamino. alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato , isothiocyano , cycloalJcylamino , 
triaDcylammonium, arylamlno. aryl(al)cyl)ainino, 
aralkylamino, aDcoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl , alJcylhydr oxyphosphinyl , 
dialkoxyphosphino, hydroxyamino. allcoxyamino, 
aryloxyamino. aryloxyimino, oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy , alkoxyalkoxy, 
..alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium, 

-X, a X, —X « R3 , 3 X-R^ , 



tl 



II 



-X - R3 



- P^Y2R4 
Y3R5 



-Y4 - P - Y2R4 



Y3R5 



oc 




wherein- X-. R^. R^. H^.- Y-^, Y^. Y^ and 
Y. aze as defined in claim 1. 
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21. The method o£ claim 1 in which the 
compound has the formula 



whecein: 

; is as defined for in claim 1; 
21 1 
X' is as defined for X in claim 1; and 
32 

Y* , Y' f Y' and Y* ^ are the 
96 97 98 99 
same or different and ate hydrogen, halogen, alkyl 

or al)coxy. 

22. The method of claim 1 in which the 
compound has the formula 



x«o,c oz; 



CI 



wherein: 

R' is as defined for R, in claim 1; 
22 1 

and 

X* ^ and 2' are independently 

33 4 

hydrogen, halogen, hydroxy, alkyl. alkoxy. 
alkylcarbonyl or alkoxycarbonyl. 
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23. The method of claim I in which the 
compound has the formula 



CI 




24. The method of claim 1 in which the 
compound has the formula 



CI 

25. The method of claim 1 in which the 
compound has the formula 



CI 




CI 



26. The method of claim 1 in which the 
compound has the formula 
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27. The method of clain 1 In which the 
compound has the formula 

CI CI 

CI 

28. The method of claim 1 in which the 
compound has the formula 

CI 

a 

29. The method of claim L in which the 
compound has the formula 



Ci 




CI 
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30. The nethod of claim I In which the 
compound has the formula 




CI 



31. The method of claim 1 in which the 
compound has the formula 

CI 

« 

32. The method of claim 1 in which the 
compouad has the formula 




33. The method of claim 1 in vhich the 
compound has the formula 



wo 87/04321 



PCT/US87/00240 




34. The method of claim 1 in which the 
compound has the focmula 




35, The method of claim 1 in vhich 
compound has the focmula 

OCH, O 

36. The method of claim 1 in which 
compound has the formula 




37. The method of claim 1 in which the 
compound has the formula 
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36. The method of claim 1 in which the 
compound has the formula 



39. The method of claim 1 in which the 
compound has the formula 

0 CI 



40. The method of claim I in which the 
compound has the formula 



f'Tom plants which comprises applying to the plant 
surface an effective amount, sufficient to reduce 
moisture loss from the plant surface without 
substantially inhibiting, plant photosynthetic 
el ctron transport* of a compound of claim 105. 






41. 



A method of reducing moisture loss 
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42. The method of claim I wherein the 
compound is applied to the plant surface in an 
amount sufficient to reduce moisture loss from the 
plant surface vithout causing substantial inhibition 
of plant photosynthetic light reactions, 

43. The method of claim l wherein the 
compound is applied to the plant surface at a 
condition of substantially no plant water stress. 

44. The method of claim 1 wherein the 
compound is applied to the plant surface at a period 
prior to the plant reproductive growth phase. 

45. The method of claim 1 wherein the 
compound is applied to the plant surface at a period 
prior to substantial soil moisture loss. 

46. The method of claim 1 wherein the 
compound is applied to the planr surface at a period 
during the plant reproductive growth phase. 

47. The method of claim l wherein the 
compound is applied to the plant surface at a 
concentration of from about 0.1 to about 100 pounds 
of compound per acre. 

48. The method of claim 1 wherein the 
compound is applied to the plant surface at a 
concentration of from about 0.25 to about 15 pounds 
of compound per acre. 
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49. The method of claim 1 wherein the' 
plant is any agronomic or horticultural crop, 
ornamental or turfgrass. 

50. The method of claim 1 wherein the 
plant is selected from corn, cotton, sweet potatoes^ 
white potatoes, alfalfa, wheat, rye. upland rice, 
barley, oats, sorghum, dry beans, soy beans, sugar 
beets, sunflowers, tobacco, tomatoes, canola, 
deciduous fruit, citrus fruit, tea. coffee, olives, 
pineapple, cocoa, banana, sugar cane, oil palm, 
herbaceous bedding plants, woody shrubs, 
turfgrasses. ornamental plants, evergreens, trees, 
and flowers. 

51. The method of claim 1 wherein the 
plant is transplanted stoclc. 

52. The method of claim 51 wherein the 
transplanted stock is selected from tobacco, 
tomatoes, eggplant, cucumbers, lettuce, 
strawberries, herbaceous bedding plants, woody 
shrubs and tree seedlings. 

53. A method of increasing crop yield 
which comprises applying to the crop an effective 
amount, sufficient to increase crop yield without 
substantially inhibiting plant photosynthetic 
electron transport, of a compound having the formula: 



- X - 
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Wherein: 

is a substituted ox unsubstitutedt 
catbocyclic ox heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
system, a bicyclic aromatic or nonaromatic ring 
system, a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen, alJcylcarbonyl. 
alkylcarbonylalkyl . alkoxycarbonylalJcyl . 
alkoxycarbonylaDcylthio, polyhaloallcenylthio, 
thiocyano, propargylthio. hydroxyimino. al)coxyimino, 
trialKylsilyloxy, aryldialkylsilyloxy , 
triarylsilyloxy, f ormamidino, alkylsulf amido, 
dialkylsulfamido, alkoxysulf onyl , 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl . 
dialkylaminocarbonyl, aminothiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl. 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido. alkyl, alkoxy. polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio. 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino, 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylailyl, 
aryldialkylsilyl, triarylsllyl. sulfonic acid and 



derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. allcylamixiocarbonyloxy, 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl, alkynyloxy. polyhaloalJcenyloxy , 
p 0 ly ha 1 o a 1 ky ny 1 , . po ly ha 1 o a 1 ky ny 1 o xy . 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl, unsubstltuted or substituted 
aryloxyiminomethyl. hydrazonomethyl. unsubstltuted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy, arylthio, aralkylthio, 
alkyltbioalkyl, arylthioalkyl, arylsulfinyl, 
arylsulf onyl. haloalkylsulf inyl, haloalkylsulf onyl. 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl. polybaloalkenylsulf onyl. 
alkoxysulfonyl, aryloxysulf onyl, propargyloxy. 
aroyl, haloacyl, polyhaloacyl , aryloxycarbonyl , 
aminosulfonyl, alkylaminosulf onyl, 
dialkylaminosulfonyl. arylaminosulf onyl, 
carboxyalkoxy, carboxyalkylthio. 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy. 
aroylamino. naloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato, isothiocyano, cycloalkylamino, 
trialkylammonium, arylamino. aryl (alkyl)amino. 
aralkylamino. alkoxyalkylphosphinyl. 
alkoxyalkylphosphinothtoyl. alkylhydroxyphosphinyl . 
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dialkoxyphosphino, hydroxyamino. alkoxyanino, 
aryloxyamino, atyloxyininor oxo, thiono, 
alKylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl, cyanoalkoxy, diallcylsulfonium. 

-X, "X, -X • ■ X-R3. 

tl 

-X - R3 , - P - Y2R4 . 

^Y3R5 

or 

^ Y2R4 
Y3R5 

R is a substituted hetecoatom or 
substituted carbon atom, or a substituted or 
unsubstituted. branched or straight chain containing 
two or more carbon atoms or heteroatons in any 
combination in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen. alKylcarbonyl, 
alkylcarbonylallcyl. alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio. polyhaloalkenylthio. 
thiocyano. propargylthio, hydroxyimino, alkoxyinino, 
trialkylsilyloxy. aryldialkyls.ilyloxy, 
triarylsilyloxy. formamidino. alkylsulf amido. 
dialkylsulfamido, alkoxysulf onyl. 
polyhaloalkoxysulfonyl. hydroxy, amino, 
a'minocarbonyl . alkylaminocarbonyl . 
dialkylaminocarbonyl. amino thiocarbonyl. 
alkylaminothiocarbonyl. dialkylaminothiocarb nyl, 
nitro, cyano. hydroxycarbonyl and derivative salts 



.Y4 - P - Y2R4 
Y3R5 
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focmamido, alkyl, alkoxy, polyhaloalkyl. 
^» polyhaloaDcoacy. alkoxycarbonyl , substituted amino in 

which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
allcylthioalkyl. alKyl. allcenyl. haloalJcenyl or 
polyhaloalXenyl; alkylthlo. polyhaloallcylthio. 
alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino, tr ialkylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino« alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy, 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl , alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di* or polysaccharide, 
haloalkyi; haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy. aralkoxy, arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 

• arylsulf onyl. haloalkylsulf inyl, haloalkylsulf onyl, 

haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 

^« haloalkenylsulf onyl, polyhaloalkenylsulf onyl, 

alkoxysulf onyl, aryloxysulf onyl. propargyloxy, 
aroyl, haloacyl, polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl, alkylaminosulf onyl, 
dialkylaminosulf onyl, arylaminosulf onyl. 
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carboxyalkoxy. carboxyalkylthlo, 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy. allcylsulf onyloxy, 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulfonyloxy. polyhaloallcylsulf onyloxy, 
aroylaminor haloacylamino, allcoxycacbonyloxy , 
arylsulf onylamino. aminocarbonyloxy, cyanato, 
isocyanato, isothiocyano, cycloalkylamino, 
ttlalkylanuQonium, arylamlno. aryl(alkyl) amino, 
acalkylamino, alkoxyalkylpho&phinyl. 
alkoxyalkylphosphinothloyl, alkylhydroxyphosphinyX, 
dialkoxyphofi'phino, hydroxyamino. alkoxyamlno. 
aryloxyamino, aryloxyimino. oxo, thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy, alkoxyalkoxy , 
alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium, 

—X, » Xff — x 

-X - R3 . 
0£ 

^ Y3R5 

X is a covalent single bond or double bond, 
a substituted or unsubstituted heteroatom or 
substituted carbon atom, or a substituted or 
iAisub8tituted« branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which th permissible substituents 
are the same or different and are on or more 
hydrogen, halog n. alkylcarbonyl. 



R3. a X-R3. 

11 



-Y4 - p - Y2H4 



Y.,R 



3«5 



alkylcarbonylallcyl. al)coxycarboiiyXalKyl« 
aI]coxyca£bonylalkylthio« polyhaloalkenylthio. 
thiocyano, pcopargylthio . hydroxyimlno, alkoxyimino, 
tcialkylsilyloxy, aryldialkylsilyloxy, 
tciarylsilyloxy, formamidino, alkyl8Ul£amido« 
dialkylsulfamido, alkoxysulfonyl. 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocatbonyl, alkylamiaocarbonyl, 
dialkylaminocarbonyl . amLnothiocaibonyl « 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl. 
nitro, cyano, hydroxycazbonyl and derivative salts 
£ormamido« alkyl, alkoxy. polyhaloalkyi, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl, alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio. 
alkylsulf inyl, polyhaloalkylsulfinyl, alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarboaylamino. trialkylsilyl. 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts , alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl , alkoxycar bonylhydr azonomethyl , 
alkoxyiminonethyl, unsubstituted or substituted 
aryloxyiminomethyl . hydrazonomethyl , unsubstituted 
or substituted arylhydr azonomethyl, a hydroxy group 
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condensed with a mono-, di- or polysaccharide, 
haloallcyl. haloalkenyl, haloallcynyl. alkoxyalkyl. 
aryloxy. atalkoxy. arylthio. aralkylthio, 
alkylthioalkyl, arylthioalkyl. arylsulf Inyl, 
arylsulfonyl. haloaUylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy. haloaDcynyioxy. haloalkynylthio, 
haloalkenylsulfonyl. polyhaloalkenylsulfonyl, 
alkoxysulfonyl, aryloxysulf onyl. propargylojcy. 
atoyl. haloacyl, polyhaloacyl. aryloxycarbonyl. 
aminosTilfonyl, alkylaminosulfonyl, 
dialkylaminosulfonyl. arylamiaosulfonyl, 
carboxyalkoxy, carboxyalkylthio. 
alkoxycarbonylallcoxy. acyloxy, haloacyloxy. 
polyhaloacyloxy. aroyloxy. allcylsulf onyloxy. 
alkanylsulfonyloxy, arylsulfonyloxy , 
haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy, 
aroylamino. haloacyl ami no, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy, cyanato, 
isocyanato, isothlocyano, cycloalkylamino. 
trialkylammonium, arylamlno, aryl(alkyl) amino, 
aralkylamino, alkoxyalkylphosphinyl , 
alkoxyalkylphoaphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydtoxyanino. alkoxyamino, 
atyloxyaiuino, acyloxyimino. oxo, thiono. 
alkylaminoalkoxy, dialXylaminoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 

-X, - X. -X a Rg. » X-Rg, 

II 

-X - R3 . - P - Y2R4 . 

^ Y3R5 



-Y, - P - Y2R4 



Y3R5 
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♦ 

0 

or 

> Y2R4 

; and 

^ Y3R5 

R is a substituted or unsubstituted, 

mi 

heterocyclic ring system having at least one / 
nitrogen atom which is selected from a monocyclic 
aromatic or nonaromatic ring system, a bicyclic 
aromatic 'or nonaromatic ring system, a polycyclic 
aromatic or nonaromatic ring system, and a bridged 
ring system which may be saturated or unsaturated in 
which the permissible substituents are the same or 
different and are one or more hydrogen, halogen, 
allcylcarbonyl. allcylcarbonylaDcyl, 
alkoxycarbonylalkyl, allcoxycarbonylal)cylthio. 
polyhaloalkenylthio, thiocyano, propargylthio, 
hydroxyimino. alkoxyimino. trialkylsilyloxy, 
aryldialkylsilyloxy. triarylsilyloxy. f ormamidino, 
- alkylsulfamido, dialkylsulf amido. alkoxysulf onyl , 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl « alkylaminocar bonyl , 
dialkylaminocarbonyl, aminothiocar bonyl, 
alkylaminothiocar bonyl, dialkylaminothiocar bonyl, 

nitro, cyano, hydroxycarbonyl and derivative salts ' 
formamido, alkyl, alkoxy, polyhaloalkyl, 
* polyhaloalkoxy, alkoxycarbonyl, substituted amino in 

which the permissible substituents are the same or 
-different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthl . 
alkylsulf-i-nyl, polyhaloalkylsulf inylr alkylsulf nyl. 



polyhaloalkylBulf onyl , alJcylsulf onylamino^ 
alkylcaEbonylamino » polyhaloalkylsulf onylanino , 
polybaloalJcylcarbonylamino, trialkylsilyl. 
aryldialKylsilyl, triarylsllyl. sulfonic acid aad 
derivative salts, phospbonic acid and derivative 
salts, alKoxycarbonylanlno. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy, alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyL. palyhaloalkynyloxy. 
polyf luoroalkanol. cyanoalkylamino, 
semicarbazonomethyl , alkoxycar bonylhydra2onomethyl . 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide* 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio. 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 
arylsulf onyl. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxyr haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulfonyl. aryloxysulfonyl, propargyloxy. 
aroyl. haloacyr, polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl, alkylaminosulf onyl, 
dialkylaminosulf onyl. arylaminosulf onyl. 
carboxyalkoxy, carboxyalkylthio. 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy. 
polyhalbacyloxy. aroyloxy. alkylsulf onyloxy, 
alkenylsulfonyloxy. arylsulf onyloxy. 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy. 
aroylamino, haloacylamino. alkoxycarbonyloxy. 
arylsulf dnylamino. aminocarbonyloxy . cyanato. 
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isocyanato, Isothiocyano, cycloaDcylamino, 
triaDcylammonium, arylamino, aryl(al)cyl) amino. 
aralKylamino, alkoxyaDcylphospbinyl, 
allcoxyallcylpliosphinothioyl , alkylhydr oxyphosphinyl , 
dialkoxyptxosphino, hyd£oxyamino« alkoxyamlno. 
aryloxyamino, aryloxyimino, oxo. thiono/ 
alkylaminoalkoxy, diallcylamiiioalkoxy. alkoxyal-koxy , 
alkoxyalkenyl* cyanoalkoxy, dlalkyIsul£onlum« 



vhecein: 

is a substituted oc unsubstituted, 
cacbocyclic oc hetecocyclic cing system selected 
from a monocyclic acomatic or txoaaromatic ring 
system, a bicyclic acomatic oc nonacomatic cing 
system, a polycyclic acomatic oc nonacomatic cing 
system, and a bridged cing system which may be 
saturated or unsatucated in which the pecmissible 
substituents ace the same oc di££ecent and ace one 
oc moce hydcogen. halogen, alkylcacbonyl, 
alkylcacbonylalkyl. alkoxycarbonylalkyl^ 
alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiocyano, propacgylthio. hydcoxyimino.. alkoxyiminot- 
trialkylsilyloxy. acyldialkylsilyloxy. 



-X • R3 



-X, - 




oc 
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ttiarylsilyloxy. f ormamidlno. allcylsulf amido, 

aiallcylBTJlfamido. alkoxysulf onyl. 

polyhaloallcoxysulfonyl. hydroxy, amino. 

aminocat bonyl , allcylaminocar bonyl , 

diallcylaniinocatbonyl. aminothiocarbonyl. 

alkylaminothiocarbonyl. diallcylaminothiocarbonyl. 

nitro. cyano, hydroxycarbonyl and derivative salts 

formamido.allcyl. alkoxy, polyhaloalltyl . 

polyhaloalkoxy. alkoxycarbonyl. substituted amino. in 

which the permissible substituents are the same or 

different and are one or two ptopargyl. alkoxyalkyl. 

alkylthioalkyl. alkyl, alkenyl. haloallcenyl or 

polyhaloalkenyl: alkylthio. polyhaloalkylthio. 
alkylsulfinyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylBulfonyl. alkylsulfonylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino , tr ialkylsilyl , 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphontc acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl.. alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl , alkoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl. unsubstituted or substituted 
atyloxyiminomethyl. hydrazonomethyl. .unsubstituted 
or substituted arylhydrazononethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy. aralkoxy. arylthio, aralkylthio. 
alkyl thi alkyl'. arylthioalkyl. arylsulf inyl. 
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atylsulfonyl. haloalkylsulf inyl. haloalkylaulf onyl, 
haloallcenyloxy. haloallcynyloxy. haloalkynylthio, 
haloalltenylBulf onyl . polyhaloalKenylsulf onyl , 
alkoxysulfonyl. aryloxysuLf onyl. propargyloxy , 
aroyl. haloacyl, polyhaloacyl, acyloxycarbonyl. 
aminosulfionyl. alkylaminosulf onyl. 
dialkylamlnoaulfonyl. acylamlnosulf onyl, 
catboxyalkoxy. catboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy. 
polyhaloaeyloxy, atoyloxy. alkylsulf onyloxy, 
alkenylfliilfonyloxy, arylsulf onyloxy. 
haloalkylstilf onyloxy. polyhaloalkylsulf onyloxy. 
atoylamlno, haloacylamlno. alkoxycarbonyloxy, 
arylsulf onylamino. aminocarbonyloxy. cyanato, 
isocyanato, isothiocyano, cycloalkylamino, 
trialkylammonium. arylamino, aryKalkyl) amino, 
aralkylamino. alkoxyalkylphoaphinyl. 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl. 
dialkoxyphosphtno. hydtoxyamino, alkoxyamino. 
aryloxyamino. aryloxyimino. oxo, thiono, 
alkylaminoalkoxy, dlalkylaninoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy, dlalkylsulfonium. 

-X. « X, -X ■ R3, = X-R3, 

-X - R3 , - P - Y2R4 . -^4 
^ Y3R5 



II 

- P - Y2R4 
^Y3R5 



or 
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R is a substituted hetecoatom or 
substituted eacbon atom, or a substituted or 
unsubstituted. branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituenta 
are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl. 
alkylcarbonylal)cyl. alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio. polyhaloalkenylthio. 
thiocyano, propargylthio. hydroxyimtno , allcoxyimino, 
trialkylsilyloxy. aryldialkylsllyloxy. 
triarylsilyloxy, formamldino, alkylsulf amido, 
dialkylsulfamido, alkoxysulf onyl, 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl. 
dialkylaminocarbonyl, aminothiocarbonyl. 
alkylaminothiocarbonyl . dialkylaminothiocarbonyl. 
nitro, cyano. hydroxycarbonyl and derivative salts 
formamido, alkyl, alkoxy. polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkyl thioalkyl. alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylsilyl. triarylsilyl, sulfonic ajold .and 
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derivative salts, phosphonic acid and derivative 
^» salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 

dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy . 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol. cyanoalkylamino, 
semicarbazonomethyl , alkoxycarboaylhydrazoaomethyl , 
alkoxyiminometbyl. unsubstituted or substituted 
ary loxyimiaomethyl , hydrazonome thy 1 , unsubstituted 
or substituted arylhydtazonomethyl . a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio. aralkylthio, 
alkylthioalkyl, arylthioalkyl , arylsulf inyl. 
arylsulfonyl, haloalkylsulf inyl, haloalkylsulf onyl , 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl , 
alkoxysulf onyl. aryloxysulf onyl. propargyloxy, 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulfonyl, alkylaminosulf onyl, 
dialkylaminosulf onyl, arylaminosulfonyl, 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylBUlfonyloxy, polyhaloalkylsulf onyloxy, 
aroylamino. haloacylamino, alkoxycarbonyloxy, 
arylsulfonylamino, aminocarbonyloxy , cyanato, 
isocyanato, isothiocyano, cycloalkylamino, 
trialkylammonium, arylamino, aryl(alkyl)amino, 
aralkylamino, alkoxyalkylphosphinyl. 
alkoxyalkylphocrphinothtoyl, -alkylhydroxyphosphinyl . 
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dialKoxyphosptilno. hydroxyamino. alkoxyamino. 
aryloxyamino. aryloxyimino. oxo. thiono. 
alkylaminoalkoxy. diaUcylaminoalkoxy. alkoxyalkoxy. 
alltoxyallcenyl. cyanoalkoxy. dialkylsulf onium. 

-X, » X, -X 



-X - R3 . 



oc 




and are independently oxygen or 

sulfur: 

Y^ and Yg are independently oxygen, 
sulfur, amino or a covalent bond; and 

R and Eg are independently hydrogen oc 
substituted oc unsubstituted alkyl. polyhaloalkyl, 
phenyl or benzyl in which the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl. alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio, polyhaloalkenylthio. 
thiocyano. propargylthio, hydroxyimino. alkoxyimino, 
trialkylsilyloxy. aryldialkylsilyloxy, 
triarylsilyloxy. formamidino. alkylsulf amide, 
dialkylsulf amido, alkoxysulf onyl. 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl .. 
dialkylaminocarbonyl . aminothiocarbonyl , 



R3. 



X-R3, 



P - V2R4 
Y3R5 



.Y4 - P - Y2R4 
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alkylaminothiocarbonyl. dialKylaninothiocarbonyl, 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido, allcyl, alkoxy, polyhaloalkyl . 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl. alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyi, 
polyhaloalkyl sulf onyl . alkylsulf onylamino . 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl , 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy . 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl . polyhaloalkynyloxy . 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethy 1 . hydrazonomethyl . unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl, 
alkoxysulfonyl, aryloxysulf onyl, propargyloxy. 
aroyl, haloacyl. polyhaloacyl, aryloxycarbonyl. 
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aminosulfonyl. alkylaminosulf onyl, 
dialkylaminosulf onyl. arylaminosulf onyl , 
carboxyalkoxy, catboxyalkylthio , 
aUcoxycarbonylallcoxy. acyloxy, haloacyloxy. 
polyhaloacyloxy. aroyloxy, allcylsulf onyloxy. 
alkenylsulf onyloxy. arylsulf onyloxy, 
haloalkylsulfonyloxy. polyhaloa Iky Isulf onyloxy. 
aroylamiao. Haloacylamino, alkoxycarbonyloxy, 
arylsulf onylanino. aminocarbonyloxy, cyanato. 
isocyanato. isothiocyano, cycloalkylamino, 
trialkylammonium, arylanino, atyl(alkyl) amino, 
aralkylamino, alkoxyalkylphosphinyl . 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino, alkoxyamino, 
aryloxyamino. atyloxyimino. oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy . alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium, 

-X. a. X, -X » R3, = X-R3, 

M » 

-X - R3 . - P - Y2R4 . -Y4 - P - Y2R4 

^YaRg ^YaRs 

or 

Y2R4 

54. The method of claim 53 wherein R^^ 

and R ate independently a substituted or 

3 

unsubstituted. carbocyclic oc heterocyclic ring 
system select d f cam a moaocyc-llc aromatic or. 
nonaromatic ring system having th^a formula 
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a bicyclic aromatic or nonaromatic ring system 
having the formula selected from 



and 



>-f2-5< 



a polycyclic aromatic oc nonacomatic ring system 
having the formula selected from 



/ 

A4 



4 




r 




7 
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and 




wherein: 

represents a ring-forming chain o£ 
atoms which together with forms a carbocyclic 
or heterocyclic ring system containing from 0 to 4 
double bonds or from 0 to 2 triple bonds; 

represents a saturated or unsaturated 

carbon atom; 

and A^ independently represent a 
ring-forming chain of atoms which together with B^ 
and form a carbocyclic or heterocyclic ring 
system: 

B and B are independently a saturated 
or unsaturated carbon atom or a saturated nitrogen 
atom; 

A^ , A^ . A^ and A_ independently 
4 b o 7 

represent a ring-forming chain of atoms which 
together with B^, B^. B^ and B^ form a 
carbocyclic or heterocyclic ring system; 

B^, B, and B^ are independently 

4 5 6 7 

a saturated or unsaturated carbon atom or a 

saturated nitrogen atom: 

A^. A^ and A, ^ independently 
8 9 10 
represent a ring-forming chain of atoms which 
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together with Bg. B,, B^q and B^^ form a 
carbocyclic or heterocyclic ring system: 

B . Eg and are independently a 
saturated or unsaturated carbon atom or a saturated 

nitrogen atom: 

B represents a. saturated or unsaturated 
carbon atom, nitrogen atom or phosphorous atom: 

A^^. \2 independently 

represent a ring-forming chain of atoms which 
together with B^^ ®i3 * carbocyclic or 

heterocyclic ring system: 

B and B^j are independently a 
saturated carbon atom or a nitrogen atom: and 

2 is the same or different and is one or 
more of hydrogen, halogen, alkylcarbonyl, 
alkylcarbony lalJtyl . alkoxycarbonylalkyl . 
alkoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino. alkoxyimino. 
trialkylsilyloxy. aryldialkylsilyloxy. 
triarylsilyloxy, formamidino, alkylsulf amido. 
dialkylsulfamido. alkoxysulfonyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl, 
dialkylaminocarbonyl . aminothiocarbonyl , 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitro, cyano. hydroxyearbonyl and derivative salts 
formamido. alkyl, alkoxy. polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same oc 
different and ate one or two propargyl, alkoxyalkyl. 
alkylthioalkyl. alkyl. alkeayl. haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio. 



wo 87/04321 



PCT/US87/00240 



- 679 - 



alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulf onyl. alkylsulfonylamino, 
aDcylcarboaylamino. polyhaloal)cylsul£onylamizio. 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldiaDcylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy. alkenyl. polyhaloallcenyl, 
alkenyloxy. allcynyl, allcynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy , 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl . 

alkoxyiminomethyl. unsubstituted or substituted 

aryloxyiminomethyl . hydrazonomethyl . unsubstituted 

or substituted arylhydrazonomethyl, a hydroxy group 

condensed with a mono-, di- or polysaccharide, 

haloalkyl. haloalkenyl. haloalkynyl, alkoxyalkyl, . 

aryloxy, aralkoxy, arylthio. aralkylthio. 

alkylthioalkyi; arylthioalkyl. arylsulf inyl. 

arylsulf onyl. haloalkylsulf inyl. haloalkylsulf onyl . 

haloalkenyloxy, haloalkynyloxy. haloalkynylthio. 

haloalkenylsulfonyl. polyhaloalkenylsulf onyl . 

alkoxysulfonyl. aryloxysulfonyl. propargyloxy. 

aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, 

aminosulf onyl. alkylaminosulf onyl. 

dialkylaminosulf onyl . arylaminosulf onyl . 
* carboxyalkoxy. carboxyalkylthio, 

alkoxycarbonylalkoxy. acyloxy, haloacyloxy. 
** polyhaloacyloxy. aroyloxy. alkylsulf onyloxy, 

alkenylsulf onyloxy. arylsulf onyloxy. 

haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy. 

aroylamino, halaarcylamino/ alkoxycarbonyloxy/ 
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atylsulfonylanino. aminocarbonyloxy, cyanato, 
isocyanato. isothiocyano. cycloalkylamino. 
ttlalKylanunonium. arylamino, atyl (alky I) amino. 
atalKylamino. allcoxyalkylphosphlnyl. 
aDsoxyalkylphosphinothioyl , allcylhydroxyphosphinyl'. 
dialkoxyphosphlno. hydroxyamino. alkoxyanino. 
atyloxyanino . aryloxylmino. oxo. thiono. 
alkylaminoalkoxy. dlallcylaminoallcoxy. alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium. .. 

-X. = X, -X » R3. » X-R3. 

Yi ^1 

.X - R, . - P - Y2R4 . -Y4 - P - Y2R4 

Y3R5 ^ Y3R5 



ot 



^ Y3R5 



wherein R3. R^. R5. Yj^. ^2' ^3* ^4 
X are as defined in clain 42. 

55. The method of claim 53 in which the 
compound has the formula 
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Wherein: 

R'^ Is the same oc different and is one 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylal)cyl. alkoxycarbonylalJcyl, 
allcoxycarbonylalkylthio. polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino , 
trialkylsilyloxy, aryldialkylsilyloxy. 
triarylailyloxy. formamidino. alJcylsulf amido, 
diallcylsulf amido, alkoxysulf onyl , 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocar bonyl . amino thiocarbonyl , 
alkylaminothiocarbonyl. dialkylaminothiocar bonyl. 
nitro, cyano. hydroxycarbonyl and derivative salts 
formamido. alkyl. alkoxy. polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl . -substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: alkyl thio. polyhaloalkylthio . 
alkylsulfinyl, polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulf onyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsilyl, tr larylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy. alkenyl, polyhaloalkenyl. 
alkenyloxy. alkynyl, alkynyloxy. polyhaloalkenyloxy , 
polyhaloalkynyl . polyhaloalkynyloxy. 
polyf luoroalkanol. cyanoalkylamino. 
aemicarbazonomethyl. • alkoxycarbonylhydrazonomethyl. 
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alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminoraethyl. hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalltyl. haloalkenyl, haloallcynyl, allcoxyalJcyl. 
aryloxy. aralkoxy. arylthio, aralkylthio. 
alkylthioalltyl. arylthioalkyl, arylfiulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl. 
haloaHcenyloxy. haloalkynyloxy. haloalkynylthio, . 
haloallcenylsulfonyl. polyhaloalKenylsulf onyl. 
alkoxysulfonyl, aryloxysulfonyl, propargyloxy, 

aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 

aminosulf onyl . allcylaminosulf onyl . 

dia Iky laminosulf onyl. atylaminosulfonyl, 

carboxyalkoxy, carboxyalkylthio, 

alkoxycarbonylalkoxy. acyloxy, haloacyloxy, 

polyhaloacyloxy. aroyloxy, alkylaulf onyloxy. 

alkenylsulfonyloxy. arylsulf onyloxy, 

haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy. 

aroylamino, haloacylamino, alkoxycarbonyloxy. 

arylsulf onylamino. aminocarbonyloxy. cyanato. 

isocyanato. isothiocyano. cycloalkylamino. 

trialkylammoniun. arylamino, aryl(alkyl)amino. 

aralkylaiaino. alkoxyalkylphosphinyl, 

alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl. 

dialkoxyphosphino. hydroxyamino. alkoxyamino. 

aryloxyamino. aryloxyinino. oxo, thiono, 

alkylaminoalkoxy. dlalkylaminoalkoxy. alkoxyalkoxy. 

alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium. 

_X, -X, -X - R3. " X-R3. 
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^1 

It " 

-X - R, . - P - Y2R4 . -Y4 - P - Y2R4 
^YjRg Y3R5 



OE 

Y2R4 
Y3R5 



X'^ is O, S. SO, SO^. NH. CH^ , CO. a 

single covalent bond. CH^O. CH^S. -CHCCH^)©. 

-CH(CN)0-. .CH«NO-. -C(CH3)-N0.. -CH2CH2O-. 

-CH^CH^-. -CSC-. -CH^SO-. -CH^SO^-/ 

-OCH^CH^O-. -CH(al)cyl)- or -CONH-: and 

Y' and Y' are independently halogen. 
1 2 
allcyl or alkoxy; 

wherein X. R^. R^. R^. Y^. Y^. Y^ and 

Y are as defined in claim 42 • 
4 

56. The method of claim 53 in which the 
compound has the formula 




wherein: 

R* and R' are the same or different 

2 3 

and R'2 is fi^ more hydrogen, halogen, 
alkylcarbonyl. alkylcarbonylalkyl, 
alkoxycarbonylalkyl. alkoxycarbonylalkylthio. 
polyhaloalkenylthio. thiocyano. propargylthio. 
hydroxyimino. alkoxyimino. trialkylsilyloxy. 
aryldialkylsilyloxy. triarylsilyloacy; formamidino. 
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alkylsulfamido. dialJcylsulf amldo. trialkyUilyloxy. 
polyhaloallcoxysulfottyl, hydroxy, amino, 
aiBinocarbonyl.. allcylaminocarbonyl. 
dIalltylaminocaEbonyl . aminotblocarbonyl , 
alkylaiuinothlocarbonyl. dlalkylamlnothiocarbonyl. 
nitro. cyano. hydroxycarbonyl and derivative salts 
formamido. alkyl. alkoxy. polyhaloalkyl. 
polyhaloalkosy. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or. 
different and are one or two propargyl. alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl. haloalkenyl or 

polyhaloalkenyl; alkylthio. polyhaloalkyl thio. 

alkylsulfinyl. polyhaloalkylsulfinyl. alkylsulf onyl. 

polyhaloalkylsulfonyl, alkylsulf onylamino. 

alkylcarbonylamino. polyhaloalkylsulf onylamino. 

polyhaloalkylcarbonylamino, trialkylsilyl. 

aryldialkylsilyl. triarylsilyl. sulfonic acid and 

derivative salts, phosphonic acid and derivative 

salts, alkoxycarbonylamino. alkylaminocarbonyloxy . 

dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 

alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 

polyhaloalkynyl. polyhaloalkynyloxy, 

polyf luoroalkanol. cyanoalkylamino. 

semicarbazonomethyl. alkexycarbonylhydrazonomethyl. 

alkoxy iainomethyl. unsubstituted or substituted 

aryloxyiminomethyl. hydrazonomethyl. unsubstituted 

or substituted arylhydcazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy. atalkoxy. arylthio. aralkylthlo. 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf nyl. 
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haloal)cenyloxy. haloalkynyloxy. haloalkynylthio, 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl. 
alkoxysulf onyl, aryloxysulf onyl, propargyloxy, 
aroyl, haloacyl, polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl, alkylaminosulf onyl, 
dialkylaminosulfonyl, arylaminosulf onyl , 
carboxyalkoxy, carboxyalkylthio, ^ 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy. 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulfonyloxy, polyha loa Iky Isulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy. 
arylsulfonylamino, axainocarbonyloxy, cyanato, 
isocyanato, isothiocyano, cycloalkylamino, 
trialkylammonium, arylaraino, aryl(alkyl)aniino, 
aralkylamino, alkoxyalkylphosphinyl, 
.alkoxyalkylpnosphlnothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino , hydroxyaoino , alkoxyamino , 
aryloxyamino, aryloxyimino, oxo, tuiono, 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy. dlalkylsulf onium. 



-X, « X,. - 



X « 




H 



n 



-X - R3 




p - Y2R4 
Y3R5 



or 
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1'^ is O. S. €0. SO^. NH. CHj. CO. a 
single covalent bond. -CH(CHg)0-. -CH(CN)0-. 
-CH.NO-. -CCCHjj-NO-. -CHjCH^O-. -CSC-. 
-CHjSO- or -CHjSO^-: and 

Y'j is halogen: 
wherein X. Rj. R^. R5. ''y Y^. and 
Y are as defined in claim 42. 

57. The method of claim S3 in which the 
compound has the formula . 




wherein: 

R' , R' and R' are the same or 
45 « 
different and R'^ is one or more hydrogen. 

halogen, alkylcarbonyl. aUcylcarbonylalkyl. 

alkoxycarbonylallcyl. al)coxycarbonylalkylthio. 

polyhaloalKenylthio. thiocyano. propargylthio. 

hydroxyinino, alkoxyimino , triallcylsilyloxy. 

aryldiallcylsilyloxy, triarylsilyloxy. formamidino, 

alkylsulfamido. dialkylsulf amido. alkoxysulf onyl. 

polyhaloalkoxysulfonyl. hydroxy, amino. 

aminocarbonyi. allcylaminocarbonyl. 

dialXyiaminocarbonyl. aminothtocarbonyl. 
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alkylaminothiocarbonyl. dialkylaminothiocarbonyl, 
nitro. cyano. hydroxycarbonyl and derivative salts 
formamido, alkyl, alkoxy, polyhaloalkyl. 
polyhaloalkoxy, alkoxycaibonyl, substituted amino in 
which the pecmissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl . 
alkylthioalkyl. alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl . 
polyhaloalkylsulf onyl. alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. tr ialkylsilyl , 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl. 
alkenyloxy. alkynyl, alkynyloxy, polyhalcalkenyloxy , 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl , alkoxycarbonylhydrazonomethyl . 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl, arylthioalkyl. arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio. 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl. 
alkoxysulf onyl. aryloxysulf onyl, propargyloxy, 
aroyl, haloacyl. polyhaloacyl, aryloxycarbonyl. 
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aminosTilf onyl. alJcylaminosulf onyl, 
dialkylaminosulfonyl. arylaminosulf onyl. 
carboxyalkoxy. carboxyalkylthio. 
alkoxycarbonylallcoxy, acyloxy, haloaqyloxy. 
polylxaloacyloxy, aroyloxy. allcylsulfonyloxy. 
alkenylBulfonyloxy, arylsulf onyloxyr 
haloalkylfiulf onyloxy, polyhaloalkylsulfonyloxy, 
aroylamino. haloacylamino, allcoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy , cyanato. 
isocyanato. isothiocyanor cycioalkylamino, 
trialkylammonium. arylamino, aryl{alkyl) amino, 
aralkylamino . alkoxyalkylphosphinyl , 
alkoxyalkylphospbinothioylr alkylhydroxyphosptiinyl. 
dialkoxyphosphino, hydroxyamino. alkoxyamino, 
aryloxyamino. aryloxyimino. oxo. thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl, cyanoalkoxy, dlalkylsulf onium. 
-X, « X, -X » R3, » X-R3, 

^1 ^1 



II 



-X - R3 .• - P - Y2a4 . - P - Y2E4 

^ Y3R5 Y3R5 



0£ 



< 



Y2B4 

Y3R5 ; and 



X', is O. S. so, S0_, NH. CH_. CO. a 
3 2 2 

single covalent bond. -CHCCH^)©-, -CH(CN)0-. 

-CH-NO-. -C(CH2)»NO-, -CH^dH^O-. -CSC-, 

-CH2SO-. -CH2SO2-. -oca^ca^o-. -CH(alltyl)- 
or -CONH-: 
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wherein X, R^^ Rg. Yj^. Y^i and 
are as defined in claim 42. 

4 

58, The method of claim 53 in which the 
compound has the formula 




wherein: 

Y'.. Y' . Y* , Y' and Y» are 
the same or different and are hydrogen, halogen* 
alkylcarbonyl, alkylcarbonylalJcyl, 
alkoxycarbonylalkyl, alkoxycarbonylalJcylthio. 
polyhaloalkenylthio. thiocyano. propargylthio, 
hydroxyimino. alkoxyimino, trialkylsilyloxy, 
aryldialkylsilyloxy. triarylsilyloxy, formamidino, 
alkylsulfamido. dialkylsulf amido, alkoxysulf onyl. 
polyhaloalkoxysulfonyl. hydroxy, amino, 
aminocarbonyli alkylaminocarbonyl. 
dialkylaminocarbonyl. aminothiocarbonyl . 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl, 
nitro. cyano, hydroxycarbonyl and derivative salta 
formamido. alkyl. alkoxy. polyhaloalkyl , 
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polyhaloalkoxy, alkoxycarbonyl. substituted amino in . ♦* 

which the permissible substituents are the same or 

different and are one or two propargyl, alkoxyalkyl, 

alkylthioalkylr alkyl, alkenyl. haloalkenyl or 

polyhaloalkenyl; alkylthio, polyhaloalkylthio. 

alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl, 

polyhaloalkylsulfonyl, alkylsulf onylamino. 

alkyl carbonylamino. polyhaloalkylsulf onylamino, 

polyhaloalkylcarbonylamino. tr ialkylsilyl, 

aryldialkylsilyl, triarylsilyl, sulfonic acid and 

derivative salts, phosphonic acid and derivative 

salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 

dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 

alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy, 

polyhaloalkynyl. polyhaloalkynyloxy, 

polyf luoroalkanol, cyanoalkylamino. 

semicarbazonomethyl. alkoxycarbonylhydrazonomethyl . 

alkoxyiminomethyl, unsubstituted or substituted 

ary loxyiminomethyl . hydr azonomethyl , unsubstituted 

or substituted arylhydrazonomethyl , a hydroxy group 

condensed with a mono-, di- or polysaccharide, 

haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 

aryloxy, aralkoxy, arylthio, aralkylthio, 

alkylthioalkyl. arylthioalkyl, arylsulf inyl, 

arylsulfonyl, haloalkylsulf inyl, haloalkylsulf onyl , 

haloalkenyloxy, haloalkynyloxy, haloalkynylthlo. 

haloalkenylsulfonyl, polyhaloalkenylsulfonyl. ^ 

alkoxysulfonyl. aryloxysulf onyl, propargyloxy, 

aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl, ^ 

aminosulf onyl. alkylaminosulf onyl, 

dialkylaminosulf onyl , arylaminosulf onyl , 

carboxyalkoxy, carboxyalkyltbto. 
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alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy, aroyloxy. alkylsulf onyloxy. 
alkenylsulf onyloxy. arylsulfonyioxy, 
haloalkylsulf onyloxy. polyhaloalkylsulfonyloxy, 
aroylamino , ha loacylami no . alkoxycar bony loxy , 
arylsulf onylamino, aminocarbonyloxy. cyanato« 
isocyanato* isothiocyano, cycloalkylamino, 
tr ialkylainmonium« arylamino , aryl (alkyl ) amino , 
aralkylaminOt alkoxyalkylphosphinyl, 
alkoxyalkylphosphinotbioyl. alkylhydroxyphosphinyl. 
dialkoxyphosphino, hydroxyamino, alkoxyamino. 
aryloxyamino. aryloxyimino, oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy. alkoxyalkoxy . 
alkoxyalkenyl. cyanoalkoxy, dia.lkylsulf onium, 

-X, a X« -X » R3 , a X-R3 , 

II II 

-X - R3 , " ^ ^ ^2^4 • -Y4 - P - Y2R4 



or 



Y3R5 Y3R5 



Y2R4 
Y3R5 



^'9' ^'lo- ^'11 ^'^^ ^'12 
same oc different and are hydrogen, halogen, alkyl • 

polyhaloalkyl. cyano or aryl; 

m' and n' are the same or different and ace 
a value of from 0 to 5; 

X'^ is 0. S. SO, SO^. NH, CH^* CO. a 
single covalent bond. -CHCCH^)©-. -CH(GN)0-. 
-CH-NO-. -CCCH^j-NO-. -CH^CH^O-. -CSC-. 
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-CHjSO-, -CH^BOj-. -OCH2CH2O-. -CH(alkyl)- 
o£ -CONH-: and 

Y' and Y' . are the same oc different 
13 14 
and are halogen, alkyl or alKoxy; 

wherein X. R3, S^. R5. Yj. Y3 and 

Y are as defined in claim 42. 
4 

59. The method of claim 53 in which the 
compound has the formula 




wherein: 

^'i' ^'5- ^'6- ^'7 ^""^ ^'e 
the same or different and are hydrogen, halogen, 

alkylcarbonyl. alkylearbonylalkyl. 

alkoacycarbonylallcyl. aUcoxycarbonylalKylthio, 

polyhaloalkenylthio. thiocyano. propargylthio, 

hydroxyimino, alkoxyimino. trialkylsilyloxy , 

aryldialkylsilyloxy. triarylsilyloxy. formamidino, 

alkylsul£amido, dialkylsulf amldo, alkoxysulf onyl, 

polyhaloalkoxysulfonyl. hydroxy, amino, 

aminocarbonyl , alkylaminocarbonyl , 

dialkylaminocarbonyl, aminothiocarbonyl, 

alkylamiaothiocarbonyl, ■ dialky] aminothiocarbonyl. 
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nitrb. cyano. hydroxycarbonyl and derivative salts 
formamido, alkyl, allcoxy. polyhaloalkyl. 
polyhaloalKoxy. alkoscycarbonyl, substituted amino in 
vtiich the permissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl. 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy , 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luoroalkanol , cyanoalkylamino , 
semicarbazonomethyl . alkoxycarbonylhydr azonomethyl . 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiainomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonoraethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl, 
aryloxy. aralkoxy, arylthio. aralkylthio. 
alkylthioalkyl. arylthioalkyl. arylsulf inyl, 
* arylsulf onyl. haloalkylsulf inyl. haloalkylsulf onyl, 

haloalkenyloxy. haloalkynyloxy. haloalkynylthio. 
haloalkenylsulf onyl. polyhaloalkenylsulf onyl, 
alkoxysulfonyl. aryj-oxysulf onyl, propargyloxy. 
aroyl. haloacyl, polyhaloacyl.. aryloxycarbonyl, 
aiuinosulf onyl. alkylamino&ul-f onyl. 
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dialkylaminosulfonyl. arylamlnosulf onyl, 
carboxyalkoxy, carboxyallcylthio. 
alkoxycarbonylalJtoxy, acyloxy. haloacyloxy. 
polyhaloacyloxy. aroyloxy. alkylsulf onyloxy. 
alltenylsulf onyloxy, arylsulf onyloxy. 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy. • 
aroylamino. lialoa.cylaiaiao, alkokycarbonyloxy. 
atylsulf onylamino. aminocatbonyloxy, eyanato, 
isocyanato. isothiocyano. cycloalkylamlno, 
trialkylajomonium, arylamino, aryl<alkyl)amino. 
aralkylamino. alkoxyalkylphosphiayl , 
alkoxyalkylphosphinothioyl. alkylhydtoxypbosphinyl. 
dialkoxyphosphino. hydroxyamino. alkoxyamino. 
atyloxyamino, aryloxyimino, oxo. thlono, 
alkylaminoalkoxy, dialkylaminoalkoxy. alkoxyalkoxy. 
alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium. 
-X, = X. -X » R3, - X-R3, 

u " 

-X - R3 . - P - Y2R4 . -Y4 - P^V2R4 
^ Y3R5 V3R5 



oz 

Y2R4 
Y3R5 



Y' and Y* are the same oc different 
9 10 

and are hydrogen, halogen, a.llcyl, polyhaloalkyl. 

cyano or aryl; 

and n' are the same or different and are 

a value of from Q to 5; 
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X'g ie the sane or different and is O, S, 
SO, SO^, NH. CH^. CO. a single eovalent bond. 
-CH(CH2)0-, -CH(CN)0-, -CH-NO-, -C(CHj)oNO-, 

-CH^CH^O CSC-, -CH^SO-. -CH^SO^-. 

-OCH^CH^O-. -CHOlkyl)- or -CONH-; 

Y'_. is O or s; 

Y*^^ and independent^ly 
halogen: and 

X' is 0 or s: 

6 

Wherein X, , , R^, . Y^, Y^ and 

3 4 5 X 2 3 

Y are as defined in claim 42. 
4 

60. The method of claim 53 in which the 
compound has the focmula 




wherein: • 

Y'^. Y'g. Y'^, Y'^ and Y'^ are 
the same as different and are hydrogen, halogen* 
al)cylcarbonyl. allcylcarbonylalkyl. 
alKoxycarbonylalkyl, alko3cycarbonylal)cylthio« 
polyhaloalkenylthio. thiocyano, propargylthio, 
hydroxyimino, alkoxyimino* trialkylsilyloxy, 
aryldialkylsilyloxy, triarylsilyloxy. f ormamidino. 



wo 87/04321 



^CT/USS7/00240 



- 696 - 



alKylsulfamido. diallcylBulf amido. alkoxysulfonyl. 
polyhaloalkoxysulfonyl. hydroxy, amino, 
aminocatbonyl. allcylaioinocatbonyl. 
diallcylaminocatbonyl. aminothiocatbonyl . 
allcylaminothiocarbonyl. diallcylaminothiocatbonyl. 
nitto. cyano. bydroxycatbonyl and derivative salta 
formamido. allcyl. alkoxy. polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl. substituted amino in 
Which the permissible substituents are the same or ^ 
different and are one or two propargyl. alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl. ^^J^^l^^^^yJ " 
polyhaloalkenyl; alkylthio. polyhaloalkyl thio. 
alkylsulfinyl. polyhaloalkylsultinyl. alkylsuif onyl. 
polyhaloalkylsulfonyl. alkylsuif onylamino, 
alkylcarbonylamino. polyhaloalkylsulfonylamlno. 
polyhaloalkylcarbonylamino, trialkylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic. acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy . 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy . 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luor oalkanol . cyanoalkylamino . 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl. 
alkoxyiminomethyl. unsubstituted or «^»»";;^^«^ 
aryloxyiminomethyl. hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. k hydroxy group 
condensed with a mono-, di- or polysaccharide, 
baloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy. aralkoxy. arylthio. aralkylthio. 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkyl^ulfonyl. 
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haloalkenyloxy, haloalkynyloxy , haloalkynylthio, 
haloalkenylsulf onyl . polyhaloalkenylsulf onyl , 
alkoxysulfonyl. aryloxyeulf onyl. propatgyloxy, 
atoyl, haloacyl, polyhaloacyl. atyloxycarbonyl. 
amino sulf onyl, alkylaminosulfonyl. 
dialkylaminosulfonyl. arylaminosulf onyl, 
carboxyalkoxy, carboxyaltcylthio, ' 
alkoxycarbonylallcoxy, acyloxy. haloasyloxy, 
polyhaloacyloxy, aroyloxy, alJcylsulf onyloxy, 
alkenylsulf onyloxy. arylsulf onyloxy. 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino. haloacylamlno, alkoxycarbonyloxy, 
arylsulf onylamlno, aminocatbonyloxy, cyanato, 
Isocyanato, Isothiocyano, cycloalkylanino, , 
trialkylammonlum, arylamino, aryl(alkyl)aialno, 
aralkylamlno, alkoxyalkylphosphlnyl, 
alkoxyalkylphosphlnothioyl . alkylhydcoxyphosphinyl . 
dialkoxyphosphino, hydroxyanino, alkoxyamino, 
aryloxyamino, aryloxyimino, oxo, thiono. 
alkylaminoalkoxy. dialkylaminoalkoxy, alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dialkylsulfonium, 

-X, - X. 
-X - R3 
oc 




-X 



R3, 



X-R3, 



p - Y2R4 



-y^ - p - Y2R4 

^^3^5 
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X< is the same or different and is 0, S, 
7 

SO, SO^. NH. CH^. CO, a single covalent bond, 
-CHCCHg)©-. -CH(CN)0-, -CH«NO., -^CICS^) c^HiO- , 
-CH^CH^O-. -C5C-, -CH^SO-. -CH2S02-. 

-OCH^CH^O-. -CHCalkyl)- or -CONH-: 

m* is a value of from 0 to 5; 

Y»^2 and Y'g^ are independently halogen; 

Y'j^g is hydrogen, alkyl, alkylcarSonyl, 

alkylsulfonyl, or polyhaloalkylsulf onyl; 

wherein X, R^, R^. R^, , Y.. Y and 

Y^ are as defined in claim 42. 

61, The method of claim 53 in which the 
compound has the formula 




wherein: 

^•4* ^'S' ^'6- ^'7 ^'s 
the same or different and are hydrogen, halogen* 

alkylcarbonyl, alkylcarbonylalkyl, 

alkoxycarbonylalkyl. alkoxycarbonylalkylthio, 

polyhaloalkenylthio. thiocyano, propargylthio, 

hydroxyimino, alkoxyimino. tcialkylsilyloxy, 

aryldialkylsilyloxy. triarylsilyloxy. formamidino, 

alkylsulf amido . dialkylsulf amido , alkoxysulf onyl 
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polyhaloaUcoacysulfonyl. hydroxy, amino, 
aminocarbonyl . alkylaminocarbonyl , 
dialkylaminocarbonyl , aminothiocarbonyl , 
alkylaminothiocarbonyl. dialkylaminothiocatbonyl. 
nitre, cyano. hydroxycarbonyl and derivative salts 
formamido, allcyl. alkoxy. polyhaloalkyl, 
polyhaloalkoxy, alkoacycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
Alkylthioalkyl. alkyl. alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl . alkylsulf onylamino , 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylsilyl. triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy , 
polyhaloalkynyl, polyhaloalkynyloxy. 
polyf luor oalkanol , cyanoalkylamino . 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl. 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted . 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy, aralkoxy. arylthlo. aralkylthio. 
alkylthioalkyl, arylthioalkyl. arylsulf inyl , 
arylsulfonyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloaikenyloxy. haloalkynyloxy, haloalkynylthio. 
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haloalJsenylBUlfonyl, polyhaXoalXenylsulf onyl, 
alkoxysulfonyl. aryloxysulf onyl. pcopargyloxy. 
aroyl, haloacyl. polyhaloacyl. aryloxycarbonyl. 
aminosulf onyl. alky laminosulf onyl, 
dialkylaminosnlfonyl, arylaminosTilf onyl. 
carboxyalkoxy. eatboxyalkyltbio. 
allcoxycatbonylalltoxy, acyloxy. haloacyloxy. 
polyhaloacyloxy. atoyloxy. alkylsulf onyloxy. 
alkenylsulfonylojcy. arylsulf onyloxy, 
haloalkylBUlf onyloxy. polyhaloallcylsulf onyloxy. 
aroylamino. haloacylamino. alkoxycatbonyloacy, 
arylsulf onylamino. aminocarbonyloxy. cyanato. 
Isocyanato. isothiocyano. cycloallcylamino. 
trialkylammonlum. arylamino, aryl(-allcyl) amino, 
aralkylamino . alkoxyalleylplxosphinyl . 
alkoxyalkylphosphlnothioyl. allcylhydroxyphoaplilnyl. 
dialkoxyphoephlno. hydtoxyamino, alkoxyamino, 
aryloxyamino , aryloxyimino. oxo. thiono. 
alkylaminoalkoxy. dialkylaminoallcoxy. alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium. 
—X, « X, —X ■ Rj. " X-Rj» 



II 



-X - R3 



- p - V2R4 



p 



0£ 




: and 



Y'gg'and Y'^g are Independently halogen; 
wherein X, R^. R^. Rg. Yj^. Yj. Yg and 



Y are as defined in claim 42. 
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62. The method of claim 53 in which the 
compound has the formula 




Wherein: 



Y' ^ and Y' , are the same or different 
19 21 



and Y**^^ is one or more hydrogen* halogen* 
al)cylcarbonyl« alkylearbonylalkyl« 
alfcoxycarbonylalkyl, allco3cyearboaylal)cylthio« 
polyhaloalkenylthio. thiocyano* propargylthio, 
hydroxyiminor alkoxyimino* tii^licylsilylcxy, 
aryldialkylsilyloxy, triarylsilyloxy. f ocmamidino* 
alkylsulf amido« dialkylsulf amidd allcoxysulf onyl, 
polyhaloalkoxysulf onyl« hydroxy* amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocarbonyl, aminothiocarbonyl, 
alkylaminothiocarbonyl. dialkylazainothiocarbonyl* 
nitro, cyano, hydroxycarbonyl and derivative salts 
formamido, alkyl, alkoxy« polyhaloalkyl. 
polyLaloalkoxy. alkoxycarbonyl* substituted amino in 
which the permissible substituents are the sane or 
different and are one or two propargyl« alkoxyalkyl, 
alkylthioalkyl, alkyl« alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio* 
alkylsulf inyl* polyhaloalkylsulfinyl* alkylsulfonyl* 
polyhaloalkylsulf onyl* alkylsulf onylamino. 
alkylcaxbonylamino, polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino. trialkylsllyl. 
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aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts « phosphonic acid and derivative . 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl, alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy. 

polyf luoroalkanol, cyanoalkylamino. r 

semi car bazonomethyl . alkoxycarbonylhydrazonomethyl « 

alkoxyiminomethyl. unsubstituted or substituted 

aryloxyiminometlxyl, hydra 20 nome thy 1. unsubstituted 

or substituted arylhydrazonomethyl. a hydroxy group 

condensed with a mono-* di-*' or polysaccharide, 

haloalkyl. haloalkenyl, haloalkynyl. alkoxyalkyl, 

arylojcy, aralkoxy, arylthio, aralkylthia, 

alkylthioalkyl, arylthioalkyl. arylsulf inyl. 

arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl , 

haloalkenyloxy. haloalkynyloxy, haloalkynylthio. 

haloalkenylsulf onyl, polyhaloalkenylsulf onyl. 

alkoxysulfonyl, aryloxysulf onyl, propargyloxy, 

aroyl, haloacyl, polyhaloacyl. aryloxycarbohyl. 

aminosulf onyl, alkylaminosulf onyl, 

dialkylaminosulf onyl, arylaminosulfonyl, 

carboxyalkoxy* catboxyalkylthio, 

alkoxycarbonylalkoxy, acyloacy. haloacyloxy, 

polyhaloacyloxy, aroyloxy. alkylsulfonyloxy. 

alkenylsulf onyloxy. arylsulf onyloxy. 

haloalkylsulfonyloxy, polyhaloalkylsulfonyloxy, 

aroylamino. haloacylamino, alkorycarbonyloxy. 

arylsulf onylamino. aminocarbonyloxy. cyanato, 

isocyanato. isothiocyano. cycloalkylamino. 

trialkylammonium, arylamina^ aryl(alkyl) amino, 

aralkylamino, alkoxyalkylphosphinyl. 
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alkoxyalkylphosphlnothioyli al)cylhydroxypho8phinyl« 
dialkoxyphosphino* hydroxyamino, alkoxyamino, 
aryloxyamino, aryloxyimino« oxo« thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl« cyanoalkoxy« dialkylsulf onium» 



tl II 

-X - R3 . - P - Y2R4 . -Y4 - P - Y2R4 



Y3R5 Y3R5 



or 



Y2R4 
Y3R5 



A* is as defined foe in claim 42; 
X*^^ is as defined tor X in claim 42; and 
Y'20 txalogen, cyano, alkyl« alkoxy, 

polyhaloalkyli polyhaloalkoxy* or 

polyhaloalkylsulf onyloxy; 

wherein X. R., R - . R., Y. , Y., Y^ and 
3 4 5 1 2 3 

Y^ are as defined in claim 42. 
4 

63. The method of claim 53 in which the 
compound has the formula 



- 704 - 



Wherein: 

R' ^ is as defined for R; in claim 42; 

Y'22 halogen, cyano, allcyl. alkoxy, 
polyhaloalkyl. polyhaloalkoxy. or 
polyhaloalkylsulfonyloxy; and 

^'23 hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl, alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio. polyhaloalkenylthio. thiocyano, 
propargylthio, hydroxyiaino, alkoxyimino. 
trialkylsilyloxy, aryldialkylsilyloxy, triarylsilyloxy/ 
formamidino, alkylsulf amido. dialkylsulf amido, 
alkoxysulf onyl. polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl, dialkylaminocarbonyl , 
aminothiocarbonyl , alkylaminothiocar bonyl . 
dialkylaminothiocarbonyl, nitro, cyano, hydroxycar bonyl 
and derivative salts, formamido, alkyl, alkoxy, 
polyhaloalkyl, polyhaloalkoxy, alkoxycarbonyl, 
substituted amino in which the permissible substitnents 
are the same or different and are one or two propargyl, 
alkoxyalkyl. alkylthioalkyl. alkyl, alkenyl, haloalkenyl 
or polyhaloalkenyl: alkylthio, polyhaloalkylthio. 
alkylsulf inyl. polyhaloalkyleulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamir.o, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylaminor trlalkylsilyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative salts, 
alkoxycarbonylamino, alkylaminocarbonyloxy. 
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dialkylamlnocazbonyloacy* alkeayl. polyh^loalkenylr 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, polyf luoroalkanol, 
cyanoalkylamino, semicarbazonomethyl, 
alkoxycarboaylhydrazonomethyl, alkoxyiminometliyl, 
unsubstituted or substituted aryloxyimlnometbyl. 
hydrazonomethyl, unsubstltuted oc substituted 
arylbydrazonomethyl. a hydroxy group condensed with a 
mono-, dl- or polysaccharide^ haloalkyl, haloalkenyl, 
haloalkynyl. alkoxyalkyl. aryloxy. aralkoxy, arylthio, 
aralkylthlo. alkylthloalkyl. arylthloalkyl. 
arylsulf Inyl. arylsulf onyl, ' haloalkylsulf Inyl, 
haloalkylsulf onyl, haloalkenyloxy, haloalkynyloxy, 
haloalkynyl thlo, haloalkenylsulf onyl, 
polyhaloalkenylsulf onyl« alkoxysulf onyl, 
aryloxysulf onyl. propargyloxy, aroyl, haloacyl, 
polyhaloacyl, aryloxycarbonyl« amlnosulf onyl, 
alkylamlnoGulf onyl, dlalkylamlnosulf onyl, 
arylaminosulf onyl, carboxyalkoxy, carboxyalkylthlo, 
alkoxycarbonylalkoxy. acyloxy, haloacyloxy,^ 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino. haloacylamino, alkoxycarbonyloxy* 
arylsulf onylamlno. aminocarbonyloxy, cyanato, 
isocyanato. Isothiocyano. cycloalkylamino, 
trlalkylammoaium« ary'iamino, aryl(alkyl)amino« 
aralkylamlno. alkoxyalkylphosphinyl« 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino, alkoxyamino. 
aryl xyamin « aryl xyinin . oxo, thiono. 
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alkylaminoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf onium. 

-X. - X. -X - H3. » X-R3. 

II « 
-X - R3 . - P - Y2R4 . ,Y4 - P - Y2H4 

Y3R5 Y3R5 

or 

Y2R4 

wherein X. R^. R^. R^. .^2* ^3 ""^ 
are as defined in claim 42. 

64. Tbe method of claim S3 in which the 
compound has the formula 



vherein: 
and 

and are halog n, alkyl r alkoxy 



A' is as defined £oc R in claim 42; 

1l 2 



y« , and Y' ^ ate the same or different 
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65. The method of claim 53 in which the 
compound has the formula 




wherein: 



is as defined for in claim 42; 
X»^2 is as defined for X in claim 42; and 
Y'^^ and Y»^^ are the same or different 
and are halogen, alkyl or alkoxy. 

66. The method of claim 53 in which the 
Compound has the formula selected from 



0-x;. 
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hydrogen, halogen, alkylcarbonyl, 
allcylcaEbonylalXyl, allcoxycaEbonylallcyl, 
alltoxycaEboaylallcylthlo, polyhaloalkenylthio, 
thlocyano, propacgylthio, hydxoxylmino, alkoxyimino. 
triallcylsilyloxy. aryldialkylsilyloicy, 
triarylsilyloxy, formamidlno, allcylsulfamido, 
dlallcylsulfamido, alkoxysulfonyl. 
polyhaloallcoxyBUlfonyl, hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl, 
dialJcylaminocarbonyl, amlnothiocarbonyl, 
allcylaminothlocarbonyl, dialkylaninothiocaxbonyl, 
nitro. cyano, hydroxycarbonyl and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
which the permissible substltuents are the same or 
different and are one or tvo propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulfinyl, polyhaloalkylsulf Inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl. alkylsulf onylamino , 
alkylcarbonylamino, polyhaloalkylsulf onylamino, 
po ly ha 1 oal ky 1 car bo nyl amino , t r ia 1 ky 1 s i lyl , 
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aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts . alkoxycarbonylamino, alkylaminocarbonyloxy , 
dialkylaminocarbonyloxy* alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynylory, polyhaloalkenyloxy. 
polyhaloalkynyl. . polyhaloalkynyloxy. 
polyf luoroalkanol , cyanoalkylamino , r 
seiaicarbazonomethyl • alkoxycarbonylhydrazonomethyl « 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl* hydrazonomethyl, unsubstituted 
or substituted arylbydrazonometbyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl. 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl . arylthioalkyl , arylsulf inyl , 
arylsulf onyl, haloalkylsulfinyl, haloalkylsulfonyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl, 
alkoxysulf onyl . aryloxysulfonyl , pr opar gy loxy , 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl. 
aminosulfonyl • alkylaminosulf onyl . 
dialkylaminosulf onyl , arylaminosulf onyl , 
carboxyalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy, haloacyloxy. 
polyhaloacyloxy, aroyloxy, alkylsulfonyloxy, 
alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino. alkoxycarbonyloxy. 
arylsulf onylanino, aminocar bony loxy « cyanato, 
isocyanato, isothiocyano, cycloalkylamlno, 
trialkylammonium. arylamino, aryl(alkyl)aaino, 
aralkylamlno, alkoxyalkylph sphinyl. 
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alkoxyalkylphosphinothioyl, alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino, alkoxyamino, 
aryloxyamiao, aryloxyimino, oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium,- 

« X« -X ■ R3# « X-R3, ^ 

M M 

-X - R3 . - P - Y2R4 . -Y4 - P - Y2R4 
^Y3RS ^VsRs 

or . 

Y2R4 



-< 



Y,R 



3*5 



A'^. A'g, A'g. A'^. A'g and A'^ 
are as defined for R^ in claifii 42; and 

^•l4- ^^15' ^'U' ^'l7' ^'l8 
X* ^ are the game or different and are O, S. SO, 

SO^, NH« CH^f CO, a single covalent bond, 

•CH(CH^)0-, -CH{CN)0-, -CH«rNO-, -CCCH^) -NO-, 

-CH^CH^O-. -C5C-. -CH^SO-, -CH^SO^*. 

-OCH^CH^O-, -.CH(alkyl)- or -conh-; 
wherein X, R . R^. R^. Y - Y,, Y^. and 

3 4 3 1 2 3 

Y« are as defined in claim 42. * 

67. The method of '^laim S3 in which the 
compound has the formula 



A' 



I 

I 
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vhecein: 

T A' ^ is as defined for in claim 42; 

10 1 , 

X' ^ is as defined for X in claim 42; 
20 

A*^^ is a substituted or unsubstituted, 
5-membered heterocyclic ring system having at least 
one nitrogen atom in which the permissible 
substituents are the same or different and are one ^ 
or more hydrogen* halogen, allcylcarbonyl, 
allcylcarbonylalkyl. alKoxycarboaylalkyl, 
alkoxycarbonylalkylthio. polyhaloalkenylthio. 
thiocyano. propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldialkylsilyloxy, 
triarylsilyloxy. formamidino. alkylsulf amido. 
dialkylsulf amido . alkoxysulf onyl . 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocarbonyl , amino thiocarbonyl , 
alkylaminothiocarbonyl, dialkylamino thiocarbonyl. 
nitro, cyano. hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy. polyhdloalkyl, 
polyhaloalkoxy, alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio. 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloal^ylsulfonyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino, trialkylsilyl. 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
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dialkylaminocarbonyloxy, aDcenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl, alJcynyloxy. polyhaloallcenyloxy. 
polyhaloalkynyl. polyhaloalkynyloacy, 
polyf luoroalkanol . cyanoalky lamino . 
semicacbazonomethyl . alkoxycarbonylhydrazoaometlxyl . 
alkoxylmlnomethyl, tinsTibstituted or substituted 
aryloxyiminomethyl. hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed witb a mono-, di- or polysaccharide, 
haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. 
aryloxy, aralkoxy. arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyl. arylsulf inyl. 
arylsulfonyl. haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl, 
alkoxysulf onyl, aryloxysulf onyl. propargyloxy. 
aroyl* haloacyl. polyhaloacyl. aryloxycarbonyl, 
aminosulfonyl . alkylaminosulfonyl , 
dialkylaminosulfonyl. arylaminosulf onyl, 
carboxyalkoxy, rarboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy, haloacyloxy/ 
polyhaloacyloxy. aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy. arylsulf onyloxy^ 
haloalkylsulfonyloxy. polyhaloalkylsulf onyloxy, 
aroylamino. haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino. aminocarbonyloxy, cyanato, 
isocyanato, iaothiocyano, cycloalkylamino, 
trialkylammonium, arylaminOr aryl(alkyl) amino, 
aralkylamino, alkoxyalkylphosphinyl. 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino* alkoxyamino, 
aryloxyamin . aryloxyimino. oxo. thiono. 
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alkylaminoalkoxy, dlal)cylamlnoal)cozy, alkoxyallcoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium, 

— X, ■ X« —X » ^3 » ■ X— f 

II u 

— X — f P ^ Y2Rj^ « "^4 — p — Y2R4 

or 

Y2R4 

Y3R5 ; 
Y* ^ and Y*^^ are the same or different 

63 64 

and are one or more hydrogen, halogen, 
alkylcarbonyl, alkylcarbonylalkyl, 
alkoxycarbonylalkylf alKoxycarbonylalkylthio, 
polyhaloalkenylthio, thiocyano, propargylthlo, 
hydroxyimino. alkoxyimino, trialkylsilyloxy, 
aryldialkylsilyloxy. triarylsilyloxy, f ormamidino, 
alkylsulfamido, dialkylsulf amido. alkoxysulf onyl, 
polyhaloalkoxysulf onyl« hydroxy, amino, 
aminocarbonyl , alkylaminocar bonyl , 
dialkylaminocar bonyl , aminothiocarbonyl , 
alkylaminothiocar bonyl, dialkylaminothiocarbonyl, 
nitro, cyano, hydroxycar bonyl and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl , 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substltuents are the same or 
different and are one or two propargyl« alkoacyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhal alkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf ohyl. 
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polyhaloalkylsulf onyl . alkylsuLf onylamino , 
allcylcarbonylamino, polyhaloalJcylsulf onylamino, 
polyhaloalkylcarboaylamlno. trlalkylsllyl, 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxyr 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy, 
polyhaloalkynyl. polyhaloalkynyloxy. 
polyf luoroalkanol. cyanoalkylamino. 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl , 
alkoxyiminomethyl, unsubstitiited or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-. di« or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio. aralkylthio. 
alkylthioalkyl. arylthioalkyl, arylsulf inyl. 
arylsulf onyl. haloalkylsulf inyl. haloalkylsulf onyl. 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio. 
haloalkenylsulfonyl. polyhaloalkenylaulf onyl. 
alkoxysulfonyl, aryloxysulf onyl. propargyloxy, 
aroyl. haloacyl. polyhaloacyl^ aryloxycarbonyl. 
aainosulf onyl. alkylaminosulf onyl. 
dialkylaminosulfonyl. arylaninosulf onyl^ 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy. 
polyhaloacyloxy. aroyloxy, alkylsulf onyloxy. 
alkenylsulfonyloxy. arylsulfonyloxy. 
haloalkylsulf onyloxy, polyhaloalkylsulf onylo^r 
aroylamino. ^laloacylamino. alkoxycarbonyloxy, 
arylsulf onylamino. aminocarb nyloxy, cyanat . 



I 

I 
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isocyanato. Isothiocyano, cycloalkylamino, 
trialkylammonium, arylanino. aryl(alkyl) amino, 
aialkylamino. al)coxyalkylphospbinyl, 
alkoxyallcylpbosphinothioyl. alkylhydzoxyphosphinyl, 
dlalkoxyphosphlno, hydroxy amino, alkoxyamino, 
aryloxyamino. azyloxyimino, oxo. chiono. 
alkylaninoalkoxy. dialkylaminoalkoxy. alkoxyalkoxy. 
alko^alkenyl. cyanoalkoxy. dialkylaulf onium. 

-X, X. -X ■ R3 , « X-R3 « 



- P - Y2R4 



Y3E5 



-Y4 - P- - Y2R4 



or 



Y3R5 



wherein X. R^. R^. Rg. Y^^, Y^r Y^ and 

Y^ are as defined in claim 42. 
4 



66. The method of claim 53 in which the 
compound has the formula selected from 
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are the same or different and Y'g^, Y'^^, 
Y' , Y'76 ^"79 ^'^^ more hydrogen, 

halogen, alltylcarbonyl, alkylcarbonylalkyl, 
allcoxycarbonylalkyl , alXoxycarbonylaDcylthio , 
polyhaloalkenylthio, thiocyano, propargylthio. 
hydroxyimino. alkoxyimino, trialkylsilyloxy, 
aryldialkylsilyloxy, triarylsilyloxy, f oraamidino. 
alkylsnlfamido. dialkylsulf amido. alkoxysulf onyl, 
poiyhaloalkoxysulfdnyl. hydroxy, amino, 
aminocar bonyl . alkylaminocarbonyl . 
dialkylaminocarbonyl, aninothiocarbonyl, 
alkylaminothiocarbonyl, dialkylaminothlocarbonyl , 
aitto. cyano, hydroxycarbonyl and derivative salts, 
foraanido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy. alkoxycar bonyl, substituted amino in 
which the permis8:<.ble' substltuents are the same oc 
different and ace one or tvo propargyl; alko^qrallcyl, 
alkylthioalkyl, alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: alkylthio, polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulfonyl. 
polyhaloalkylsulfonyl, alkylsulf onylamin . 
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aDcylcarbonylamino • polyhaloalkylsulfonylamino , 
* polyhaloalkylcacbonylamino* trialkylsilyl, 

aryldialkylsilyl, triarylsilyl« sulfonic acid and 
derivative salts, phospbonic acid and derivative 
salts, al)coxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
^ alkenylcxy, alkynyl, alkynyloxy. polyhaloalkenyloxy, 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol , cyanoalkylamino , 
semicar bazonometbyl « alkoxycarbonylhydrazonomethyi . 
alkoxyiminomethyl, unsubstituted oc substituted 

aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed vitb a mono-, di^r* or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl« 
aryloxy, aralkory, arylthio, aralkylthio, 
alkylthioalkyl, arylthioalkyl, arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl, haloalkyl sulfonyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsul£onyl, 
alkoxysulf onyl, aryloxysulfonyl, propargyloxy, 
aroyl, haloacyl, polyhaloacyl, aryloxycarbonyl, 
aminosulfonyl, alkylaminosul£onyl, 
diaD'ylaminosulfonyl, arylaminosulf onyl , 
' carboxyalkoxy, carboxyalkylthio, 

, alkoxycarbonylalkoxy, acyloxy, haloacyloxy, . 

polyhaloacyloxy, aroyloxy, alkylsulfpnyloxy, 
alkenylsulfonyloxy, arylsulfonyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino, aminocarbonyloxy. cyanato, 
isocyanato, isothiocyano. eye ioalkyl amino. 
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trial kyiaamonium, arylamino, aryl{alkyl)affiino. 
aralkylamino . alkoxyalkylphospHinyl , 
alkoxyallcylphoaplxinothioyl, alkylhydroxyphosphinyl, 
dialkoxyphosphino. hydroxyamino. alkoxyamino. 
aryloxyamino, arylozyimlAO, oxo, thiono. 
alkylaminoalkoxy, dialkyIaminoalkoxy< alkoacyalkoxy, 
alkoxyalkenylr cyanoalkoacy. dialkylsulf onium. 



-X. -X. -X = R^. - X-Rg. 



or 



-X - R3 . - P - Y^R^ . -Y^ - P - Y^R, 

\ \ 

^3^ ^3^ 



Y R 
2 4 



Y R 
3 5 




£■ is a value of o or i; 

*'l2' *'l3' ^'15' *'l6 

X' are as defined for R^ in claim 42: and 

*'2l' ^'22' ^'23' ^•24- ^'25 
X'^^ are as defined for X in claim 42: 

wherein X, R., R.. R_. Y, . Y_. Y, and 

Y^ are as defined in claim 42. 
4 



69 » The method of claim 53 in which the 
compound has the formula 



719 - 




vberein: 



^'82- ^'83' ^'aa- ^'85 «"l7 



are the same ox different and are hydrogen, halogen, 
alkylcarbonyl. alkylcarbonylalJcyl, 
alkoxycarbonylalkyl, alkoxycarbonylalkylthio, 
polyhaloalkenylthio,. thiocyano, propargylthicr, 
hydroxyimino, alkoxyimlno, trialkylsilyloxy, 
aryldialkylsilyloxy, triarylsilyloxy, f ormamidino, 
alkylsulfamido, dialkylsulf amido, alkoxysulf onyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocar bonyl « aminothiocarbonyl , 
alkylaninothiocarbonyl , dialkylaminothiocarbonyl , 
nitro, cyano, hydroxycar bonyl and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl , 
polyhaloalkoxy, alkoxycarbonyl. substituted amino in 
which the permissible substituents are the same or 
different and are one or. two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl . or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulfonyl, alkylsulf onylamino, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 



wo 87/04321 



PCT/US87/00240 



- 720 - 



derivative salts, phosphonic acid and derivative 
salts, alkorycarbonylamino. allcylaminocarbonyloxy. 
dialkylaninocarbonyloxy. alkenyl. polyhaloalltenyl . 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalXynyloxy. 
polyf luoroalkanol. cyanoaDcylamino. 
semicarbazonomethyl. alkorycarbonylhydrazoaomethyl. 
aixoxyiminomethyl. unsubstituted or substituted 
aryloxyiminonetbyl. hydrazonometbyl , unsubstltuted 
or substituted arylhydrazoaomethy.l. a hydroxy group 

condensed with a mono-, di- or polysaccharide. 

haloalkyl. haloalkenyl. haloalkynyl. alkoxyalkyl. . 

aryloxy. aralkoxy. arylthlo. aralkylthio. 

alkylthioalkyl. arylthioalkyl. arylsulf inyl. 

arylsulfonyl. haloalkylsulfinyl, haloallcylsulfonyl. 

haloallcenyloxy. haloalkynyloxy. haloalkynylthio. • 

haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 

allcoxysulfonyl. aryloxysulfonyl. propargyloxy. 

aroyl. haloacyl. polyhaloacyl. aryloxycarbonyl. 

aminosulfonyl. alkylaminosulfonyl. 

dialkylaminoBulfonyl. arylaminosulf onyl, 

carboxyalkoxy, carboxyalkylthio . 

allcoxycarbonylalkoxy, acyloxy. haloacyloxy. 

polyhaloacyloxy. aroyloxy. allcylsulf onyloxy. 

alkenylsulfonyloxy, arylsulf onyloxy. 

haloalkylsulf onyloxy. polyhaloalkylsulf onyloxy. 

aroylamino. haloacylamino, alkoxycarbonylcxy. f 

arylsulf onylamlno, aainocarbonyloxy. cyanato, 

Isocyanato. isothlocyano, cycloalkylamino, 

trialkylamnonium. arylamino. aryl(alkyl) amino. 

aralkylamino. alkoxyalkylphosphinyl. 

alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl. 
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dialkoxyphoBphino* hydroxyamino, alkoxyamlno, 
aryloxyamino. aryloxyimino, oxo. thiono, 
alKylaminoalkoxy, diallcylamlnoallcoxy, allcoxyalkoxy. 
alkoxyalkeayli cyanoalkoxy. diallcylsulfonium, 



-X, « X, -X « R3, » X-R3i 

Yi Yi 

^ n n 

-X - R3 , - P - Y2R4 . -Y4 - P - Y2R4 
^YaRs ^YgRg 

or 

Y3R5 ; and 

X* ^ is as defined foe X in claim 42; 
27 

wherein X. R^. R^, R^. Y^^. Y^. Y^ and 

Y^ are as defined in claim 42. 
4 

70. The method of claim 53 in which the 
compound has the formula selected from 



and 
wherein: 



r;.-@-xs,-(^>-y; 



R* « and Y* ^ are the same or different 
IS 90 

and R'^Q is one or more hydrogen, halogen, 
alkylcarbonyl, alkylcarbonylalkyl, 
alkoxycarbonylalkyl. alkoxycarbonylalkylthi . 
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polyhaloalkenyltHio. thiocyano. propargylthio, 
hydroxyimino. alkoxylminp, trialkylsilyloxy, 
aryldialkylsilyloxy. trlarylsilyloxy. f ormamidino. 
alkylsulfamido. dialkylsulf amido. alkoxysulf onyl. 
polyhaloalkoxysulfonyl. hydroxy, amino, 
aminocarbonyl* alkylaminocarbonyl , 
dialkylaminocarboayl , aminothiocar bonyl . 
alkylaminothiocarbonyl , dialkylaminothiocatbonyl . 
nitro. cyano. hydroxycacbonyl and derivative BaltSi 
formamido, alkyl, alkoxy, polyhaloalkyl. 
polyhaloalkoxy. alkoxycarbonyl, substituted amino in 
whicn the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 
alkylthioalkyl. alkyl. alkenyl, haloalkenyl or 
polybaloalkenyl: alkylthio. polyhaloalkylthio, 
alkylsulfinyl; polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulf onyl . alkylsulf onylamino . 
alkylcarbonylamino, polyhaloalkylsulf onylamino . 
polyhaloalkylcarbonylamino. trialkylsilyl, 
aryldialkylsilyl, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy. 
dialkylaminccarbonyloxy. alkenyl. polybaloalkenyl. 
alkenyloxy, alkynyl. alkynyloxy. polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol. cyanoalkylamino, 
semicavbazonomethyl, alkoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl. hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl. a hydroxy group 
condensed with a mono-, di- or polysaccharide, . 
haloalkyl. hal alkenyl. haloalkynyl, alk xyalkyl. 
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aryloxy, arallcojcy, arylthlo. aral)cylthio, 
alkylthioalkyl. arylthloallcyl, atylsulf inyl. 
arylsulf onyl. haloalkylsulf inyl, haloalkylsulf onyl. 
haloalkenyloxy. haloalkynyloxy. haloalkynylthio, 
haloallceaylsulfoayl. polyhaloalkenylsulfonyl, 
alkoxysulfonyl. arylorysulf onyl, propargyloacy, 
aroyl, haloacyl, polyhaloacyl. atyloxycatbonyl, 
aminosulf ony 1 , alkylaminosailf oayl , 
aialkylaminosulfonyl. arylamlnosulf onyl, 
carboxyalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy, 
polyhaloacyloxy, aroyloxy. alkylsulfoayloxy. 
alkenylsulf onyloxy, arylsulf onyloxy. 
haloalkylsulfonyloxy, polyhaloalkylsulfonyloxy. 
aroylamino. haloacylamino, alkoxycaiboxxyloxy, 
arylsulf onylamino, amiaocarbonyloacy, cyanato, 
isocyanato. isothiocyano, cycloalkylaminot 
trialkylammonium. arylamino. aryl(alkyl)amiao. 
aralkylamino , alkoxyalkylphosphinyl , 
alkoxyalkylphosphinothioyl, alkylhydroxypbosphinyl. 
dialkoxyphosphino, bydroxyamino* alkoxyamino, 
aryloacyamino« aryloxylmino, oxo, chioao, 
alkylaminoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulfonlum. 



-X - R3 



- p 



^1 

» 





- p - 

\ 



0£ 
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-< 



A' - is as defined for R. in claim 42; 

X* is as defined for X in claim 42 ^ 
29 



Wherein X, R^, R^* Rg. and 

Y are as defined in claim 42. 
4 

71. The method of claim 53 in which the 
compound has the formula 



wherein: 



R* is as defined for R^ in claim 1: 

19 1 
X* is as defined for X in claim 1; 

30 

2'^ and independently O. S. 

C -Cg alkylidene, substituted or unsubstituted 
benzylidene, NH or NR' • ' wherein R' " is alkyl. 
aryl, aralkyl. alkenyl or alkynyl: and 

Y' . and Y»^^ are independently 

91 92 

halogen, alkyl or alkoxy. 



72. The method of claim 53 in which the 
compound has the formula 
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vheiein: 

R* ^ is as defined for in claim 1; 

20 1, 
X* is as defined for Z in claim 1; 

Z* is O. S, C -C alkylidene. 

substituted or unsubstituted benzylidene« NH oc 

NR* ' < vheiein R*'* is alyl. aryl. aralkyl, allcenyl 

or aDcynyl; and 

Y' . y and Y' are the same or 
* 93* * 94 95 

different and are hydrogen, halogen, alkylcarbonylt 
alkylcarbbnylalkyl, alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldialkylsilyloxy, 
triarylsilyloxy, f ormamidino, alkylsulf amido« 
dialkylsulf amido« alkoxysulf onyl« 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl , alkylaminocar bonyl , 
dialkylaminocarbonyl , aminothiocarbonyl , 
alkylaminothiocarbonyK dialkylaminothiocarbonyl, 
nitro, cyano, hydroxycar bonyl and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl , 
polyhaloalkoxy«. alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same cr 
different and are one or tvo propargyl, alkoxyalkyl. 
alkylthioalkyl« alkyl, alkenyl* haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthlo, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulf onylamino. 
alkylcarbonylamino, polyhaloalkylsulfionylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl* 
aryldialkylsilyl. triarylsilyl, sulfonic acid and 
derivative salts, ph sphonic acid and derivative ' 
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salts, al)coxycarbonylamino, alkylaminocarbonyloxy, 
dlalkylaminocarbonyloxy. allcenyl, polyhaloalkenyl. 
alJcenyloxy, alJcynyl. allcynyldxy, polyhaloalkenyloxy . 
po ly ha 1 oa 1 Icy ny 1 , p o ly ha loalkynyloxy. 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyL. alJcoxycarbonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
acyloxyiminomethyl . hydrazonoaethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono«>« di* or polysaccharide, 
haloalkyl, haloalkenyl. haloalkynyl. alkoxyallcyl, 
aryloxyr aralkoxy. arylthio. aralkylthio, 
alkylthioalkyl. arylthioalkyi, arylsulf inyl. 
arylsulfonyl, haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio. 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl. . 
alkoxysulfonyl. aryloxystlf onyl. propargyloxy. 
aroyl. haloacyl. polyhaloacyl, aryloxycarbonyl, 
aminosulf onyl . alkylaminosulf onyl . 
dialkylaminosulf onyl, arylaminosulf onyl. 
carboxyalkoxy. carboxyalkylthio. 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhalcacyloxy. aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy. arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy. 
aroylamino, haloacylamino. alkaxycarbonyloxy, 
arylsulfonylamino. aminocarbon* loxy, cyanato, 
isocyanato. isothiocyano. cycloalkylamino. 
trialkylammonium. arylamino. aryl(alkyl} amino, 
aralkylamino. alkoxyalkylphosphinyl. 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl. 
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dlalkoxyphosphino'. hydtoxyamino. alkoxyamino. 
atyloxyamino, atyloxylmino, oxo, thlono, 
allcylaminoallcoxy, dialkylamlnoalkoxy, alkoxyalkoxy. 
allcoxyalkenyl. cyanoalkoxy. dialkylsulfonlum, 

-X» ■ X, -X ■ R3 f ■ X-R3 , 

11 II 
-X - R3 . - P - Y2R4 . -Y4 - P - Y2R4 

or 



Y3R5 



wherein X, R^, R^. Rg, Yj^. Y^. Y^ and 

Y^ are as defined in claim 1. 
4 

73. The method o£ claim 53 in which the 
compound has the formula 



o Y« 

^ 



Wherein: 



R' , is as defined for R^ in claim 1; 

21 1 
^'32 defined for X in claim 1; and . 

Y'b^. Y» ^, Y' „ and Y' . are the 
96 97 98 99 

same or different and are hydrogen, halogen, alkyl 
or allcoxy. 
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74. Tbe metbod o£ claim 53 in whicli the 
compound has the formula 



x«o,c oz; 



CI 

wherein: 

R*22 defined for R^^ in claim 1: 

and 

X' and 2* are independently 
33 4 

hydrogen, halogen, hydroxy, alkyl. alkoxy. 
alkylcarbonyl or alkoxycarbonyl. 

75. The method of claim 53 in which the 
compound has the formula 




76. The method of claim 53 in which the 
compound has the formula 




CI 
Ci 
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77. Tbe method o£ claim 53 in which the 
compound has the £ormula 



CI 




78. The method of claim 53 in which the 
compound has the formula 




a 



79. The method of claim 53 in which the 
compound has the formula 




80. The method of claim 53 in which the. 
compound has the formula 

a 




a 
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ai. The method of claim 53 in which the 
compound has the formula 



CI 




82, The method of claim 53 in which the 
compound has the formula 




83. The method of claim 53 in which the 
compound has the formula 




84. The method of claim 53 in which the 
compound has the formula 
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85. The method of claim 53 in which the 
compound has the formula 




86. The method of claim 53 in which the 
compound has the formula 

CI o 

■ 

67. The method of claim 53 in which the 
compound has the formula 




88. The method of claim S3 in which the 
compound has the formula 
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OCH, O 

« 

89. The method of claim 53 In which the 
compound has the formula 

o 

90. The method of claim 53 in which the 
compound has the formula 




91. The method of claim 53 in which the 
compound has the formula 




92. 

compound has 



The method of claim 53 in which the 
the formula 

O 
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93. A method of increasing crop yield 
which comprises applying to the crop an effective 
amount, sufficient to increase crop yield without 
substantially inhibiting plant photosynthetic 
electron transport, of a compound of claim IDS. 

94. , The method of claim S3 wherein the 
compound is applied to the crop in an amount 
sufficient to increase crop yield without causing 
substantial inhibition of plant photosynthetic light 
reactions. 

95. The method of claim 53 wherein the 
compound is applied to the crop at a condition of 
substantially no plant water stress. 

96. The method of claim 53 wherein the 
compound is applied to the crop at a period prior to 
the plant reproductive growth phase. 

97. The method of claim 53 wherein the 
compound is applied to the crop at a period prior to 
substantial soil moisture loss. 

98. The method of claim S3 wherein the 
coiipound is applied to the crop at a period during 
the plant reproductive growth phase. 

99. The method of claim 53 wherein the 
compound is applied to the crop at a concentration 
of from about 0.1 to about 100 pounds of compound 
per acre. 
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100. Tbe method of claim 53 vhezein the 
compound is applied to the crop at a concentration 
of from about 0.25 to about 15 pounds of compound 
per acre. 

101. The method of claim 53 wherein the 
crop is any agronomic or horticultural crop. 

102. The method of claim 53 wherein the., 
crop is selected from corn, cotton, sweet potatoes, 
white potatoes, alfalfa, wheat, rye. upland rice, 
barley, oats, sorghum, dry beans, soybeans, sugar 
beets, sunflowers, tobacco, tomatoes, canola, 
deciduous fruit, citrus fruit, tea, coffee, olives, 
pineapple, cocoa, banana, sugar cane and oil palm. 

103. The method of claim 53 wherein the 
crop is transplanted stoctc. 

104. The method of claim 103 wherein the 
transplanted stoOc is selected from tobacco, 
tomatoes, eggplant , cucumbers, lettuce, 
strawberries, herbaceous bedding plants, woody 
shrubs and tree seedlings. 

105. A compound having the formula selected 
from the following: 
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Wherein: 

R represents unsubstituted or 
24 

substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

x^^ represents 0, s, SO, so^, nh, 
-CH^O-, -CH^S-, -CHCCH^)©^, ^CH(CN)0-, 
-CH-NO", -C(CH2)-N0-, -CH^CH^O-, -CH^CH^-. 
-CSC-, -CH^SO-. -CH^SO^-. -OCH^CH^O-, 

-CH(allcyl)- or -C0NH-: 

j is a value of 0 or 1; 

a is a value of from 2 to 4 inclusive; and 
y^^ is the same or different and 
represents halogen, alkyl. cyano, polyhaloalkyl, 
alkoxy, polyhaloalkoxy, alkylthio. allcylsulf inyl, 
aDcylsulf onyl, nitro, acyl or polyhaloalkylsulf onyl 
provided that (i) at least two ring position pairs 
selected from 2 and 4, 2 and 6, 2 and 3, and 3 and 4 
are substituted with the same or different halogen: 

(ii) when ring positions 2,4 and 6 are substituted 
with chlorine and j is a value of 0 and is 
SO^, then R^^ is not unsubstituted phenyl: and 

2 24 

(iii) when ring positions 2,3 and 5 are substituted 
with chlorine and j is a value f 1 and X^^ is S, 
then is not unsubstituted phenyl; 
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wherein: 



R^^ represents oinsubstituted or 



substituted phenyl « 1- or 2-naphthyl or heteroaryl; 
X represents O, S. SO, SO , NH, 

JL X -M 

CH^. a single covalent bond, -CH^O-. -CH^S-, 
-CH(CH^)0-, -CH(CN)0-, -CH=NO.. -C(CH^)«NO-, 
-CH^CH^O-. -CH^CH^-r -CSC-. --CH^SO-, 

•CH^SO^-, -OCH^CH^O-. -CH(allcyl)- or -conh-; 

b is a value o£ 2 to 3: and 

Y ^ is the same or different and 
20 

represents halogen, alkyl, cyano, polyhaloallcyl, 
polyhaloalkoxy, alkoxy. alkylthiOr alkylsulf inyl, 
alkylsulfonyli nitro, acyl or polyhaloalkylsulf onyl 
provided that at least two of Y^^ are halogen; 



R»— X„-^_VYa (iii) 



wherein: 



R represents unsubstituted or 
2o 



substituted phenyl, 1- or 2^naphthyl or heteroaryl; 

X represents 0, S, SO, SO , NH, 
CH^, a single covalent bond, -CH^O-, -CH^S-, 



I 
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-CHCCHj)©-. -CH(CN)0-. -CH-NO-. -C(CH3)«NQ-. 

-CH^CH^O-, -CH^CH^-. -CSC-. -CH^SO-, 

-CH 50 -OCH CH 0-, -CH(allcyl)- Ot -CONH-; 

^21 ^22 independently the same 
or different halogen; and 

represents hydrogen, halogen, alkyl, 
polyhaloalkyl, alkoxy, polyhaloalkoicy. cyano, 
alJcylthiOc alkylsulf inyl. alkylsulfonyl, nitro, acyl 
or polyhaloalkylsulf onyl; 




(iv) 



wherein: 

R^^^ represents unsubstituted or 
substituted phenyl, 1- or 2-naphthyl or heteroaryl: 

X^^ represents 0, S, SO, SO^. NH, 
CH^, a single covalent bond, -CH^O-, -CH^S-, 
-CH(CH^)0-, -CH(CN)0-«, -CH-NO-. C(CH^)«NO-, 
-CH^CH^O-. -CHgCH^-. -CSC-. -CH^SO-, 
-CHgSO^-. -OCHjCHjO-. -CH(alkyl)- or -CONH-: 

Y^^ represents halogen: and 

24 

Y and Y independently represent 

25 2 6 

hydrogen, halogen, alkyl, p lyhal alkyl, alkoxy, 
polyhaloalkoxy, cyano, alkylthio, alkylsulf Inyl, 
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alkylsulfonyl. nitro, acyl or polyhaloallcylfiulfonyl 

provided that at least one of Y^g and Y^^ is 

halogen and further provided that when Y^^. Y^g 

and Y^^ are chloro and X,, is 0. then R is 

26 13 27 

not unsubstituted phenyl: 



(V) 



Wherein: 

R represents imsoibstituted or 
28 

substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

M represents 0, S. SO, SO , NH. 
14 * 
CH^t a single covalent bond, -CH^O-. -CH^S-. 

-CHCCH^)©-. -CH(CN)0-, -CHaNO-, -C(CH^)«NO-. 

-CHjCH^O-, -CH^CHj-' -CSC^, -CH^SO-, 

-CH^SO^^. -OCH^CH^O-. -CH(alkyl)-. or -CONH-: 

Y and Y^^ are independently halogen; 
27 28 



and 



y represents hydrogen, halogen, alJcyl, 



polyhaloalkyl. aXkoxy, polyhaloalkoxy, eyano. 
alkylthio. alkylaulfinyl, alkylsulf onyl, nitro, acyl 
or -polybaloallcylsulfonyl: 
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Where la: 



R^^ represents unsubstltuted or 



substituted phenyl. 1- or 2-naphthyl or heteroaryl; 

CH^. a single covalent bond. -CH^O-, -CH^S-, 
^CE{ai^)0', -CH(CN)0-, -CHtiNO-, -C(CH^)-NO-, 
-CH^CH^O-, -CH^CH^-. -CSC-, -CH^SO-. ^ 
-CH^SO^-. -OCH^CH^O-. -CH(aHcyl)- or •CONH-; 
and 

Y . y and Y independently 
represent hydrogen, halogen, alkyl, cyano. 
polyhaloallcyl. alkoxy. polyhaloalJcoxy alkylthio, 
alkylsulf inyl. alkylsulf onyl, nitro, acyl or 
polyhaloalteylsulfonyl provided that at least two of 
^30' ^31 ^32 halogen; 




(vii) 



wherein: 



R^^ represents unsubstituted or 



substituted phenyl, l- or 2-naphthyl or heteroaryl: 
CH^i a single covalent bond, -CH^o-, -CH^s-, 

-CH(CH^)0-. -CH(CN)0-. -CH-NO-, -C(CH^ ).«N0-, 
-CH^CH^O-. -CH^CH^-. -C5C-. -CH^SO-. 
-CHjSO^-. -OCHjCHjO-, -CH(alkyl)- or -CONH-; 
and 

Y.. and Y,- independently 

33 34 35 

repr sent hydrogen* bal g n, alkyl« cyano, 

p lyhaloalkyl. alkoxy. polyhaloalkoxy. alkylthio. 
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alkylsulf inyl, alkylsulfonyl. nitro. acyl or 
polyhaloalkylsTilfonyl provided that (I) at least two 
of Yg^ and Y^^ are halogen^ <ii) when 

Y and Y^^ are both chloro and X is O, then 
34 35 Id 

is not unsubstituted phenyl, and (iii) when 

Y and Y are both chloro and X^. is O, then 
33 34 16 

R.- is not unsTibstituted phenyl or 4-niethoxyphenyl; 




(viii) 



wherein: 

d is a value of from 0 to 4 inclusive; 

e is a value of 1 or 2 provided that d -f- e 
are not greater than 5; 

R^^ is the same or different and 
represents unsubstituted or substituted aryl 
provided that when R^^ is 2- or 4-aryl then d.is 
not O; aralkyl provided that when R^^ is 4-aralkyl 
then d is not O; alkoxy, cycloalkoxy, aryloxy. 
aralkoxy provided that when R^^ is 4-aralk03cy then 
d is not O: arylaryloxy, aralkoxyaralkyl, 
arylaralkoacy, aryloxyaralkyl. aryloxyalkyl, 
aryloxyaryloxy, aralkoryaralkoxy, aryloxyalkoxy, 
alkylthio, alkenylthib* arylthio. aralkylthio, 
arylthioaralkyl, arylsulf onylarylsulf onyl, 
alkylamino, dialkylamino, acylory, aroyloxy. 
alkoxycarbonyloxyt phenylazo provided that x^^ is 
O or S: naphthylazo, or -OCH o- or -OCH CH o- 
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which join adjacent carbon atoms to form a five- or 
six-membered ring: 

Y is the same or different and 
represente^halogen. alKyl. alJtenyl. allcynyl. 
-CH-CHCH-CH- which joins adjacent carbon atoms to 
form a six-membered ring, -(CHj)^. nitro. cyano. 
haloalkyl, or polyhaloalkyl: 

X represents 0. S. NH. CH^. -CH^o-, 
-CH s- or -OCHjCH^O-; 

Y represents halogen: and 

Y represents halogen, alkoxy, 
alkylthio, alkylsulf onyl. polyhaloalkoxy. 
polyhaloalkyl. cyano. nitro or .unsubstituted or 
substituted arylthio. aryloxy or arylsulf onyl: 



(R«)fw=r 



Y4d 



wherein: 



f is a value of from 0 to 5: 



R is the same or different and 
repreaents"alogen. alkyl. alkenyl. alkynyl. 
polyhaloalkyl. cyano. nitro. alkylamino. 
dialkylamiho. alkoxy. polyhaloalkoxy. alkylthio. 
alkylBulfinyl. alkylsulf onyl. polyhaloalkylsulfon-.l. 
acyl. COjCalkyl) . CONH(alkyl) . CONCalkyDj. 
SO,N(alkyl) . alkylcarbonyloxy. 
alkoxycarbonylory. or unsubstituted or substituted 
aryloxy. arylthio. arylsulf onyl or aroyl: 
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represents O, S, CH^. a single 
covalent bond or -C«C-: 

represents halogen, polyhaloalkoxy. 
polyhaloalkyl. cyano. alkylsulfonyl, 
alJcylsulfonyloxy, polyhaloalkylsulfonyl or 
polyhaloalJcylsulfonyloxy; and 

Y^Q represents haloalkyl, polyhaloalkyl. 
alkoxy provided that X^^^ is not S or a single 
covalent bond: polyhaloalkoxy. cyano, alkylthio 
provided that X^g is not 0 or a single covalent 
bond; alkylsulfonyl. nitro. dialkoxyphosphinyl or 
t r i a 1 ky 1 ammo n ium ; 




wherein: 

Y.^ is the same or dif '.erent and 

41 

represents halogen: 

Y.^ is the same or different and 
42 

represents halogen, alkoxy, alkylthio or 
polyhaloalkoxy; and 
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represents O, -s-S-, 
-P(aO)(0-al}cyl)-. -P(allcyl)-. -P(o-aHcyl)-, 
Bulflnyl. sulfonyl* thiosulf Inyl, a single covalent 
bond, carbonyl. amLnocarbonylamino, amlnooxalyl* 
amino, aminocarbonyIal)cylenecarbonylamlno« 
aminoalkyleneamlno, unsubstituted or substituted 
oxyaryloxy provided that 1.3-arylenebis(o3cy) is 
substituted with at least one substitutent; oxyaryl- 
alkylaryloxy, oxyarylthioaryloxy. , 
oxyarylsulfonylaryloxy and oxyarylaryloxy;. 



(Xi) 



wherein: 



independently halogen; 
g is a value o£ from 0 to 5 inclusive: 
R^^ is the same or different and 
represents halogen, alkyl* alkenyl. alkynyl. 
polyhaloalkyl, cyano, nitro, amino, alkylamino, 
dialkylamino, alkoxy, polyhaloalkoxy. alkylthio, 
alkylsulf inyl, alkylsulf onyl. polyhaloalkylsulf onyl, 
alkoxycarbonyl, alki^laminocarbonyl, aminoearbonylt 
dialkylaminocaibonyl« dialkylaminosulf onyl. 
alkylaminosulf onyl, aminosulf onyl, alkylcarbonyl« 
dialkoxyalkyl. alkylcarbonyloxy, 
alkylcarbonylalkylamino. -CH«CHCH«CH- which joins 
adjacent carbon atoms to form a six-membered ring," 
or unsubstituted or substituted aryl. aralkyl. 
aryloxy, arylthio. arylsulfonyl or aralkoxy; and 

represents -CH(alkyl)0-. 
-CCalkyDjO-. -OCH^-. -CH^O-. ^CH^-. 
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-C (halogen) 2- -OCH^O-. -OCH^CH^O- or -CSC- 

provided that g is a value of at least 1: 

-OCH(alkyl)-. -OCCallcyDj. -OCH(al)cyl)0-. 

-OCCalkyDjO-. -OCHCallcyDCH^O-. 

-ocHCallcyl)CH(alkyl)o-. -CH(alkyl)CH(allcyl)-, 

-CH(alkyl)-. -CCalkyDj-. -CH^CH^O-. 

-OCHgCHj-. -CHCalkylKHgO-. -CH^CH^-. 

-CH(CN)0-. -C(alkyl)(CN)0-, -CH(polyhaloalkyl)p-. 

-C(CN)-NO-. -C(NH alkyl)-NO-, -CCNCalkyDjl-NO-, . 

-C(S-alkyl)-NO-. -C(0-alkyl)-NO-, -SC{-0)0-, 

-NHC(-o)0-, -N(alkyl)C(-0)0-. SO, SOj. 
-CHjSCOj^-. -CH(alkyl)S(0)j^-. -SCOj^CH^.-. 
-OC(-S)S-. -C,(-0)S-. -C(-S)-S-, -NH(alkyl)CC-0)S-. 
-0(C»O)S-, -MCRg^)-. -SOjNH-. -SO^NCalkyl)-, 
-CONH-. -CON(alkyl)-, -sc(-0)N(alkyl)-. -S-C(-0)NH-, 
-NHSOjNH-. -NCalkyDSO^NCalkyl)-, 
-NCalkyDSOjNH-. -NHSO^NCalkyl)-, 
-C(0-alkyl)-N-. -C(S-alkyl)-N-. -CH(halogen)-. 
-C(alkyl) (halogen), -CH(CN)-. -C(alkyl) (CN)-. 
-NH(alkyl)NH-. -NH-N(alkyl)-: -NH-NH- or -N=N- 
provided that R^^ is not nitro: -C(«0)-. 
-c(»0)C(»o)-. -CH(O-alkyl)-, -CH2C(-0)-, 
-C(-0)CH2. -CH(alkyl)C(-0)-. -C(-0)CH(alkyl)-. 
-ai»CH-. -c(alkyl)-CH-. -CH»c(alkyl)-. 
-C ( a Iky 1 ) »C ( a Iky 1 ) - . -C ( -O ) CH-CH- , 
-p(Y^^)(Y^^-alkyl)-, unsnbstltuted or 
substituted -PCY^j) Cif^^-atyl) or arylene, 
-sithalogen)2-. -slOlkyD^. -ocC-0)NCalkyl)-. 
-0CH2C(-O)N(alkyl)-, -N(alkyl)CON(alkyl)-; 
-0C(-O)llH-, -NHCONH-. -SOjNHCC-O)^-. or 
-NHC{-S)NH provided that g is a value of at least l: 



wo 87/04321 



PCT/US87/00240 



- 745 - 




-C(alkyl)-C(al)cyl)- 

wherein h is a value of from O to 2 inclusive, R^^ 
represents acyl. alkylsulf onyl. polyhaloalkyl. 
polyhaloacyl. polyhaloalkylsulf onyl or unsubstituted 
or substituted aroyl or arylsulfonyl and Y^^ and 
Y are independently O or S; 



\rtierein: 

R.. represents an unsubstituted or 

3 5 

substituted heterocyclic ring system selected from 
isoxazole. isothiazole, pyrazole. imidazole, 
l,2.4-tria20le, 1.2,4-oxadiazole, 1,3,4-oxadiazole, 
1.2,4.-thiadiazole, 1.3.4-thiadiazole. oxazole, 
thiazole, benzopyrazole, benzimidazole, benzoxazole, 
benzothiazole. Indole, pyrrole, furan, thiophene, 
benzofuran, benzothiophene, pyridine, pyrimidine. 
pyrida?ine, pyrazine, 1,3,5-triazine, 
1,2,4-triazlne, quinoline, isoquinoline, 
quinazoline, phthalazine, benzopyridazine, 
benzopyrazlne, carbazole, dibenzofuran, 
dibenzothiophene, benzoxazine, phthalimide, 
benzopyran, dibenzopyridine, pyridopyridine, 
pyrazolopyrimidine, tetrahydropyrimidinedione, 
coumarin. pip ridine. m rpholine. tetrahydrofuran. 



44 




(Xii) 
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tetrahydrotiiiophene. pycrolidine, thiomorpholine, 
piper idine-2-oiie, piper idin6-2,6-dione^ 
2.5-pyrrolidinedione, 3-morpholinone, 
2-oxohexamethyleiieiiaine, 2-oxotetraioethyleneimine, 

1- pyrazoline, 2-pyra2oliiie, pyrazolidine, 

2- iiaidazolidizione« 2-imidazolidinethioiie« 
2,4-iiaidazolidinedione. 1. 2-oxathiolane, 
1,3-oxatliiolane, 1,3-oxatiiiane, 1.4-oxathiane, 
2(lH)-pyra2inone, 2H-pycan-2-oae, 4H-pyran-4-one. 
2H-pyran-2-thione, 4H-pyran-4-thione, 
tetrahydropyran. tetrahydrothiopyran. 
7«oxabicyclo [2 . 2 . l]lieptane . 

7-a2abicyclo[2,2,l]heptane. oxetane, coumarin, 

1,3-dioxane. 1.4-dioxane or 1,3-dioxolane; 

X^, represents O, S or NH provided that 
21 

when X^^ is NH then R^^ is not pyridine, and 

when X^, is S then R^^ is not unsubstituted 
21 35 

benzothiazole; and 

Y,^ and Y.. are independently halogen; 



Rvt Ru 

(xiii) 



E37 I 



47 



or 
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(xiv) 



wherein: 

R^^ and Independently represent 

halogen, nitro. cyano. polyhaloalJcyl. 

polyhaloalkoxy. allcylsulf onyl, 

polyhaloalkylsulfonyl. acyl, alko3cycarbonyl, 

polyhaloalkylsulfonyl or Provided that 

only one of R^^ and R,^ may be R^^-X^^- at 
^ 37 38 39 22 

any one time; 

R^^ represents unsubstituted or 
39 ^ 

substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

X represents 0« S, SO, 50^ « CH^, a 

22 2 2 

single covalent bond. -CH^O-, -CH^S-, 
-CHCCH^)©-. -CH(CN)0-. -C(CH^>»NO-.. 

-CH SO -OCH CH 0-. -CH(alkyl)- or -CONH-: 

Y^^ represents halogen; and 
47 

B^^ represents O, S« mi or NR^^ wherein 
R^^ represents alkyl. alkylsulf onyl, alkenyl, 
alkynyl, alkoxycarbonyl; unsubstituted or 
substituted aryl, aralkyl* aryloxy, arylamino, aroyl 
or arylsulfonyl: ptovided that (1} when B.. is 
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R^^-SO^NC, R^^-O-N^or R^^-NH-N^, then both 

R^^ and R^g are other than ^39-^22"' ^^^^ 
when B^^ is other than R^^-Nr, Rg^-alkyl-N^. 
R39-C(.0)-N<, Rjg-SO^N^ R3^-0-N<or 
R^^-NH-NC. then one of ana Rj^ Is 
R39-X22-; ana ^lii) when Rg^ ana Y^^ are 

both chlorine and X^^ is a single covalent bona in 

22 

formula (xiii), then R^g is not unsubstitutea 
phenyl ; 



^15 I 



(XV) (xvi) 
wherein: 

R^^ ana R^2 iadependently represent 

halogen or R,^-X^^- provided that only one of 

R^^ and R^^ may be 243-^23- at any one time: 

R^^ represents unsubstituted or 
43 

substituted phenyl, 1- or 2-naphthyl </r heteroaryl; 

X23 represents O, S. SO, SO^, CH^t a 
single covalent bond, -CH^O-, CH^S-, 
.-CH(CH2)0-. -CH(CN)0-. -C(CH^)«NO-. 
-CHjCH^O-. -CHjCH^-. -CSC-. -CH^SO-, 
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-CHjSOj-. -OCHjCHjO-. -CH(alkyl)- or -CONH-; 
and 

represents 0. S. NH or NR^^ wherein 
E^^ represents alkyl, alkylsulf onyl. 
polyhaloalJcylsulfonyl. alkenyl, alJcynyl, 
alkoxycarbonyl; unsubstituted or substituted aryl, 
aralkyl. aryloxy, arylamino, aroyl or arylsulf onyl; 
provided that when 3^^^ is R^j-NC 

or R^g-NH-NC. then both R^^^ and R^^ 
are other than ^^^'^22''' further provided 
that when B^^ is other than R^^-N^.R ^-alkyl-N;^ 
. R43-C(oO)-NC. R43-SO2N;'. R^^-o-NCor 

R.,-NH-N^. then one of R,, and R., is 

41 42 

°43"^23"= 





(XVii) (XViii) 

Wherein: ' 

^5' ^6• ^7' ^8 
independently represent hydrogen, halogen, nitro, 

cyano, polyhaloalkyl, polyhaloalkoxy, alkylsulfonyX. 

polyhaloalkylsulfonyl. acyl, alkylthio, alkyl. 

alkoxy. alkylsulfinyl or R^g-X^^- provided that 

one of R^g. R^g. R^^. and R^^ is 

^aq'^^a" further provided that R„, E . 
*' 45 46 
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R^^, and include no more than two of 
hydrogen, alkyl or alkoxy at any one time: 

^49 represents unsubstituted or 
substituted phenyl, 1- or 2-naphthyl or heteroaryl; 

^24 ^eP^e»«ats o. s, so. sOg, CHj. a 
single covalent bond, -CH^O-, -CH^S-, 
-CHCCH^)©-. -CH(CN)0-.^ -CH«NO-. -CCCH^)-^-, 

-CH^so^-, -OCH^CH^o-, -CHCalkyl). or -CONH-: 

^48 ^®P^®s®^^8 halogen; and 
Bj^g represents o, s or NH; 




(xix) 



wherein: 

^50 ^^P^^^^^^s unsubstituted or 
substituted,- carbocyclic or heterocyclic ring system 
selected from a monocyclic aromatic^ or nonaromatic 
ring system, a bicyclic aromatic or nonaromatic ring 
system, a polycyclic aromatic or nonaromatic ring 
sy?cem, and a bridged ring system which may be 
saturated or unsaturated; 

Bj^^ represents -CH-N-, -N»CH-, -CH-CH-, 
-CO-, -SO^-. -CH^CO-, -COCH^-. -CONH-, -NHCO-, 
-SOjNH-, -NHSO^-t -S02N(alkyl)-., 
-N(alkyl)S02-. "^^^2"' 
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-N(al)cyl)-. -OCH^-. -SCH^-. -NHCH^-, 

-NCallcyDCH^-. -SCO-. -OCH^-. -0C0-. -CH^-. 

-CH CH - or -SCH^CO-; provided that when B,^ 
2 2 2 17 

is -CO- and R^^ is phenyl « then the phenyl is 
substituted; and 

Y^, and Y^^ are independently halogen: 

54 55 




(XX) 



Wherein: 



represents or unsubstituted or 



substituted, carbocyclic or heterocyclic ring system 

selected from a monocyclic aromatic or nonaromatic 

ring system, a bicyclic aromatic or nonaromatic ring 

system, a polycyclic aromatic or nonaromatic ring 

system, and a bridged ring system which may be 

saturated or unsaturated: • 

represents -CH-N-, -N«CH-, -CHaCH-, 

-CO-, -SO^-. -CH^CO-, -COCHj-. -CONH-. -NHCO-. 

-SO^NH-. -NHSO^-. -SO^NCalkyl)-. 

-NCalKyDSO^-. -OSO^-. -CS-. -N(, 

-NH-;-N(alkyl)-. -OCH^. -SCH^-. -NHCH^-. 

-NCalkyDCH^. -S-CO-. -OCH^-. -0C0-. -CH^-. 

-CH^CH,- or -SCH^CO-: 
2 2 2 
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represents -CH^- or -CH(allcyl)-: 
and i is a value o£ 0 or 1; and 

Ygg and Yg^ are independently halogen; 




(XXi) :r 



wherein: 

-CHjCH-CCCHg )0CH2- , -CH^CH^SCH^CHCCHg )- . 

-CH,CH,SCH,CH,-. -CH,SCH,CO-. 
2 2 2 2 2 2 

-COCHjC (CHg ) jCHjCO- . 
- COCH^CH ( C ) CHjCO- » 

-CONH ( CgHg ) CH^CHgCO- . -COC (CH^ ) ^NHCO- , 
-CH2N(CgHg)CH2CH2-, 

-CH^CH^OK CgHg ) CH^CH^- . -CO (CH^ ) 3CO- . 
-00(^2)2^0-. -COCH2CH(CH2)CH2CO-. 
-COCH< CH^ ) CH2CO- . -COC ( CH^ ) 2CH2CO- , 
-COC (CHg ) jC ( CH3 ) 2CO- . -CO ( CHg ) ^CO- , 
-CO(CH2)gC0-. -CO(CH2)5CH2-.' . 
-CO(CH2)4CH2-. -C0(CH2)3CH2-. 
-CO(CH2)2CH2-. -COCHjSCHjCO- . 
-COCH2N(Rg2)CH2CO-, -COCH2OCH2CO- . 
-COCHjSCS-. -COCH-CH-N-CH-, 
-CH2CH(CgHg)CH2-N«CH-. or -COj-CHjCHj- ; 



I 

wo 87/04321 



PCT/US87/00240 



- 753 - 



Rg2 xepxeseate hydxoyea^ alkenyl: 
unsubstituted oz substituted azyl oc alkazyl; and 
and Y^^ ate independently halogen: 



RjT-Xj^^ (xxii) 



vheteia: 

represents unsubstituted or 
substituted cycloalkenyl, cycloalkadienyl . 
cycloalkatrienyl. bicycloalkyi, bicycloalkenyl, 
bicycloalkadienyl, tricycloalkyl, tricycloalkenyl or 
tricycloalkadienyl in which the permissible 
substituents are the same or different and are one or 
more alkyl« halogen, haloalkyl, polyhaloalkyl, 
alkoxy. alkylthio. alkylsulf onyl. polyhaloalkoxy, 
nitro, cyano, acyl, aroyl. aryl, alkoxyqarbonyl, 
alkoxycarbonyloxy, acyloxy. oxo, or -CHaCHCHoCH- or 
-CH-CHCH^- which join adjacent carbon atoms *tc form 
a 6ix-or five member ed ring: 

Y and Y are independently halogen; 

and 

X^g represents O, S, NH. CH^, -CH^O- 
or a single covalent bond; 
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(xxlii) 

wherein: 

is the same or different and is one or 
more hydrogen, halogen, allcyl, aryl, aralkyl. 
alkenyl, alkynyl. polyhaloalkyl, NH^. llH(allcyl). 
IKallcyl)^. alkoxy, polyhaloalkoxy, alkylthio. 
alkylsulf inyl, alkylsulf onyl, aralkoxy. co^alkyl, 
CONH(alkyl). CONHj. coNCalkyDj, 
SO^NCalkyDj. SO^NHCalkyl) , SO^NH^, acyl. 
COCO-alkyDj. acyloxy, acyl-CON(alkyl) . or 

2 , 3- ( -CH-CHCH-CH- ) , 3 , 4- ( -CH-CHCH-CH- ) , 

2,3-(CH2)^- or 3.4-(CH2>^- Which join the 

adjacent carbon atoms to form an unsubstituted or 

substituted six-member ed ring; 

^26 O, S. SO, SO^, CH^r a 

single eovalent bond, -CHjO-, -CH^S-, 

-CH(CHj)0-. -CH(CN)0-, -CH»NO-, -C(CHg)«NO-. 

-CH^CHjO-. -CHgCHj-, -C5C-. -CH^SO-. 

-CH^SOj-, -OCHjCHjjO-, -OCHjCHj- Or 

-OCH^-; and 

Y and Y,. are the same or different 
50 51 
and are halogen: 
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R,_ cepiesents unsubstituted or 
substituted phenyl oz 1- or 2-naphthyl; 

X^^ represents -CHCalkyDO-. 
-CCalkyD^O-i -OCH^-. -Cdialogen)^. -OCH^o-, 
-OCH^CHjO-, -CHjO-' -CSC-, -OCH(alkyl)-, 
-OCCallcyl)^. TOCH(alkyl)0-, -OCCalkyD^O-, 
-OCHOlkyDCH^O-, -OCH(allcyl)CH(allcyl)0-, 
-CH(al)cyl)CH(alkyl)-, -CH(alkyl)-, -ccalkyl)^-. 
-CHjCHjO-. -OCHjCHj-. -CHCalkyDCH^O-, 
-CHjCHj-. -CH(CN)0-, -C(alkyl)(CN)o-. 
-CH(polyhaloalkyl)0-. -C(CN)-NO-, -C(NH alkyl)»NO-, 
-c [N ( alky 1 ) 2 ] -NO- . -c ( S-alkyl ) -NO- , 
-C(0-alkyl)-NO-. -SC(-0)0-, -NHC(-0)0-, 

-N(alkyl)C(«o>o-, SO. so^, ~ch^s(.q)^-, 
-CH(alkyl)S(0)j^-. -S(0)j^CH2-. -OC(-S)S-, 
-C(-0)S-. -C(-S)-S-, -NH(alkyl)C(.0)S-, -0(C»0)S-. 
-N(alkyl)-, -N(Rg^)-,-S02NH-. -SO^NCalkyl)-. 
-C0NH-. -coN(alkyl)-. -SC(-0)N(alkyl)-. -s-c(-0)NH-, 
-NHSO^NH-. -N(alkyl)SOjjN(alkyl)-, 
-NCalkyDiO^NH-, -NHSO^Ntalkyl)-, 
-C(0-alkyl)«N-, -C(S-alkyl)-N-. -CH(halogen)-, 
-C(alkyl) (halogen)-. -CH(CN)-. -C(alkyl){CN)-, 
-NH(alkyl)NH-. -NH-N(alkyl)-; -NH-NH-. -N-N-. 
-C(-O)-, -C(«0)CC-0)-. -CH(O-alkyl)-. -CH^CC-O)-. 
-C(-0)CH_. -CH(alkyl)C(-0)-. -C(-0)CH(alkyl)-, 
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-CH-CH-. -C{allcyl)»CH-. -C31=CCalkyl)-, 

-C(alkyl>=C{alkyl)-. -C(»0>CHaCH-, 

-P{Y^,) (Y^^-alkyl)-. unsubstituted or 
43 44 

substituted -^^^^^'^ (-^^^'^^y^^ arylene, 
-Si (halogen.) -SiOlkyDj. -OC(»0)N(allcyl)-. 
-OCH^CC-OJNCallcyl)-. -N(allcyl)COW(alkyl)-: 
-OC(»0)NH-. -NHCONH-. -SO^NHCCoONH-. -NHC(«S)NH, 
-CH-CH-. -C(allcyl)-CH-. -CH-C(alkyl)- or 

o o o 

-C(alkyl)-C(alkyl)-. 

Wherein h is a value of from O to 2 inclusive, R^^ 

34 

represents acyl« alkylsulfonyl. polyhaloalkyl. 
polyhaloacyl, polyhaloalkylsulf onyl or unsubstituted 
or substituted aroyl or arylsulfonyl and Y^^ and 

43 

Y^^ are independently O or S; 

44 

and are ijidependently O, S. 

C, -C^ alkylidene, substituted or unsubstituted 
is 

benzylidene. NH or NH* ' ' wherein ' • is alkyl. 

arylt aralkyl« alkenyl or alkynyl: and 

Y^^ and Y.^ are the same or different 
67 68 

and represent hydrogen. halogen* alkyl. cyano. 
polyhaloalkyl« alkoxy, polyhaloalkoxy. haloalkyl, 
alkylthio, alkylsulf inyl, alkylaulf onyl. nitro, 
aryl. polyhaloalkylsulf onyl, alkylamino^ 
dialkylamino, acylamino, acyloxy. alkylsulf onyloacy, 
arylsiilfonyloxy, alkenylsulf onyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy. 
phosphono or phosphino: 
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(XXV) 



R represents unsubstituted or 



substituted phenyl or 1- or Z-napbthyl ; 

X_- is NH, CH^ or a covalent bond; 



aryl. aralkyl. alKenyl or alKynyl; and 

■Y^^ and Y^^ are the same or different 
59 70 

and represent hydrogen, halogen, alkyl, cyano, ' 
polyhaloalkyl. alkoxy, polyhaloalkoxy, haloalkyl, 
alkylthio. alkylsulf inyl, alkylsulf onyl. nitro. 
aryl, polyhaloalkylsulf onyl, alkylamino, 
dialkylamino, acylamino, acyloxy, alkylsulf onyloxy, 
arylsulf onyloxy« alkenylsulf onyloxy, 
ha loalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
phosphono or phosphino, with the proviso that Y.. 
and Y^^ taken together do not represent either the 
same halogen or halogen and hydrogen: 





(xxvi) 



represents an uhsubstituted or 
substituted, unsaturat d or saturated, aromatic or 
non-aromatic heterocyclic ring system selected from 
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isoxazole* Isothiazole, pyra2ole« imidazole/ 
1.2«4^triazole< l«2,4--oxadia2ole, X« 3, 4-oxadiazQle, 
l»2,4««tliiadiazole. 1< 3,4-thiadiazale. oxazole, 
thiazole. benzopyrazole. benzimidazole« benzoxazole, 
benzothizole* indole, pyrrole furan, tblophene, 
bezizo£uran, benzothiophene« pyridine* pyrlmidine« 
, pyridazine, pyrazine« 1, 3 « 5-triazine. 
l«2«4-triazine, quinoline. isoquinoline^ 
quinazoline, phthalazine. benzopyridazine, 
benzopyrazine, carbazole« dibenzofairan« 
dibenzo thiophene « benzoxaz ine , phthalimide , 
benzopyran. dibenzopyridine, pyridopyridine, 
pyrazolopyrlmidine , tetrahydropyrimidinedione. 
piperidine, morpHoline, tetrahydrofuran, 
tetrabydrothl'opbene , pyrrolidine , thiomorpholine , 
piperidine-2-one, piperidine-2, 6-dione^ 
2.S-*pyrrolidinedione, 3~iaorpholinone« 
2*oxohexaiiiethyleneimine • 2«oxote tramethyleneimine « 
l*-pyrazoline* 2-*pyrazoline. pyrazolidine, 
2-imidazolidinone, 2-imidazolidinetbione, 
2,4-imidazolidinedione. 1,2-oxathiolane, 
1 , 3-*oxathiolane . 1 , 3-oxathiane « 1, 4-oxathiane / 
2(lH)-pyrazinone« 2H*pyran-2-one, 4H-pyran--4-one, 
2H-pyran-2-thione. 4H-pyran-4-thione, 
tetrahydropyran, tetrahydrothiopyran« 
7-oxabicyc lo [ 2 • 2 . l ] heptane , 

7«-azabicyclo[2.2«l]heptan6, oxetane« coumarin, 

l«3-dioxane, 1,4-dioxane or l«3-dioxolane; 

x^^ represents -CH(alkyl)0-. 

-C(alkyl)^0-. -OCH -CH -CH,-. a 
2 - 2 2 2 

covalent bond, --CChalogen)^, -OCH^O*, 
-oCH^CH^o-p -oCH(alJcyl)-, -0C(alkyl)2. 
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-ocHOlkyDO-. -ocoikyDgO-, -ocHCalkyDCHjO-, 
-OCH(alkyl)CH(alkyl)0-, -CH(alkyl)CH(alkyl)-, 
-CH(alJcyl)-. -CCalkyl)^-. -CH^CH^o-. 

-OCH^CHj-, -CHCalkyDCHjO-, -CHjCHj-. 

-CH(CN)0-, -C(alkyl)CCN)0-. -OT(polyhaloalkyl)0-. 

-C{CN)-NO-. -C(NH alkyl)-NO-, -CtNOlkyDgl-NO-. 

-C(S-alkyl)«NO-, -C{0-alkyl)»NO-. -sc(»0)0-, 

-NHC(-O)0-. -N(alkyl)C(-0)0-, SO. SO^, 

-CHjSCOj^-. -CH(alkyl)SCO)j^-, -SCOj^CH^-. 

-OC(»S)S-, -C(-0)S-, -C{-S)-S-. -NH(alkyl)C(-0)S-, 

-0{C-0)S-, -NH-, -N(alkyl)-, -N(E ,)-,-SO,NH-, 

34 2 

-SO^NCalkyl)-, -CONH-. -CON(alkyl)-, 
-SC(«0)N{alkyl)-. -S-C(«0)NH-. -UHSO^NH-. 
-NOlkyDSOjNOlkyl)-. -N(alIcyl)S02NH-, 
-NHSOjNCaLkyl)-, -C(0-alkyl)-N-, -C(S-alkyl)-N-, 
-CHChalogen)-. -CCalkyl) (halogen)-, -CH(CN}-. 
-C(alkyl)(CN)-, -NH(alkyl)NH-, -NH-N(alkyl)-; 

-NH-NH-. -N-N-. -C(«0)-. -C(-0)C(-0)-, 
-CH(O-alkyl)-. -CHjCC-O)-, -C(-0)CH2. 
-CH(alkyl)C(-0)-. -C{»0)CH(alkyl)-, -CH-CH-, 
-C(alkyl)-CH-. -CH-cCalkyl)-, -C(alkyl)-C(alkyl)-, 
-C(-0)CH-CH-. -P(Y^,){Y, -alkyl)-. unsubstituted 

43 44 

ot substituted -PCY^^) (Y^^-aryl) or arylene, 
-SiChalogen)^-, -sKalkyl)^. -0C(-O)N(alkyl)-, 
-oCHjCC-ONCallcyl)-, -N(alkyl)CON(dlkyl)-; 

-OCC-ONH-, -NHCONH-, -S02NHC(-0)NH-, -NHC{-S}NH-. 
-CH-CH-, -C(alkyl)-CH-, -CH-C(alky'i.)- or 

-C(alkyl)-C(alkyl)-, 

wnerein b is a value of from O to 2 inclusive. B^^ 
represents acyl. alkylsulf onyl, polyhaloalkyl. 



I 
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polyhaloacyl. polyhaloalkylsultonyl or unsubstltuted 
or substituted aroyl or arylsulfonyl and Y^^ and 
Y,, are independently 0 or S; 

44 

and are independently O, 5, 

C^-Cg allcylidene, substituted or unsubstituted 

benzylidene« NH or NE* * ■ wherein ' ' Le alicyl, 

aryl. arallcyl, alkenyl or alkynyl; and 

Y^ and Y^^ are the same or different 
71 72 

and represent hydrogen. halogen, alkyl. cyano, 
polyhaloalkyl, alkoxy. polyhaloalkoxy, haloalkyl/ 
alkylthio, alkylsulf inyl, alkylsulf onyl. nitro, 
acyl. polyhaloalkylsulfonyl. amino, alkylamino, 
dialkylaraino. acylamino^ acyioxy, alkylsulf onyloxy, 
arylsulfonyloxy. alkenylsulf onyloxy.. 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
alkoxyca'rbonyl, alkylaminocarbonyl, aminocarbonyl, 
dialkylaminocarbonyl.' dialkylaminosulf onyl, 
alkylaminosulfonyl. aminosulf onyl, dialkoxyalkyl, 
arylsulfonyl. phosphono or phosphino; 



Cxxvii) 



R^, repLesents unsubstituted or 
substituted alkyl. alkenyl, alkynyl. cycloalkyl. 
cycloalkenyl. cyrtloalkadlenyl, cycloalkatrienyl, 
bicycloalkyl, blcycloalkenyl. bicycloalkadienyl. 
tricycloalkyl. tricycloalkenyl or tricycloalfcadienyl; 

represents -CH( alky 1)0-, 
-C( alky 1)20^. -OCH^-. -CHgO-. -CH^-r a 
covalent bond. -CChalogen)^* -OCH^o-. 
-OCH.CH.o-, -OCH(alkyl)-. -oc(alkyl)_. 
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-OCH{allcyl)0-. -OCCalkyDjO-. -OCHCaHcyDCH^O-, 
-OCH{allcyl)CH(allcyl)0-, -CH(allcyl)CH(allcyl)-. 
-CH(alkyl)-. -CCallcyl)^-. -CM^CH^O-. 
-OCH^CH^-. -CHCalkyDCH^O-. -CH^CH^-. 
-CH(CN)0-. -C(allcyl)(CN)0-, -CH(polyhaloalkyl)0-. 
-C(CN)-NO-. -C(NH alkyl)»NO-. -CCNCallcyD^J-NO-. 
-C{S-allcyl)»NO-. -C(0-alkyl)«NO-, -sc(»o)o-, 

-NHC(«0)0-. -N(alkyl)C(-0)0-, SO, SOj, 
-CH^SiO)^-. -CH(alkyl)S(0)j^-. ^S(0)^CH^-. 
-OC(«S)S-, -C(«0)S-, -C(»S)-S-. -NH(alkyl)C(-0)S-. 
-0(C«0)S-. -NH-, -N(alkyl)-. -NCR^^J-.-SO^NH-, 
-SO^NCalkyl)-. -CONHt. -CON(alkyl)-. 
-SC('-0)N(alkyl)-. -S-C(»0)NH-. -nhso^nh-, 
-N ( alky 1 ) SOjN ( a Iky 1 ) - , -N ( alkyl ) SO^NH- , 
-NHSOjNCalkyl)-, -C(0-alkyl)-N-. -C(S-alkyl)»N-. 
-CHChalpgen)-. -C(alkyl) (halogen)-, -CH(CN)-, 
-C(alkyl)(CN)-. -NH(alkyl)NH-. -NH-N( alkyl)-; 
-NH-NH-, -N-N-. -C(»0)-. -C(.0)C(«O)- . 
-CH(O-alkyl)-. -CH^CC-O)-. -CC-OCHj, 
-CH(alkyl)C(«0)-. -C(.0)CH{alkyl)-; -CH»CH-. 
-C(alkyl)»CH-. -CH-C(alkyl)-, -C(alkyl)-C(alkyl)-. 
-C(-0)CH-CH-. -P(y^2)(Y^^-alkyl)-, unsubstltuted 
or substituted -P(Y.-) (Y. .-aryl) or arylene, 

43 44 

-Si'halogen)^-. -sKalkyl)^. -0C(»O)N(alkyl)-, 
-oCH2C(-o)N(alkyl)-, -N(alkyl)CON(alkyl)-: 
-OC(-0)NH-. -NHCONH-. -SO^NHCC-p)!^-. -NHC(»S)NH 
-CH-CH-. -C(alkyl)-CH-, -CH-C(alkyl)- or 

0 . ^ O'^ ^0 

-C(alkyl)-C(alkyl)-. 

wherein b is a value of from O to 2 inclusive. H^^ 
represents acyl, alkylsulf onyl, po.lyhaloalkyl. 
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polyhaloacyl. polyhaloalkylaiilf onyl or unsubstltuted 
or substituted aroyl or arylsulfonyl and Y^^ and 
Y^^ are independently 0 or S; 

2 and Z are Independently O, S, 
7 8 

C -C allcylldene. substituted or unsubetltuted 

benzylidene. NH or NR' " wherein R'" is allcyl. 

aryl. aralKyl. alkenyl or allcynyl: and 

Y and Y are the same or different 
73 74 

and represent hydrogen, halogen, allcyl. cyano. 
polyhaloalkyl. allcoxy, polyhaloalkoxy, haloalkyl, 
alkylthio, alkylsulf Inyl. alkylsulfonyl, nitro, 
arylr polyhaloalJcylsulf onyl, alkylamino, 
dialkylamino, acylamino, acyloxy. alkylsulf onyloxy. 
arylsulfonyloxy. alkenylsulf onyloxy. 
haloalkylBulfonyloxy and polyhaloalkylsulf onyloxy j 



Wherein: 

®21 represents -CH2C(CH3)2SCH2-, 
-CH^CHoC (CH^ ) OCH^- . 
-CH^CHjSCHjCH ( CHg ) - . 
-CHjCH^SCHjCH^'-, -CH^SCHjCO-. 
-COCHjC ( CHg ) 2CH2CO- . 
-COCHjCH ( C^Hg ) CH^CO- , 
-CONH (CgHg ) CHjCHjO- . -COC (CH ^ ) ^NHCO- . 
-CHjCHjNCCgHgJCHjCH^-. 
-CH2N(CgHg)CH2CH2-. 
-CHjCH^CHCCgHg ) CHjCH^- . 
-COCCH^),^-. -CO(CH2)2C0-. 
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-COCH^CH ( CHg ) CHjCO- . -COCH ( CH3 ) CH^ CO- . 
-COC(CH2)2CH2CO-, 

-COC ( CHg ) ( CHj ) ^CO- . -CO ( CH^ ) ^CO- . 

-C0(CH2)5C0-, -CO(CH2)5CH2-. 

-CO(CH2)^CH2-. -CO(CH2)3CH2-. 

-C0(CH2)2CH2-. -COCH^SCH^CO-. 

-COCH2N(Rg2)CH2CO-, -COCHjOCH^CO-. 

-COCHjSCS- . -COCH-CH-N-CH- , 

-CH,CH<C.H-)CH,-N-CH- or -CO,-CH,CH,- 

2 6 5 2 2 2 2 

vhetein R^^ cepcesents bydrogen, alkenyl; 

unsubstituced oe substituted aryl or alkaryl; 

and Z^^ axe independently O. s. 

Cj^-Cg alkylidene, substituted or unsubstituted 

benzylidene, NH or NR'*' wherein R'*' is alkyl, 

aryl, aralkyl. alkenyl or alkynyl; and 

Y^g and are the same or different 

and represent hydrogen. halogen, alkyl. cyano. 

polyhaloalkyl. alkoxy. polyhaloalkoxy. haloalkyl, 

alkylthio, alkylsulf inyl. alkylsulf onyl. nitro, 

acyl, polyhaloalkylsulfonyl. amino, alkylamino. 

dialkylanino. acylamino, acyloxy. alkylsulf onyloxy. 

arylsulf onyloxy, alkenylsulf onyloxy. 

haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy. 

phosphono or phosphlno; 

R represents unsubstituted or 
substituted phenyl or 1- r 2-naphthyl; 
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^31 ^®P"S®°*^ -OCH^-. -CH^-, a 
covalent bond, -CChalogen)^. -CsC-. -OCH(alkyX)-, 
-OC(alJcyl)2» -CH(al)cyl)CH(aIkyl)-. -CH(allcyl)-. 
-ccalkyl)^-. -OCH^CH^-. -ch^ch^-, so, -s-, 
so^, -CHjSCOj^-. -CH(alicyl)S(0)j^-, 
-8(0)j^CH2-. -CH( halogen)-, -C(allcyl) (halogen) , 
-CH(CN)-. -C(allcyl)(CN)-, or -C(-O)-, -CHCO-alkyl)-. 
-CH^CC-O)-. -CC-OCHj. -CH(allcyl)C{-0)-, 
-C(»0)CH(allcyl)-, -CH-CH-. -C(alkyl)«CH-. 
-CH-C{alkyI)-. -C(alkyl)-C(alJcyl)-. -C(-0)CH»CH-. 

aiylene. -Sl(halogen)2>. -SKalkyDj. 
-CH-CH-. -C(alkyl)-CH-, ^CH-C(alkyl)- or 

o o o 

-C(alkyl)-C-(alkyl)-. 

Wherein h is a value of from o to 2 Inclusive; 
represents o, s, C -C 

11 i " 

alkylidene. substituted or unsubstituted 
benzylidene. NH or NR' " wherein R" ' is alkyl, 
aryl. aralkyl. alkenyl or allcynyl; and 

^77* ^78 ^79 ^^^^ 

different and represent hydrogen^halogen. alkyl. 

hydroxy, cyano, polyhaloalkyl. alkoxy, 

polyhaloalkoxy. haloalkyl, alkylthio. alkylsulf inyl. 

alkylsulfonyl, nitro. acyl, polyhaloalkylsulf onyl, 

alkylaminor amino, dialkylamino. acylamino, acyloxy, 

alkylaulfonyloxy. arylsulf onyloxy, 

alkenylsulfonyloxy, haloalkylsulf onyloxy. 

polyhaloalkylsulfonyloxy. phosphono or phosphino, 

with the proviso that when Y^^ is halogen and 

Y^g is hydrogen then Y^^ cannot be amino. 

alkylamino. dialkylamino or acylamino and with the 
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further proviso that when Y^^ and Y^^ are the 
same halogen then Y^^ cannot be hydrogen or 
hydroxy; 



substituted, unsaturated or saturated, aromatic or 
non-aromatic heterocyclic ring system selected from 
isoxazole, isothiazole« pyrazole, imidazole, 
1.2.4-triazole. 1.2, 4-oxadiazole. l,3,4-oxadia2ole. 
l,2.4«-thiadiazol6, I,3,4'-thiadia2ole, oxazole. 
thiazole, benzopyrazole, benzimidazole. benzoxazole, 
benzothizole, indole, pyrrole, furan, thiophene, 
benzofuran. benzothiophene, pyridine, pyrimidine, 
pyridazine. pyrazine, 1,3,5-triazine, 
1,2,4-triazine, quinoline, isoguinoline, 
guinazoline, phthalazine, benzopyridazine, 
benzopyrazine, carbazole, dibenzofuran, 
dibenzo-thiophene, benzoxazine. phthalimide. 
benzopyran, dibenzopyridine, pyridopyridine, 
pyrazolopyrimidine. tetzahydropyrimidinedione, 
piperidine, morpholine, tetrahydrofuran, 
tetrahydrothiophene, pyrrolidine, thiomorpholine, 
piper idine-2«-one« piperJdine-2,6-dione, 
2,5-pyrrolidinedione. 3-morpholinone, 
2-oxohexamethyleneimine, 2-oxotetramethyleneimine, 

1- pyrazoline, 2-pyra2oline, pyrazolidine, 

2- imidazolidinone, 2-imidazolidinethione, 
2,4-imidazolidinedione, l,2-.oxathiolan . 
1,3-oxathiolane, 1, 3-oxathiane, 1,4-oxathiane, 





represents an unsubstituted or 
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2(lH)-py£azinone« 2H-py£an-2-one. 4H-py£an-4-one, 
2H-py£an-2- tbione , 4B-py£an-4-thione , 
tetzahydcopyzan. tetzahydzothlopyzan, 
7-oxabicyelo[2.2>l]heptaae, 
7-azabieyclo[2.2.l}heptane. oxetane« coumazin. 
1.3-dioxane. l«4>dioxane oz 1,3-dioxolaae: 

covalent bond, -Cdialogen}^. -CSC-, -OCH(al]cyl)>, 
-OCUlkyDj' -CH(alkyl)CH(alkyl)-, -CH(allcyl)-. 
-C(alkyl)2-. -OCH^CH^-. -CH^CH^-. SO. -S-. 
SOj. -CHjSCOjj-. -CH(allcyl)S(0),j-. 
-SCOj^CHj-, -CHChalogen)-. -C(alkyl) (halogen)-, 
-CH(CN)-, -C(allcyl)(CN)-, -c(-O)-, -CH(O-alkyl)-. 
-CHgCC-O-r -C(-0)CH2, -CH(alkyl)C(-0)-, 
-C(»0)CH(alkyl)-, -CH-CH-, -C(alkyl)«CH-. 
-CH«C(alkyl)-. -C(alkyl}-C(alkyl}<.. .C<-0)CHnCH-. 
azylene, -SlCbalogen}^-, -SiCalkyl}^, 
-CH-CH-, -c(alkyl}-CH-, -CH-C(alkyl)- oz 

-C(alkyl)-C(alkyl)-, 

Wherein h is a value of from 0 to 2 inclusive; 

alkylidene« substituted or unsubstituted 
benzyxidene. NH or NR* * ■ wherein R* * ■ is alkyl, 
aryl, aral)cyl« alkenyl or alkynyX: and 

YgQ. ^81 ^82 
different and represent hydrogen, halogen* alkyl. 

hydroxy, cyano. polyhaloalkyl. alkoxy, 

polyhaloalkoxy, haloalkyl, alkylthio. alkylsulf inyl, 

alkylsulfonyl, nitre, acyl, polyhaloalkylsulf onyl. 

alkylamino, amino, dialkylamin , acylamino, acyloxy. 
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allcylsulf onyloxy. arylsulf oayloxy, 
alkenylsulfonyloxy. haloalkylsulf onyloxy. 
polyhaloalkylsulf onyloxy. phosphono or phosphino; 



Zu Y„ 



(xxxi) 



«s 



- R^^ represents unsubstituted or 
substituted alkyl. alkenyl, alkyAyl. eyeloalkyl 
cyclbalkenyl . eye loal kadi enyl. cyeloalkatrienyl, 
blcycloalkyl, blcycloalkenyl. bicycloalkadienyl, 
tricycloalkyl. tricycloalkenyl or trieycloalkadienyl; 

represents -OCH^-. -CH^-. a 
covalent bond. -CCbalogen)^. -Csc-. -OCH(alkyl)-. 
-OCCalkyDj. -CH(alkyl)CH(alkyl)-. -CH(alkyl)-. 
-COlkyl)^-. -OCHjCH^-. -CH^CH^-. SO, -S-. 

sOj. -CHjSCOj^-. -CH{alkyl)S(0)j^-. 
-S{0)j^CH2-. -CH(halogen)-. -C(alkyl) (halogen)-, 
-CH(CN)-, -C(alkyl)(CN)-, or -c(-o)-, -CH(O-alkyl)-. 
-CH^CC-O)-. -C(-0)CH2. -CH(alkyl)C(-o)-, 
-C{-0)CH(alkyl)-, -CH-CH-, -C(alkyl)-CH-, 
-CH«C(alkyl)-, -C(alkyl)-C(alkyl)-, -C(-0)CH-CH-. 
arylene, -sKhalogen)^-. -SKalkyD^, 
-CH-CH-, -C(alkyl)-CH-, -CH-C(alkyl)- or 

V ^o-^ ^o' 

-C{alkyl)-C(alkyl)-: 
^ o ^ 

Wherein h is a value o£ from o to .2 incluelve; 

Z^^ represents .0, S* C^--Cg 
alkyliden • substituted or. unsubstituted 
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benzylidene, NH or NR' • • wherein R' ' • is alkyl, 
aryl, aral]cyl« alkenyl or alkynyl; and 

^83' ^84 ^85 same. or 

different and represent hydrogen* halogen, allcyl« 
hydroxy, cyano, polyhaloalkyl, alkoxy, 
polyhaloalkoxy. haloalkyl, alkylthio, alkylsulfinyl, 
alkylsulf onyl, nitro, acyl, polyhaloalkylsul£onyl» 
alkylamino, amino, dialkylamlno, acylamino, acyloxy, 
alkylsulf onyloxy, arylsulf onyloxy, 
alkenylsulf onyloxy, haloalkylsulf onyloxy or 
polyhaloalkylsulfonyloxy: 

in which the permissible substituents for formulae 
(i) through (xxxi) above are the same or different 
and are one or more hydrogen, halogen, alkylcar bony! , 
alkylcarbonylalkyl . alkoxycarbonylalkyl , 
alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiocyano. propargylthio, hydroacyimino, alkoxyimino, 
trialkylfiilyXoxy, aryldialkylsilyloxy, 
triarylsilyloxy, formamidino, alkylsulfamido, 
dialkylsulf amido , alkoxysulf onyl , 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocar bonyl , alkylaminocarbonyl , 
dialkylaminocarbonyl, amino thiocar bonyl, 
alkylaminothiocarbonyl, dialkylaminothiocar bonyl, 
nitro, cyano, hydroxycar bonyl and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy, alkoxyearbohyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl, alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl, alkylsulf onyl. 
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polyhaloalkylsulfonyl. al)cylsulf onylamino. 
alkylcarbonylamino, polyhaloallcylsulf onylamino. 
polyhaloaDcylcarbonylamino, triallcylsilyl, 
aryldiallcylsilyl, ttiarylsllyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, al)cylaminocarbcnyloxy, 
dialkylaminocarbonyloxy. allcenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl. alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, - 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycarbonylhydrazonomethyl, 
alkoxyiminometuyl, unsubstituted or substituted 
aryloacyiminomethyl, hydrazonomethyl. unsubstituted or 
substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-« di- or polysaccharide, 
haloalkyl* haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy. arylthio, aralkylthio. 
alkylthioalkyl. arylthioalkyl, arylsulf inyl, 
arylsulfonyl. haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloxy. haloalkynyloxy, haloalkynylthio. 
haloalkenylsulf onyl . polyhaloalkenylsulf onyl . 
alkoxysulfonyl. aryloxysulf onyl, propargyloxy, aroyl, 
haloacyl, polyhaloacyl. aryloxycarbonyl, 
amino sulf onyl. alkylaminosulf onyl, 
dialkylaminosulf onyl. arylaminosulf onyl, 
carboryalkoxy. carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy, haloacyloxy, 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alkenylsulfonyloxy. arylsulf onyloxy, 
haloalkylsulf onyloxy. polyhaloalkylsulfonyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamin , aminocarbonyloxy, cyanato. 
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Isocyanato , isotniocyano , cycloalkylamino , 
trialkylanmonium. arylamino. aryi(allcyl)amino, 
ara.lkylaxaino. aUcoxyalkylphospUinyl, 
alkoxyalkylphosphinothioyl, aUcylhydroxyphosphinyl. 
dialkoxyphosphino, hydroxyamino, alkoxyamino, 
aryloxyamino, arylorylmino, oxo. thioao. 
alJcylaminoalkoxy, dlalkylaminoalkoxy, alkoxyallcqxy. 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium. 

-X. « X, -X » R3, - 

U li 

-X - R3 . - P - Y2E4 . -Y4 - P - Y2R4 



or 



-< 



Y2R4 
Y3R5 



H, - X - H-_ (xxxil) 



Y« (xxxiii) 

wherein: 

^2- ^63' ^4- ^65 ^66 

the same or different and are halogen; 

is a substituted or unsubstituted* 
carbocyclic or heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
system, a bicyclic aromatic or nonaromatic ring 
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syBteiQt a polycyclic aromatic or nonaromatic ring 
system, and a bridged ring system vhich may be 
saturated or unsaturated in vhich the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl, allcoxycarbonylaDcyl. 
alkoxycarbonylalkylthio, polyhaloalkenylthio, 
thiiDcyano. propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy. aryldialkylsilyloxy. 
triarylsilyloxy, formamidino, alkylsulf amido, 
* dialkylsulf amido . a Ikoxysulf onyl , 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocarbonyl, aminothiocarbonyl. 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitro. cyano, hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy. polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl. substituted amino in 
vhich the permissible substituents are the same or 
different and are one or tvo propargyl. alkoxyalkyl. 
alkyl thioalkyl, alkyl, alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulf onyl. alkylsulf onylamino. 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
'pclyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylriiyi, triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy. 
dialkylaminocarbonyloxy. alkenyl. polyhaloalkenyl. 
alkenyloxy. alkynyl. alkynyloxy. polyhaloalkenyloxy. 
po ly ha 1 0 a 1 ky ny 1 . po ly ha 1 oa 1 kynyl oxy . 
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polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethylt alkoxycazbonylhydrazo&omethyl, 
alkoxyiminomethyl. unsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, or a hydroxy 
group condensed with a mono-, di- or polysaccharide* 
haloallcyl, baloalJcenyl, haloalkynyl, alkoxyalkyl, 
^ aryloxy, arallcoxy, arylthio, aralkyltbio, 
alkylthioallcyl, arylthioalkyl, arylsulf iayl, 
arylsuI£onyl'« haloalkyIsuI£inyl. haloallcylsulfonyl, 
haloalkenyloxy, haloalkynyloxy« haloalkynylthio^ 
haloalkenylsulf onyl« polyhaloalkenylsulf onyl. 
alkoxysulfonyl, aryloacysulf onyl, propargyloxy, 
aroyl, haloacyli^ polyhaloacyl. aryloxycarbonyl, 
aminosulf onyl, alkylaminosulfonyl. 
d ialky laninosulf onyl , arylaminosulf onyl • 
carboxyalkoxy, carboxyalkyltbio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy* aroyloxy. alkylsulfonyloxy. 
alkenylsulf onyloxy, arylsulfonyloxy, 
haloalkylsulfonyloxy, polyhaloalkylsulf onyloxy. 
aroylamino, ha loacyl amino* alkoxycarbonyloxy, 
arylsulf onylamino « aminocarbonyloxy . cyanato * 
isocyanatOr isothiocyano. eycloalkylamino. 
trialkylammonium, arylamino, aryl(alkyl) amino, 
aralkylaninp , alkoxyalkylphosphinyl , 
alkoxyalkylphosphinothioyl , alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino, alkoxyamino. 
atyloxyamino, aryloxyimino, oxo* thiono, 
alkylaminoalkoxy. dialkylaminoalkoxy* alkoxyalkoxy. 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 
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-X, ■ X, -X ■ R3 , « X-R3, 

" II 

-X - H3 , - P . Y2H4 . -Y4 - P - Y2R4 

^ Y3R5 ^ Y3R5 



OC 



Y2R4 
Y3R5 



: or 



is a substituted heteroatom or 
substituted carboa atom, or a substituted or 
unsubstituted* branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl. 
alkylcarbonylalkyl, alkoxycarbonylalkyl, 
alkoxycarbonylalkylthio, polyhaloalkenylthid, 
thiocyano, propargylthio, hydroxyimino. alkoxyimino. 
trialkylsilylo3cy, aryldialkylsilyloxy, 
triarylsilyloxy, formamidino, alkylsulf amido. 
dialkylsulfamido, alkoxysulf onyl. 
polyhaloalkoacysulfonyl. hydroxy, amino, 
aminocar bonyl , alkylaminocar bonyl , 
dialkylaminocarbonyl, aminothiocar bonyl, 
alkylaminothiocar bonyl , dialkylaminothiocarbonyl , 
nitro, cyano, hydroxycarbonyl and derivative salts, 
formamido. alkyl. alkoxy. polyhaloalkyl, 
polyhaloalkoxy. alkoxycarbonyl. substituted amino in 
which the p rmissible substituents are the same or 
different and are ne r tw propargyl, alkoxyalkyl. 



wo 87/04321 



.PCT/US87/00240 



- 774 - 



alkyltnioalKyl, alkyl, alkenyl, haloalKenyl or 
polyhaloalkenyl; alkylthio, polyhaloaHcyltbio, 
alkylsulf Inyl, polyhaloaDcylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulfonyl, alkylsulf onylamino* 
" alkylcarbonylamino , polyhaloallcylBUlf onylamino . 
polyhaloaikylcarbonylamino, trialkylsilyl* 
aryldialkylsilyl. triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino^ alkylaminocarbonyloxy, 
dialkylaminocarbonyloxyt alkenyl, polylialoalkenyl*« 
alkenyloxy, alkynyl. alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, 

polyf luoroalkanol . cyanoalkylamino , 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl.- 
alkoxylminomethyl. iinsubstituted or substituted 
aryloxyiminomethyl, hydrazonomethyl. unsubstituted 
or substituted arylhydrazonometbyl, a hydroxy group 
condensed with a mono-«^ di- or polysaccharide, 
haloalkyl, haloalkenyl/ haloalkynyl, alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl, arylthioalkyl, arylsulfinyl. 
arylsulfonyl,, haloalkylsulf inyl, haloalkylsulf onyl, 
haioalkanyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulfonyl, aryloxysulf onyl, propargyloxy, 
aroyl. baloacyl. polyhaloacyl« aryloxycarbonyl. 
amino sul£ony It alkylaminosulfonyl, 
dialkylaminosulfonyl, arylaminosulf onyl« 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy, 
polyhaloacyloxy« aroyloxy, alkylsulf onyloxy. 
alkenylsulf onyloxy^ arylsulf onyloxy* 
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haloalkylsulf onyloxy, polyhaloallcylsulfonyloxy, 
aroylamino, haloacylamino, alKoxycarbonyloxy. 
arylsxilf onylamino, aminocarbonyloxy, cyanato, 
isocyanato, isothiocyano. cycloalkylaaino, 
tEialkylammonium, arylamino, aryl(allcyl) amino, 
arallcylainino, alkoxyalkylphoaphlnyl. 
alkoxyalkylphosphinothioyl. alkylhydroxyphosphinyl, 
dialkoxyphosphino, hydroxyamino, alkoxyamino. 
aryloxyamino. aryloxyimino. oxo. thiono, 
alHylaminoalkoxy, dialkylaminoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy. dialkylsulf oniiim, 

-X, at* X. -X « , a X-R^, 

^1 

II 

Y R 
3 5 

X 1q a covalent single bond oi double bond, 
a substituted or unsubstituted heteroatom or 
substituted carbon atom, or a substituted or 
unsubstituted, branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are th sam or dif£ rent and are one or more 



ft 

— X — Rj « — P — ^2^4 * 

\ 

Y3R,. 

or 
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hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylalkyl, alkoxycarbonylalkyl. 
alkoxycarbonylallcylthlo. polyhaloalkenylthio. 
thiocyano, propatgylthio, hydtoxylmino, alkoxyimino. 
trialkylsilyloxy. aryldialkylsilyloxy,. 
trlarylBllyloxy. formamidlno. alkylsulf amido, 
dialkylffulf amido . alko3cysulf onyl . 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl. alkylaminocarbonyl, 
dialkylaminocarbonyl , amino thiocarbonyl , 
alkylaminothiocarbonyl , dialkylaminothiocarbonyr, 
nitro, cyano, hydroxycarbonyl and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy,- alkoxycatbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargylv alkoxyalkyl, 
alkyl thioalkyl. alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio, 
alkylsulfinyl. polyhaloalkylsulf inyl, alkylsulf onyl. 
polyhaloalkylsulfonyl. alkylsulf onylamino, 
alkylcarbonylamino. polyhaloalkylsulf onylamino, 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl,' triarylsilyl, sulfonic acid and 
derivative salts, phosptonic acid and derivative 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloacy. alkenyl, polyhaloalkenyl, 
alkenyloxy. alkyny\, alkynyloxy, polyhaloalkenyloxy. 
polyhaloalkynyl, polyhaloalkynyloxy, 
polyf luoroalkanol, cyanoalkylamino. 
semicarbazonomethyl, alkoxycarbonylhydrazonomethyl, 
. alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethyl. hydrazon methyl, unsubstituted 
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or substituted arylhydcazonomethyl, a hydroxy group 
condeased with a mono-, dl- or polysaccharide, 
haloallcyl, haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio, aralkylthio, 
alkylthioalkyl. arylthi-oalkyl, arylsulf inyl. 
arylsulf onyl, haloalkylsulf inyl, haloalkylsulf onyl, 
haloalkenyloacy. haloalkynyloxy, haloalkynylthio, 
haloalkenylsulf onyl, polyhaloalkenylsulf onyl. 
alkoxysulf onyl. aryloxysulf onyl, propargyloxy. 
aroyl. haloacyl, polyhaloacyl. aryloxycarbonyl, 
aminosulfonyl • alkylaminosulf onyl . 
dialkylaminosulfonyl , arylaminosulf onyl , 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, a-cyloxy, haloacyloxy, 
polybaloacyloacy, aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy, arylsulf onyloacy; 
halbalkylsulfonyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulfonylamino, aminocarbonyloxy, cyanato, 
isocyanato, isothiocyano. cycloalkylamino. 
trialkylammonium. arylamino, aryl(alkyl}amino, 
aralkylamino . alkoacyalkylphosphinyl , 
alkoxyalkylphosphinothioyl, alkylhydroxyphosphinyl, 
dialkoxyphosphino. hydroxyamino. alkoxyamino, 
arylcxyamino. aryloxylmino. oxo. thiono. 
alkylaminoalkoxy, dialkylaminoalkoxy« alkoxyalkoxy, 
alkoxyalkenyl. cyanoalkoxy, dialkylsulf onium. 

-X# « X« -X « R3 # " X«R3 , 
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^1 Tfl 

(I 11 

-X - R3 . - P - Y2R4 . -Y4 - P - y2R4 



or 

Y2R4 
Y3R5 



and 



R is a substituted or unsubstituted, 

3 6 

asymmetrical heterocyclic ring system having at 
least three nitrogen atoms which is selected from a 
monocyclic aromatic or nonaromatic ring system, a 
bicyclic aromatic or nonaromatic ring system, a 
polycyclic aromatic or nonaromatic ring system, and 
a bridged ring system which may be saturated or 
unsaturated in which the permissible substituents 
are the same or different and are one or more 
hydrogen* halogen, alkylcarbonyl • 
alky Icar bonylallcyl , alkoxycar bonylalkyl , 
allcoxycarbonylallcylthio, polyhaloalkenylthio, 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldiallcylsilyloxy, 
triarylsilyloxy, formamidino, alJcylsulf amido, 
dial]cylsulfamido« alkoxysulf onyl, 
polyhaloalkoxysulfonyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl « 
dialkylaminocarbonyl. aminothiocarbonyl, 
alkylaminothiocarbonyl. dialkylaminothiocarbonyl, 
nitro. cyano, hydr oxy car bony 1 and derivative salts, 
formamido, alkyl, alkoxy, polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
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different and are one or two propargyl. alkoxyalkyl. 
alkylthioalJcyl. alkyl, alkenyl. halpalKenyl or 
polyhaloalJcenyl; alkylthio. polyhaloalkylthio, 
alkylsulf inyl, polyhaloalkylsulf inyl. alkylsulf onyl. 
polyhaloalkylsulf onyl , alkylsulf onylamino . 
alkylcarbonylamino. polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino. trialkylsilyl. 
aryldialkylsilyl. triarylsilyl. sulfonic acid and 
derivative salts, phosphonic acid and derivative - 
salts, alkoxycarbonylamino. alkylaminocarbonyloxy, 
dialkylaminocarbonyloxy, alkenyl. polyhaloalkenyl. 
alkenyloxy, alkynyl, alkynyloxy. polyhaloalkenyloxy, 
polylxaloalkynyl/ polyhaloalkynyloxy. 
t?olyf luoroalkanol. cyanoalkylamino, 
semicarbazonomethyl , a Ikoxycar bonylhydr^zonomethyl , 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminometbyl, hydrazonomethyl, unsubstituted 
or substituted arylhydrazonomethyl, a hydroxy group 
condensed with a mono-, di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl, 
aryloxy, aralkoxy, arylthio. aralkylthio. 
alkylthioalkyl, arylthioalkyl, arylsulf inyl. 
arylsulfonyl. haloalkylsulfinyl, haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy. haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulfonyl, aryloxysulfonyl, propargyloxy, 
aroyl. haloacyl, polyhaloacyl, aryloxycarbonyl. 
aminosulf onyl • alkylaminosulf onyl , 
dialkylaminosulfonyl, arylaminosulf onyl. 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloxy. 
polyhaloacyloxy. aroyloxy. alkylsulf nyloxy. 
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alkenylsulfonyloxy, arylsulf onyloxy, 
haloalkylsulf onylpxy, polyhaloalkylsulf onyloxy. 
atoylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino , aminocarbonyloxy , cyanato . 
isocyanato . isothiocyano , cycloalkylamino « 
trialkylammonium, arylamino, aryl(alkyl) amino, 
axalkylamino* alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothloyl, alkylhydroxyphosphlnyl. 
dialkoxyphosphlno, hydroxyamino, alkoxyaaino, 
aryloxyamino, acyloxylmino. oxo, thionor 
alkylaminoalKoxy« dlalkylamlnoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy. dlalkylsulf oniun. 



-X, " X# -X « f ■ X— , 



Y Y 

1 X 

11 u 

-X - R3 . - P - Y^R^ . -Y^ - P - Y^R^ 



\ \ 

^3^ Vs 



or 




V. 



wherein: 



R^ is a substituted or unsubstituted, 
3 



carbocyclic or heterocyclic ring system selected 
from a monocyclic aromatic or nonaromatic ring 
system* a bicyclic aromatic or nonaromatic ring 
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system, a polycyclic aromatic or noaaromatic ring 
system, and a bridged ring system which may be 
saturated or unsaturated in which the permissible 
substituents are the same or different and are one 
or more hydrogen* halogen* alkylcarbonyl* 
alkylcarbonylalXyl, alkoxycarbonylallcyl. 
al)co3cycarbonylalkylthio. polyhaloaltcenylthio* 
thiocyano, propargylthio, hydroxyimino. alkoxyimino. 
trialkylsilyloxy, aryldialkylsilyloxy, 
tr iarylsilyloxy • f ormamidino , alkylsulf amido , 
dialkylsulf amido , alkoxysulf onyl • 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl , alkylaminocarbonyl , 
dialkylaminocar bonyl , aminothiocarbonyl , 
alkylaminothiocarbonyl , dialkylaminothiocar bonyl . 
nitro, cyano. hydroxycarbonyl and derivative. salts, 
formamido. alkyl, alkoxy, polyhaloalkyl« 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl, 
alkylthioalkyl. alkyl, alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio. polyhaloalkylthio. 
alkylsulf inyl. polyhaloalkylsulf inyl, alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsvlf onylamino, 
alkylcarbonylamino, polyhaloalkylsulf onylamino. 
polyhaloalkylcarbonylamino« trialkylsilyl, 
aryldialkylsilyl, triary^silyl* sulfonic acid and 
derivative salts* phosphonic acid and derivative 
salts « alkoxycar bonylamino . alkylaminocar bonyloxy , 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy, alkynyl, alkynyloxy, polyhaloalkenyloxy, 
polyhaloalkynyl, polyhaloalkynyloxy. 
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polyf luoroalkanol r cyanoal]cyl amino , 
semicarbazoaometliyl « alkoxycar bony ItLydrazonoiaethyl , 
alkoxyimlnomethyl. linsub&tituted or substituted 
aryloxyiminometbylt hydrazonomethyl^ unsubstituted 
or substituted arylhydrazonbmethyl. a hydroxy group 
condensed with a mono-, *di* or polysaccharide/ 
haloalkyl, haloalkenyl, haloalkynyl. alkoxyalkyl^ 
aryl03cy, aralkoxy. arylthio, aralkylthio, 
alkylthioalkyl. arylthioalkyl, arylsulf inyl, 
arylsulf onyl, haloalkylsulf inyl. haloalkylsulf onyl, 
haloalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl. polyhaloalkenylsulf onyl. 
alkoxysulfonyl. aryloxysulfonyl, propargyloxy, 
aroyl. haloacyl. polyhaljoacyl, aryloxycarbonyl, 
aminosuieonyl, alkylaminosulf onyl« 
dialkylaminosul£onyl « arylaminosulf onyl « 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy. acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulf onyloxy, 
alkenylsulf onyloxy/ arylsulf onyloxy, 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino, haloacylamino, alkoxycarbonyloxy, 
arylsulf onylamino , aminocarbonyloxy , cyanato , 
isocyana to , i sothiocyano , cycloalkylamino . 
trialkylammonium, arylamino, aryl(alkyl) amino, 
aralkylamino • alkoxyalky Iphosphinyl , 
alkoxya? kylphosphinothioyl , alkylhydroxyphosphinyl , 
dialkoxyphoaphino, hydroxyamino, alkoxyamino, 
aryloxyamino, aryloxyimino, oxo, thiono, 
alkylaminoalkoxy, dialkylaminoalkoxy, alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium. 
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-X, « X, -X « R3. ■ X-R3, 

-X - R3 , - p - Y2R4 , - p - Y2R4 
^ Y3R5 Y3H5 

or 

Y2R4 



or 



is a Bubetituted heteroatom or 
substituted carbon atom* or a substituted or 
unsubstituted. branched or straight chain containing 
two or more carbon atoms or heteroatoms in any 
combination in which the permissible substituents 
are the same or different and are one or more 
hydrogen, halogen, alkylcarbonyl, 
alkylcarbonylallcyl, aUcoxycarbonylalkyl, 
alkoxycarbonylallcylthio, polyhaloalkenylthio. 
thiocyano, propargylthio, hydroxyimino, alkoxyimino, 
trialkylsilyloxy, aryldiallcylsilyloxy. 
triarylsilyloxy. formamidino. alkylsulf amido. 
dialkylsulfamido. alkoxysulf onyl. 
polyhaloalkoxysulf onyl. hydroxy, amino, 
aminocarbonyl . alkylaminoear bonyl , 
dialkylaminocarbonyl, aminothiocar bonyl, 
alkylaminothiocarbonyl, dialkylaminothiocarbonyl, 
nitro. cyano, hydroxy car bonyl and derivative salts, 
formamido, alkyl, alkoxy. polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyl, substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl, alkoxyalkyl. 



- 7B4 



al)cylthioal)cyl. alkyl. alkenyl. haloalkenyl or 
polyhaloalkenyl: aDcylthlo, polybaloaDcyltlilo, 
alkylsulf inyl. polyhaloalkylsulf inyl. alkylsulf onyl, 
polyhaloalkylsulf onyl, alkylsulfonylamino, 
alkylcarbonylamino, polyhaloal}cyl8ulf onylamino. 
polyhaloalkylcarbonylamino, trialkylsilyl. 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts, phosphonic acid and derivative 
salts, alkoxycarbonylamino, allcylaminocarbonyloxy. 
dialkylaminocarbonyloxy, alkenyl, polyhaloalkenyl, 
alkenyloxy. alkynyl, alkynyloacy, polyhaloalkenyloxy. 
polyhaloalkynyl. polyhaloalkynyloxy, 
polyfluoroalkanol. cyanoalkylamino, 
semicarbazonomethyl, alkoxycarbonylhydra^ononethyl, 
alkoxylminometbyl, unsubstituted or substituted 
aryloxyiminomethylt hydrazonomethyl, unsubstituted 
or substituted arylbydrazonomethyl, a hydroxy group 
condensed with a mono-^r di- or polysaccharide, 
haloalkyl, haloalkenyl, haloalkynyl, alkoxyalkyl, 
aryloxy. aralkoxy. arylthio, aralkylthio, 
alkylthioalkyl. arylthioalkyl, arylsulf inyl. 
arylsulf onyl, haloal,kylsul£inyl. haloalkylsul£onyl« 
hal'oalkenyloxy, haloalkynyloxy, haloalkynylthio, 
haloalkenylsulfonyl, polyhaloalkenylsulf onyl, 
alkoxysulfonyl. aryloxysulfonyl, propargyloxy, 
aroyl, haloacyl. polyhaloacyl« aryloxycarbonyl, 
aminosulfonyl, alkylaminosulfonyl, 
dialkylaminosulfonyl, arylaminosulf onyl« 
carboxyalkoxy, carboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy, haloacyloacy. 
polyhaloacyloxy, aroyloxy, alkylsulf onyloxy, 
alk nylsulf onyloxy, arylsulf onyloxy. 
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haloalkylsulf onyloxy, polyhaloaDcylsulf onyloxy, 
aroylamino, haloacylamino. alkoxycarbonyloxy, 
arylsulfonylamino. amlnocatbonyloxy. cyanato. 
isocyanato • Isothiocyano • cycloalkylamino « 
triallcylanimonium, arylamino, aryl(alkyl)amino; 
aralkylamino • alkoxyalkylphosphinyl , 
alkoxyalkylphosphinothioyl, aUcylhydroxyphosphinyl, 
diaDcoxyphosphino, hydroxyamino* alkoxyamino, 
aryloxyamino, aryloxyiinino, oxo. thiono. 
alkylaminoalkoxy, dialkylaminoalkoxy . alkoxyalkoxy , 
alkoxyalkenyl, cyanoalkoxy. dialkylsulf onium, 

-X# at X* -X " R3 ♦ » X-R3 » 

II II 

-X - E3 . - P - Y2^4 • -Y4 - P - Y2E4 



oc 



-< 



Y2H4 



sulfur; 



Y, and are independently oxygen or 

1 4 



Y and Y are independently oxygen, 
2 ^ 



sulfur* amino or a covalent bond; and 

and Rg are independently hydrogen or 
substituted or unsubstituted alkyl* polyhalodkyl, 
phenyl or benzyl in which the permissible 
substituents are the same or different and are one 
or more hydrogen, halogen, alkylcarbonyl. 
alkylcarbonylalkyl, alkoxycarbonylalkyl. 
alkoxycarbonylalkylthio. p lyhaloalkenylthio. 
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thiocyano. propargylthio, hydroxyimino, allcoxyimino, 
trlalkylsilyloxy, aryldialkylsilyloacy. * 
triarylsilyloxy, formamidino. alkylsulfamido, 
dialkylsulf amido, alkoxysulf onyl . 
polyhaloalkoxysulf onyl, hydroxy, amino, 
aminocarbonyl, alkylaminocarbonyl* 
dialkylaminocaibonyl, amlnothlocarbonyl, 
alkylaminothiocarbonyl. dialkylaminothlocaEbonyl, 
nitro, cyano, hydtoxycarbonyl and derivative salts; 
fornamido. alkyl. alkoxy, polyhaloalkyl, 
polyhaloalkoxy, alkoxycarbonyI« substituted amino in 
which the permissible substituents are the same or 
different and are one or two propargyl. alkoxyalkyl, 
alkylthioalkyl« alkyl« alkenyl, haloalkenyl or 
polyhaloalkenyl; alkylthio, polyhaloalkylthio, 
alkylsulf inyl . polyhaloalkylsulf ihyl , alkylsulf onyl , 
polyhaloalkylsulfonyl, alkylsulf onylamino, 
alkylcarbonylamino, polyhaloalkylsulf onylamino« 
polyhaloalkylcarbonylamino, trialkylsilyl, 
aryldialkylsilyl, triarylsilyl, sulfonic acid and 
derivative salts* phosphonic acid and derivative 
salts, alkoxycarbonylamino, alkylaminocarbonyloxy, 
dialkylaminocarbonyloxyr alkenyl^ polyhaloalkenyl* 
alkenyloxy, alkynyl, alkynylo3cy, polyhaloalkenyloxy, 
polyhaloalkynyl. polyhaloalkynyloxy* 
polyf luoroalkanol, cyanoalkylamino, 
semicarbazonomethyl. alkoxycartonylhydrazonomethyl, 
alkoxyiminomethyl, unsubstituted or substituted 
aryloxyiminomethy 1 « hydrazonomethyl « unsubstituted 
or substituted arylhydrazonomethyl* a hydroxy group 
condensed with a mono-* di- or polysaccharide* 
haloalkyl. haloalkenyl. haloalkynyl, alkoxyalkyl^ 
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aryloxy* aralkoxy, arylthio, aiaDcylthio* 
alkylthioalkyl. arylthioalkyl* arylsulf lnyl« 
arylsulf onyl « haloalkylsulf inyl « haloalkylsulf onyl , 
haloalkenyloxy « haloalkynyloxy « haloalkynylthio , 
haloalkenylsulf onyl, poLyhaloalkenylaulf onyl, 
alkoxysulfonyl, aryloxysulf onyl, propargyloxy, 
aroyl, haloacyl. polyhaloacylt aryloxycarbonyl, 
aminosulf onyl , alkylaninosulf onyl • 
dialkylaminosulfonyl, arylaminosulf onyl, 
carboxyalkoxy. cacboxyalkylthio, 
alkoxycarbonylalkoxy, acyloxy. haloacyloxy, 
polyhaloacyloxy. aroyloxy, alkylsulf onyloxy, 
alkenylfiulfonyloxy, arylsulf onyloxy. 
haloalkylsulf onyloxy, polyhaloalkylsulf onyloxy, 
aroylamino , haloacylamino , alkoxycar bonyloxy , 
arylsulf onylamino, amlnocar bonyloxy, cyanato, 
isocyanato, isothlocyano, cycloalkylamino, 
trialkylammonium, arylamino. aryl(alkyl) amino, 
aralkylamino, alkoxyalkylphosphinyl, 
alkoxyalkylphosphinothioyl , alkylliydroxyphosphinyl , 
dialkoxyphosphino, hydroxyamino, alkoxyamino, 
aryloxyamino, aryloxyimino, oxo, thlono, 
alkylaminoalkoxy, dialkylaminoalkoxy. alkoxyalkoxy, 
alkoxyalkenyl, cyanoalkoxy, dialkylsulf onium, 

«>X, a X, -X « R3, o X-R3 , 

Yl Yj 

tl M 

—X — Rj « — P — Y2R4 # "^4 — P — ^2^4 

Y3R5 ^ Y3R5 
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^ Y3R5 

106. A composition for reducing moisture 
loss from plants comprising an acceptable carrier 
and an effective amount, sufficient to reduce 
moisture loss from plants without substantially 
inhibiting plant photosynthetic electron transport, 
of a compound of claim 105 » 

107. A composition for increasing crop 
yield, comprising an acceptable carrier and an 
effective amount sufficient to increase crop yield 
without substantially inhibiting plant 
photosynthetic electron transport* of a compound of 
claim 105. 

108. The method of claim 1 in which the 
compound is used in combination with one or more 
other biologically active compounds. 

109. The method of claim 53 in which the 
compound is used in combination with one or more 
other biologically active compounds. 

110. A method for reducing moisture loss 
from soil having plants or crops planted therein 
which comprises applying to the plant surface or 
crop an effective amount* sufficient to reduce soil 
moisture loss without substantially inhibiting planr 
photosynthetic electron transport, of a compound 
having the formula 



i 



wo 87/04321 W W PCT/US87/00240 



- 789 - 



Wherein R^. X and are as defined in claim 1. 
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